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WE CLAIM: 




.1. A substituted amine of formula (X) 



PATENT 



<7° 



\ 



10 



15 



20 



25 



(X) 



Rc 



6h nh 

! /\ 

R-i R 2 R 3 
^1 



where Ri is\ 

(I) Ci^Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
substituted with C1-C3 alRyl and C r C 3 alkoxy), -F, -CI, -Br, -I, -OH, 

-SH, -ON, -CF 3 , C1-C3 alKoxy, -NR Na Ri.b where Ri. a and R Nb are -H or Ci-C 6 alkyl, 
and -OC=0 NR|. a Ri-b where Ri_ a and Ri.bare as defined above, 

(II) -CH 2 -S(0)oY(C,-C 6 alkyl), 

(III) -CH 2 -CH 2 -S(b)o.2-(C,-C6 alkyl), 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

-bare- 



-F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi- a Ri-b where ^i^\id Ri. b 
H or C r C 6 alkyl, ^ C 



(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C-N, -CF 3 , C»-C 3 alkoxy, and -NRi_ a Ri-\vhere R Ua and Ri. b are -H or Ci-C 6 
alkyl, 



(VI) -(CH2) n r(Ri-aryi) where ri\ is zerosjr one and where Ri-^i is 

l^oTbstra] 



phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, 



linyl 



30 



optionally substituted with one, two, three, or four of tli^ following substituents on 
the aryl ring: 

(A) CpCe alkyl optionally substitutedVith one, two or three 
substituents selected from the group consisting of Ci-C 3 alkyl,\F, -CI, -Br, -I, -OH, 
-SH, and -NRi_ a Ri-b where Ri. a and R^are as defined above, -G^f, -CF 3 , Ci-C 3 
alkoxy, 
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i Y (B) C2-C6 alkenyl with one or two double bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -c\-OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi. a R Nb where Ri_ a and R^are - 
H or Ci^Ce alkyl, 

5 \ (C) C2-C6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -§H, -C=N, -CF3, C 1 -C3 alkoxy, and -NRi_ a Ri_b where Ri. a and Ri.bare - 
H or C\-Ce alkyl, \ 

\ (D) -F, CI, -Br or 

10 \F) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, \ 

(G) ^NRn-2Rn-3 where RN-2and Rn-3 are as defined below, 

(H) -ck 

(I) -C^A 

1 5 (J) C3-C7 cycloalkyl, optionally substituted with one, two or 

three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where Ru a and Ri^are -H or C1-C6 alkyl, 
(K)-CO-(C r C 4 alLl), 

(L) -S02-NRi_aRi-b where Ri_ a and Ri-bare as defined above, 
20 (M) -CO-NRi- a Ri-b where Ri_ a and Rj.b are as defined above, or 

(N)-S0 2 -(Ci-C 4 alkyl), \ 
(VII) -(CH 2 ) n i-(Ri-heteroaryi) where i\ is as defined above and where 
Ri-heteroaryi is selected from the group consisting of: \ 
pyridinyl, \ 
25 pyrimidinyl, \ 

quinolinyl, \ 
benzothienyl, \ 
indolyl, \ 
indolinyl, \ 
30 pryidazinyl, \ 

pyrazinyl, \ 
isoindolyl, \ 
isoquinolyl, \ 
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quinazolinyl, 
quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
isoxazolyl, 
pyrazolyl, 
oxazolyl, 
thiazolyl, 
indolizinyl, 
indazolyl, 
benzothiazolyl, 
benzimidazolyl, 
benzofuranyl, 
fiiranyl, 
thienyl, 
pyrrolyl, 
^oxadiazolyl, 
liadiazolyl, 
izolyl, 
tetrtizolyl, 
oxazolopyridinyl, 
imidazppyridinyl, 
isothiazqlyl, 
naphthyritoiyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl\ 
isochromanyl, 
chromanyl, 

tetrahydroisoquinolifyl, 
isoindolinyl, 

isobenzotetrahydrofiiran) 
isobenzotetrahydrothienyl, 1 
isobenzothienyl, 
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benzoxazolyl, 
pyridopyridinyl, 
benzotetrahydrofiiranyl, 
benzotetrahydrothienyl , 
purinyl, 
benzodioxolyl, 
triazinyl, 
phenoxazinyl, 
phenothiazinyl, 
pteridinyl, 
benzothiazolyl, 
imidazopyridinyl, 
^imidazothiazolyl, 
^hydrobenzisoxazinyl, 

risoxazinyl, 
benzoxazinyl, 
dihydrpbenzisothiazinyl, 
benzop^ranyl, 
benzothiobyranyl, 
coumarinyl\ 
isocoumariny^ 
chromonyl, 
chromanonyl, and 
pyridinyl-N-oxide 
tetrahydroquinolinyl 1 
dihydroquinolinyl 
dihydroquinolinonyl 
dihydroisoquinolinonyl 
dihydrocoumarinyl 
dihydroisocoumarinyl 
isoindolinonyl 
benzodioxanyl 
benzoxazolinonyl 
pyrrolyl N-oxide, 
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pyrimidinyl N-oxide, 
pyridazinyl N-oxide, 
pyrazinyl N-oxide, 
quinolinyl N-oxide, 
indolyl N-oxide, 
indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
quinoxalinyl N-oxide, 
10 \ phthalazinyl N-oxide, 

imidazolyl N-oxide, 
isoxazolyl N-oxide, 
oxazolyl N-oxide, 
i thiazolyl N-oxide, 
1 5 njdolizinyl N-oxide, 

zolyl N-oxide, 
ben^pthiazolyl N-oxide, 
benzimidazolyl N-oxide, 
pyrrolyYN-oxide, 
20 oxadiazowl N-oxide, 

thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-o5( 
benzothiopyranVl S-oxide, 
25 benzothiopyrany\S,S-dioxide, 

where the Ri^eteroaXi group is bonded to -(CH 2 ) n r by any ring 
atom of the parent Ri-heteroaryi group substituted by hydrogen such that the new bond to 
the Ri-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or^ 
30 (1) C1-C6 alkyl optionally substituted with one, two or three 

substituents selected from the group consisting OPC1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF3, C1-C3 alkoxy, and -NR]. a Ri. b whe^e Ri_ a and Ri_b are as defined 
above, 
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(2) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri. b where R,. a and Ri_ b are 

or C r C 6 alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -C\ -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR Na Ri_ b where R Ua and R Nb are 
-H or Q^Ce alkyl, 

(4) -F, CI, -Br or -I, 

10 \ (6) -Ci-Ce alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NRn-2Rn-3 where R N -2 and R N o are as defined below, 

(8) -OH, 

(9) -ON, 

15 \ (10) C3-C7 cycloalkyl, optionally substituted with one, two or 

three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C1-C3 alkoxy, -Nfti_ a Ri. b where Ri_ a and Ri_ b are -H or C\-Ce alkyl, 
(lW-CO-(Ci-C 4 alkyl), 

(12)VS02-NRi_ a Ri_b where Ri_ a and Ru, are as defined above, 
20 (13) -teO-NRi- a Ri-b where Ri_ a and Ri_ b are as defined above, or 

(14) -S©2-(Ci-C4 alkyl), with the proviso that when ni is zero 
Ri-heteroaryi is not bonded to the ciarbon chain by nitrogen, or 

(VIII) -(CH2)ni-(R\-heterocycie) where xi\ is as defined above and 
Ri-heterocycie is selected from the group consisting of: 
25 morpholinyl, 

thiomorpholin^l, 

thiomorpholinylfcl-oxide, 

thiomorpholinyl S\jS-dioxide, 

piperazinyl, 
30 homopiperazinyl, 

pyrrolidinyl, 

pyrrolinyl, 

tetrahydropyranyl, 
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piperidinyl, 
tetrahydrofuranyl, 
tetrahydrothienyl, 
homopiperidinyl, 
homomorpholinyl, 
homothiomorpholinyl, 
homothiomorpholinyl S,S-dioxide, and 
oxazolidinonyl, 
dihydropyrazolyl 
10 \ dihydropyrrolyl 

^ dihydropyrazinyl 
iihydropyridinyl 
drhydropyrimidinyl 
dihydrofuryl 
15 dihyaropyranyl 

tetrahydrothienyl S-oxide 
tetrahydrothienyl S,S-dioxide 
homothiomorpholinyl S-oxide 

where the Ri-heterocycie group is bonded by any atom of the 
20 parent Ri-heterocycie group substitutecMjy hydrogen such that the new bond to the 
Ri-heterocycie group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, tnfee, or four: 

(1) Ci-Ce Mkyl optionally substituted with one, two or 
three substituents selected from the group\consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 

25 -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -^Ri. a Ri-b where Ri_ a and Ri_b are as 
defined above, 

(2) C2-C6 alken^! with one or two double bonds, 
optionally substituted with one, two or three suostituents selected from the group 
consisting of -F, -CI, -OH, -SH, -ON, -CF 3 , Ci-Qj alkoxy, and -NRi_ a Ri-b where 

30 Ri^ and Ri-b are -H or Ci-Ce alkyl, 

(3) C2-C6 alkynyl with ime or two triple bonds, 
optionally substituted with one, two or three substituen\s selected from the group 
consisting of -F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alko^, and -NRi. a Ri-b where 
Ri_ a and Ri^are -H or Ci-Ce alkyl, 
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or three of -F, 



belo\ 



(4) -F, CI, -Br or -I, 

(5) Ci-Ce alkoxy, 

(6) -Ci-Ca alkoxy optionally substituted with one, two, 

(7) -NRn-2Rn-3 where Rn-2 and Rn-3 are as defined 



(8) -OH, 

(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
two or three siibstituents selected from the group consisting of -F, -CI, -OH, -SH, 
-C=N, -CF3, Cr^3 alkoxy, and -NRi_ a Ri-b where Rj_ a and Ri.bare -H or C\-Ce alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S02-NRi_ a Ri_b where Ri_ a and Ri^are as defined 



above, 



above, 



(13) -CO-NRi_ a Ri_b where Ri_ a and Ri^are as defined 



14) -S0 2 -(Ci-C 4 alkyl), or 
(YS) ~0, with the proviso that when ni is zero 
Ri-heterocycie is not bonded to the carbon chain by nitrogen; 
where R2 is: 

(I) -H, 

(II) Cj-Ce alkyl, optionall^substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi_ a Rr\!> where Ri_ a and Ri.bare as defined 
above, 

(III) -(CH 2 )<m-R 2 -i where R 2 -i is R^i or Ri-heteroaryi where Ri-aryi and 
Ri-heteroaryi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected r^om the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NR|. a Ks.b where Ri- a and R^are - 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy* and -NR u Ri. b where 
Ri. a and Ri_ b are -H or Ci-Ce alkyl, 
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(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
\th one, two or three substituents selected from the group consisting of -F, -CI, -OH, 

-SH, -ON, -CF 3 , C r C 3 alkoxy, and -NR|. a Ri_ b where R Na and Ri. b are -H or C r C 6 
alkyl\or 

(VI) -(CH2)o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three Substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , Ci-Q alkoxy, and -NRi_ a Ri_b where Ri. a and Ri_ b are -H or C\-C$ alkyl; 

wher^ R3 is: 
-H, 

) Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Q|-C 3 alkoxy, and -NRi- a Ri-b where Ri_ a and Rj. b are as defined 
above, 

(III) -(OH 2 )(M-R2-i where R 2 -i is Ri_ ary i or Ri-heteroaryi where Ri_ ary i and 
Ri-heteroaryi are as defineayabove; 

(IV) C2-C6Vlkenyl with one or two double bonds, 

(V) C2-C6 alltynyl with one or two triple bonds, or 

(VI) -(CH2)o-4\C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected ffipm the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF3, C1-C3 alkoxy, and -NRi. a R\. b where Ri_ a and Ru b are -H or Cj-Ce alkyl, 

and where R2 and R3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatorn selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn-2-> where Rn-2 is as^defined below; 
where Rn is: 

(I) Rn-i *Xn- where is selected from the group consisting of: 
(A) -CO-, 



(B) -S0 2 -, 

(C) -(CR'R")i-6 where R' ^d R" are the same or different and 

are -H or C1-C4 alkyl, 

(D) -COKCR'R")i-6-X N -i wheife X N -i is selected from the group 
consisting of -O-, -S- and -NR'- and where R' and R" ajje as defined above, and 

(E) a single bond; 
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where Rn-i is selected from the group consisting of: 
(A) R.N-aryi where R.N-aryi is phenyl, 1-naphthyl, 2-naphthyl, 
tetralirWl, indanyl, dihydronaphthyl or 6,7,8,9-tetrahydro-5H-benzo[a]cycloheptenyl, 
optionalfV substituted with one, two or three of the following substituents which can 
be the sam\ or different and are: 

(1) C1-C6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON^ -CF 3 , C1-C3 alkoxy, and -NR|. a Ri. b where R|. a and R]. b are as 
defined above, 

(2) -OH, 

(3) -N0 2) 

(4) -F, -CI, -Br, or -I, 

(5) -CO-OH, 
v (6) -C=N, 

7) -(CH2)o4-CO-NRn-2Rn-3 where Rn-2 and Rn-3 are the 
same or different and are selected from the group consisting of: 

(a)-H, 

\Cb) -Ci-Ce alkyl optionally substituted with one 
substitutent selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci^C6 alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



bonds, 



one triple bond, 



above, 



(d) -C3-C7 cwcloalkyl, 

(e) -(Ci-C 2 a%l)-(C 3 -C 7 cycloalkyl), 

(f) -(C,-C 6 alkWo-(C,-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 

(j) -Ri-aryi where Ri-aryi is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteXvi is as defined 
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A 1 



double Bonds), 
5 three triple Bpnds), 

above, 
10 defined above, 
defined above, 



(8) -(CH 2 )o^CO-(C,-C i2 alkyl), 

(9) -(CH2)(M-CO-(C2-Ci2 alkenyl with one, two or three 

(10) -(CH2)o-4-CO-(C2-Ci2 alkynyl with one, two or 

(1 1) -(CH 2 )o^CO-(C 3 -C7 cycloalkyl), 

(12) -(CH2)o-4-CO-Ri. ary i where R]- ar yi is as defined 

(13) -(CH2)o^-CO-R]-heteroaiyl where Rl-heteroaryl IS as 

(14) -(CH 2 )o-4-CO-Ri-heterocycIe where Rl-heterocycle IS as 



(15) -(CH2)o-4-CO-Rn^ where R N _4 is selected from the 
group consisting of morpholinVl, thiomorpholinyl, piperazinyl, piperidinyl, 

15 homomorpholinyl, homothiomoiroholinyl, homothiomorpholinyl S-oxide, 

homothiomorpholinyl S,S-dioxidei pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, tw<\ three, or four of: C\-Ce alkyl, 

(16) -(OH2)o-4-CO-0-Rn-5 where Rn-s is selected from 



20 



25 



30 



the group consisting of: 

above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(a) ti-C 6 alkyl, 

(b) -0CH 2 )o-2-(Ri-aryi) where Ri-aryi is as defined 

(c) C2-CX alkenyl containing one or two double 

(d) C2-C6 alWnyl containing one or two triple 

(e) C3.C7 cycloalkyl, and 

(f) -(CH 2 )o-2-(Rl-h^teroaryl) where Rl-heteroaryl is as 

(17) -(CH 2 )o^-S02-NRn-2Rn\ where R N . 2 and R N . 3 are 

(18) -(CH 2 )o- 4 -SO-(C 1 -C 8 alkyl)> 

(19) .(CH 2 )o^-S0 2 .(C l -C I2 alkyl), 1 

(20) -(CH 2 ) 0 ^-SO 2 -(C 3 -C 7 cycloalkyl 
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(21) -(CH 2 )cm-N(H or R N . 5 )-CO-0-R N - 5 where R N . 5 can 
be the same or different and is as defined above, 

(22) -(CH 2 )(m-N(H or R N . 5 )-CO-N(R N . 5 ) 2 , where Rn. 5 
k be the same or different and is as defined above, 

(23) -(CH 2 )<m-N-CS-N(R n . 5 )2, where R N . 5 can be the 
same o\ different and is as defined above, 

(24) -(CH 2 ) 0 .4-N(-H or R N . 5 )-CO-R N . 2 where R N . 5 and 
Rn- 2 can be\he same or different and are as defined above, 

(25) -(CH 2 )o-4-NRn-2Rn-3 where Rn- 2 and Rn-3 can be the 
10 same or different and are as defined above, 

(26) -(CH 2 )o-4-Rn-4 where Rn-4 is as defined above, 

(27) -(CH 2 ) 0 ^-O-CO-(C,-C 6 alkyl), 

(28) -(CH 2 )o^-0-P(0)-(OR N . ary n) 2 where R N -aryi-i is -H 



or Ci-C 4 alkyl, 

above, 

above, 

defined above, 



(29) -(CH 2 )o-4-0-CO-N(R N . 5 ) 2 where R N - 5 is as defined 

GO) -(CH 2 )o-4-0-CS-N(R N _ 5 ) 2 where R N - 5 is as defined 

(3 i\-(CH 2 )o-4-0-(Rn.s)2 where Rn-5 is as defined above, 
(32) -KCH 2 )<m-0-( R N . 5 ) 2 -COOH where R N - 5 is as 



(33) -(Ctft)o-4-S-( Rn-5)2 where Rn-s is as defined above, 

(34) -(CH 2 J^4-0-(Ci-C 6 alkyl optionally substituted 
with one, two, three, four, or five -F), 

25 (35) C3-C7 cyclWlkyl, 

(36) C 2 -C6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRi. a Ri-b where Ri. a and Ru, are as defined above, 

(37) C2-C6 alkynyl with\one or two triple bonds 

30 optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I,VoH, -SH, -CsN, -CF 3 , C1-C3 
alkoxy, or -NRi-aRn, where Ri-a and R|.bare as defined above, 

(38) -(CH 2 )o-4-N(-H or R n . 5 Xs0 2 -Rn-2 where Rn- 5 and 
Rn- 2 can be the same or different and are as described abovk or 

(39) -(CH 2 )(M- C3-C7 cycloalkyl 
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10 



15 



20 



25 



30 



(B) -Rw-heteroaryi where RN-heteroaryi is selected from the group 

pyridinyl, 
pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 
pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 
quinazolinyl, 
quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
isoxazolyl, 
pyrazWl, 

oxazolyV 

thiazolyl, 1 

indolizinyl, 1 

indazolyl, 

benzothiazolyl/ 

benzimidazolyl, 

benzofuranyl, 

fiiranyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 
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isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 
isochromanyl, 
chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 
isobenzotetrahydrothienyl, 
isobenzothienyl, 
^benzoxazolyl, 

ridopyridinyl, 
be^zotetrahydrofuranyl, 
benzbtetrahydrothienyl, 
purinyr 
benzodio^olyl, 
triazinyl, 
phenoxaziny^ 
phenothiazinyl\ 
pteridinyl, 
benzothiazolyl, 
imidazopyridinyl, 
imidazothiazolyl, 
dihydrobenzisoxazinyl, 
benzisoxazinyl, 
benzoxazinyl, 
dihydrobenzisothiazinyl, 
benzopyranyl, 
benzothiopyranyl, 
coumarinyl, 
isocoumarinyl, 
chromonyl, 
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above, 

5 double bonds), 
three triply bonds), 

10 above, 

defined above, 
defined above, 

15 



(k) -Ri-heteroaryi where R]-heteroaryi is as defined 

(8) .(CH 2 WCO-(C r C 12 alkyl), 

(9) -(CH 2 )o^-CO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 ) 0 ^-CO-(C 2 -Ci 2 alkynyl with one, two or 

(11) -(CH 2 )o-4-CO-(C 3 -C 7 cycloalkyl), 

(12) -(CH2)o^-CO-Ri- ar yi where Ri- ar yi is as defined 

(13) -(CH 2 )o-4-CO-Ri.heteroaryl where Rl-heteroaryl IS as 

(14) -(CH 2 ) 0 ^-CO-Ri-heterocycle where Ruheterocyc!e IS as 



( \5) -(CH 2 )o^-CO-Rn-4 where R N _4 is selected from the 
group consisting of morpholinyl, Ihiomorpholinyl, piperazinyl, piperidinyl, 
homomorpholinyl, homothiomorpholinyl, homomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: C\-Ce alkyl, 
20 (16) -(CH 2 )o\-CO-0-R N -5 where R N -s is selected from 

the group consisting of: 

(a) Ci-C 6 Vkyl, 

(b) -(CH2)oV(Ri-aryi) where Ri- a ryi is as defined 



25 



30 



above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(c) C 2 -C6 alkenyl containing one or two double 

(d) C 2 -C6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, 

(f) -(CH 2 )o- 2 -(Rl-heteroaryl) ^feere Rl-heteroaryl IS aS 

(17) -(CH2)o^-S0 2 -NR n . 2 Rno where % 2 and R N . 3 are 

(18) -(CH 2 )o^-SO-(C,-C8 alkyl), 
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(19) -(CH 2 WS0 2 -(C,-C,2 alkyl), 

(20) -(CH 2 )o-4-S0 2 -(C 3 -C 7 cycloalkyl), 

(21) -(CH 2 )o-4-N(H or R N _ 5 )-CO-0-R N -5 where R N -s can 
be the same or different and is as defined above, 

(22) -(CH 2 ) 0 -4-N(H or R N - 5 )-CO-N(R N . 5 ) 2 , where R N . 5 
caKbe the same or different and is as defined above, 

(23) -(CH 2 ) 0 ^-N-CS-N(R N . 5 ) 2 , where R N . 5 can be the 
same orNjifferent and is as defined above, 

(24) -(CH 2 )<m-N(-H or R N . 5 )-CO-R N - 2 where R N . 5 and 
1 0 R N - 2 can be t% same or different and are as defined above, 

(25) -(CH 2 ) 0 -4-NRn- 2 Rn-3 where R N _ 2 and R N _ 3 can be the 
same or different a\d are as defined above, 

(26) -(CH 2 )<m-Rn-4 where R N ^ is as defined above, 

(27) -(CH 2 )o^-0-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 )o-4-0-P(0)-(OR N -aryi-i)2 where R N . aryl _, is -H 



15 

or C1-C4 alkyl, 
above, 
20 above, 

defined above, 



(250 -(CH 2 ) 0 -4-O-CO-N(R N _ 5 ) 2 where R N - 5 is as defined 

(30) -(CH 2 )o^-0-CS-N(R N . 5 ) 2 where R N -s is as defined 

(31) -(CH 2 )oVO-(Rn-5) 2 where Rn-s is as defined above, 

(32) -(CH 2 ) 0 -4-\-( Rn-s)2-COOH where R N _ 5 is as 



(33) -(CH 2 )o-4-S-( rVs) 2 where Rn-s is as defined above, 
25 (34) -(CH 2 )o^-0-(Ci-0^ alkyl optionally substituted 

with one, two, three, four, or five of: -F), 

(35) C3-C7 cycloalkyl, 

(36) C 2 -C6 alkenyl with one oVtwo double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -Sp, -ON, -CF 3 , C1-C3 

30 alkoxy, or -NRi_ a Ri_b where Ri_ a and Ri-b are as defined above, 

(37) C 2 -C6 alkynyl with one or two triple bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=t^ -CF 3 , C r C 3 
alkoxy, or -NRi. a Ri-b where Ri_ a and Ri-bare as defined above, or 
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(38) -(CH 2 )<m-N(-H or R n _ 5 )-S0 2 -Rn-2 where R N . 5 and 
Rh-2 can be the same or different and are as described above, or 

(39) -(CH 2 ) 0 ^- C3-C7 cycloalkyl, 
(C) RtM-aryi-W-RN-aryi, where RN-aryi is defined as above, 

5 \ (D) RN-aryl-W-RN-heteroary], where R^ary! and RN-heteroaryl are as 



defineci above, 

(E) RN-aryl-W-RN-l-heterocycle, where RN-heterocycle is defined 

Ri-heterocycie\s defined above, 



as 



(F) RN-heteroaryl-W-R N - a ryU where Rw-aryl and R n -h 



i-heteroaryl are as 

10 defined above, x 

(G) RN-heteroaryl-W-R N .heteroaTyi, where RN-heteroaryl is as defined 

above, \ 

0 RN-heteroaryl-W-RN-l-heterocyclej where RN-I-heterocycle is as 

defined as Ri-heterocycie is as defined above, and where RN-heteroaryi is as defined above, 
15 (I)R^ 

Irheterocycle 

-W-R N . ary i, where RN-heterocycie is as defined as Ri. 
heterocycie is defined and where i^N-aryi are as defined above, 

(J) RN-heteVycle-W-RN-heteroaryl, where RN-heterocycle is as defined as 

Ri -heterocycie as defined above and R^-heteroaryi are as defined above, and 

(K) RN-heterocycVW-RN-l-heterocycle 5 where RN-heterocycle and Rn- 

20 heteroaryi are as defined above, * 

where W is 

(1) -(CH 2 \^- 5 

(2) -0-, 

(3) -S(O) 0 -2-, . 

(4) -N(Rn-5)- where Rn-s is as defined above, 

(5) -CO-, \ 
(II) -CO-(C)-Cioalkyl) where alkyl is optionally substituted with one, 

two, or three substitutents selected from the group consisting of: 

(A) -OH, 

(B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-s where Rs-g is -H, Ci-C 6 alkyl or -phenyl, 

(E) -CO-NRn^Rno where Rn-2 and Rn-3 are t\e same or 



25 



or 



30 



different and are as defined above, 
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(F) -CO-Rn-4 where Rn-4 is as defined above, 

(G) -S0 2 -(CrC 8 alkyl), 

(H) -S02-NR N -2Rn-3 where R N -2 and Rno are the same or 
different and are as defined above, 

5 \ (I)-NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where R N -8 is as defined above, 
(K) -NR n . 2 Rn-3 where Rn-2 and R N _ 3 are the same or different 
and are as defined above, 

(L) -Rn-4 where R^a is as defined above, 
10 \ (M) -0-CO-(C,-C 6 alkyl), 

(N) -0-CO-NRn-8Rn-8 where R N -8 are the same or different and 

are as defined above,' 

-0-(C,-C 5 alkyl)-COOH, 
(P)V)-(Ci-C6 alkyl optionally substitued with one, two, or 
1 5 three of: -F, -CI, -Br, or -I), 

(Q) -NflrS0 2 -(C 1 -C 6 alkyl), and 

(R)-F, or-fcl 

(III) -CO-(C]-C 6 all^lW-(Ci-C6 alkyl) where alkyl isoptionally 
substituted with one, two, or three subsjitutents selected from the group consisting of: 
20 (A) -OH, 

(B) -C r C 6 alkoxy, 

(C) -C r C 6 thioalkoxy; 

(D) -CO-O-Rn-s where Rw_8 is -H, C r C 6 alkyl or -phenyl, 

(E) -CO-NR n _ 2 Rn-3 where \^-2 and R N _ 3 are the same or 
25 different and are as defined above, 

(F) -CO-R]sm where Rn^» is as defined above, 

(G) -S0 2 -(CrC 8 alkyl), 

(H) -S0 2 -NRn-2Rn-3 where Rn- 2 anc^RN-3 are the same or 
different and are as defined above, 

30 (I) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 

(K) -NRn-2Rn-3 where R N -2 and Rn-3 are the s^pie or different 

and are as defined above, 

(L) -R N ^ where Rn-4 is as defined above, 
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i (M)-0-CO-(Ci-C 6 alkyl), 

\ (N) -0-CO-NRn-8Rn-8 where the Rn-ss are the same or different 

\ and are as defined above, 
\ (O) -0-(C,-C 5 alkyl)-COOH, 

5 \ (P) -0-(C|-C6 alkyl optionally substitued with one, two, or 

thre^of: -F, -CI, -Br, or -I), 

\ (Q) -NH-S0 2 -(Ci-C 6 alkyl), 

\ (R) -F, -CI, 

V (IV) -CO-(Ci-C 6 alkyl)-S-(Ci-C 6 alkyl) where alkyl is optionally 
10 substituted withNone, two, or three substitutents selected from the group consisting of: 
\ (A) -OH, 

\(B) -Ci-C 6 alkoxy, 
(SJ) -Ci-Ce thioalkoxy, 

(D)\CO-0-Rn-8 where R N - 8 is as defined above, 
1 5 (E) -O0-NRn-2Rn-3 where Rn-2 and R N -3 are the same or 

different and are as defined above, 

(F) -CO-Rtfu where Rn-4 is as defined above, 

(G) -S0 2 -(cN: 8 alkyl), 

(H) -SO2-NRN-2RN-3 where Rn-2 and Rno are the same or 
20 different and are as defined above, \ 

(I) -NH-CO-(C,-C 6 Vyl), 

(J) -NH-CO-O-Rn-8 wHere Rn-8 is as defined above, 
(K) -NRn- 2 Rn-3 where RX and Rn-3 are the same or different 
and are as defined above, \ 
25 (L) -Rn-4 where Rn^ is as denned above, 

(M) -0-CO-(Ci-C 6 alkyl), \ 

(N) -O-CO-NRn-sRn-8 where RN- 8 \re the same or different and 
are as defined above, \ 

(O) -0-(Ci-C 5 alkyl)-COOH, \ 
30 (P) -0-(Ci-C6 alkyl optionally substituedVith one, two, or 

three of: -F, -CI, -Br, -I), \ 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), \ 

(R)-F,or-Cl, \ 
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(V) -CO-CH(-(CH2)o-2-0-RN-lo)-(CH 2 )o.2-RN-ary|/ R N-heteroaryl) where R N - 

\ aryi and RN-heteroaryi are as defined above, where Rn-io is selected from the group 
\ consisting of: 

\ (A)-H, 
5 \ (B)Ci-C 6 alkyl, 

\ (C) C3-C7 cycloalkyl, 

\ (D) C2-C6 alkenyl with one double bond, 

\ (E) C2-C6 alkynyl with one triple bond, 

\ (F) Ruaryi where Ri_ ary i is as defined above, and 

10 \ (G) Rw-heteroaryi where RN-heteroaryi is as defined above, or 

(vK-CO-(C3-C8 cycloalkyl) where alkyl is optionally substituted with 
one or two substitutehts selected from the group consisting of: 
(X)-(CH 2 ) 0 .4-OH, 

(B)V:H2)o-4-Ci-C6 alkoxy, 
15 (C) -(C^9)o-4-CrC 6 thioalkoxy, 

(D) -(CH2V4-CO-O-RN.8 where R N . 8 is -H, C r C 6 alkyl or - 
phenyl, \ r ~ 

(E) -(CH 2 )o-4-CS^NRn-2Rn-3 where Rn-2 and R N -3 are the same 
or different and are as defined above, \ 

20 (F) -(CH 2 )o-4-CO-RNXwhere Rn-4 is as defined above, 

(G) -(CH 2 ) 0 ^SO 2 -(CrX alkyl), 

(H) -(CH 2 )q_ 4 -S02-NR n .2Rns3 where Rn-2 and Rn-3 are the same 
or different and are as defined above, \ 

(I) -(CH 2 ) 0 .4-NH-CO-(CrC6 aliW 

25 (J) -NH-CO-O-Rn-8 where R N .g is aVdefined above, 

(K) -(CH 2 )q-4-NRn-2Rn-3 where R N -2 Wd Rn-3 are the same or 
different and are as defined above, \ 

(L) -(CH 2 )o-4-R N -4 where Rn*4 is as defineasabove, 
(M) -0-CO-(C,-C 6 alkyl), \ 
30 (N) -0-CO-NR N -8Rn-8 where Rn-8 are the same orsdifferent and 

are as defined above, \ 

(O) -0-(C,-C 5 alkyl)-COOH, \ 
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(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Ci-C6 alkyl), and 
(R) -F, or -CI, 

where Rc is: 

(I) -Ci-Cio alkyl optionally substituted with one, two or three 
substituehts selected from the group consisting of Q-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N,VCF3, Ci-Ce alkoxy, -O-phenyl, -NRi_ a R]. b where Rj. a and R]_ b are as 
defined abovev -OC=0 NRi_ a Ri_ b where Ri_ a and Ri. b are as defined above, -S(=O) 0 -2 

10 Ri- a where Ri_ a is as defined above, - NRi_ a C=0 NRi_ a R|_ b where Ri_ a and Ri_ b are as 
defined above, -C^O NRi_ a Ri_ b where Ri_ a and Ri_ b are as defined above, and -S(-0)2 
NRi. a Ri_ b where Ri_\and Ri_ b are as defined above, 

(II) -(CM2)o-3-(C3-Cg) cycloalkyl where cycloalkyl can be optionally 
substituted with one, twaor three substituents selected from the group consisting of 

15 C1-C3 alkyl, -F, -CI, -Br, -K-OH, -SH, -C=N, -CF 3 , Ci-C 6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(Ci-C4 alkyl), and -NRi. a R]^ where Ri_ a and Ri. b are as defined above, 

(III) -(CRc- x Rc- y \-4-Rc-aryi where Rc-x and Ro y are 

-H, 

C1-C4 alkyl optionally substituted with one or two -0H„ 
20 C1-C4 alkoxy optionally substituted with one, two, or three of: 



-(CH 2 )o-4-C3-C 7 cyctoalkyl, 
C2-C6 alkenyl containing one or two double bonds, 
C2-C6 alkynyl contianingSpne or two triple bonds, 
25 phenyl-, 

and where Rc- X and Rc- y are taken together vtoth the carbon to which they are 
attached to form a carbocycle of three, four, five, six, V seven carbon atoms, 
optionally where one carbon atom is replaced by a heterWom selected from the 
group consisting of -0-, -S-, -SO2-, and -NRn-2- and Rc-aryMs the same as Rn-aryi; 
30 (IV) -(CRc-xRc-y)o-»-Rc-heteroaryi where Rc-heten>V is the same as R N _ 

heteroaryi and Rc- X and Rc- y are as defined above, 

(V) -(CRc-xRc-y)o^-Rc-aryi-Rc-aryi where Rc-aryb Rc-\and Rc- y are as 

defined above, 
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(VI) -(CRc-xRc-y)o^-Rc-aryrRc-heteroaryl Where Rc-aryl , Rc-heteroaryl, Rc-x and 

Rc. y are as defined above, 

(VII) -(CRc-xRc-y)o-4-Rc-heteroaryl-Rc-aryl where Rc-heteroaryl, Rc-aryl, Rc-x 

and Rc-y are as defined above, 

(VIII) -(CRc-xRc-y)o-4-Rc-heteroaryl-Rc-heteroaryl where Rc-heteroaryl, Rc-x and 

p. y are as defined above, 

(IX) -(CRc-xRc-y^-i-Rc-aryi-Rc-heterocycie where Rc-aryi, Rc-x and Ro y are 
as denned above, and Rc-heterocycie is the same as RN-heterocycie, 

(X) -(CRc- x Rc-y)o^-Rc-heteroary|-Rc-hetetx)cycle Where Rc-heteroaryU Rc-heterocycle, 

Rc-x and R^ are as defined above, 

i -(CRc-xRc-y)o^-Rc-heterocycle-Rc-aryl where Rc-heterocycle, Rc-aryl, Rc-x 

and Rc.y are as defined above, 

(XlK -(CRc- x Rc-y)o-4-Rc-heterocycle-Rc-heteroaryl where Rc-heterocycle? Rc- 

heteroaryi, Rc-x and Rc-y are as defined above, 

(XIII) -(GRc_ x Rc-y)o-4-Rc-heterocycle-Rc-heterocyc1e where Rc-heterocycle, Rc-x 

and Rc-y are as defined above, 

(XIV) KCRc-x%-y)o4-Rc-heterocycie where Rc-heterocyde, Rc-x and Rc- y are 
as defined above, 

(XV) -[C(Rc-i)(Rc^]i-3-CO-N-(Rc-3)2 where Rc-i and Rc-2 are the 
same or different and are selected frdtri the group consisting of: 

(A) -H, 

(B) -Ci-C 6 alkyl, oWnally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, af^ -NRi. a Ri_ b where R u and R Ub are as 
defined above, 

(C) C 2 -C 6 alkenyl with one ok two double bonds, optionally 
substituted with one, two or three substituents selecte&irom the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C^alkoxy, -O- phenyl, and 
-NRi. a Ri.b where Ri. a and Ri- b are as defined above, 

(D) C 2 -C 6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from th^sgroup consisting of 
C,-C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C,-C 6 alkoxy\p- phenyl, and 
-NRi_ a Ri. b where Ri_ a and R^ are as defined above, 

(E) -(CH 2 ),-2-S(0)o.2-(Ci-C6 alkyl), 
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(F) -(CH2)(m-C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, -NRi_ a R,. b where Ri_ a and 
Ri_ b are as defined above, 

(G) -(Ci-C4alkyl)-Re-aryi where Rc-aryi is as defined for R|- ar yi, 

(H) -(Ci-C 4 alkyl)-Rc-heteroaryi where Rc-heteroaryi is as defined 



aboveV 



above, 



(I) -(C,-C 4 alkyl)-Rc -heterocycle 

where Rc-heterocycie is as defined 



10 \ (J) -Rc-heteroaryi where Rc-heteroaryi is as defined above, 

(K) -Rc-heterocycie where Rc-heterocycie is as defined above, 
(M) -(CH 2 ) M -Rc-4-(CH 2 WRc , -ar y i where Rca is -0-, -S- or 
-NRc-5- where Rc-s^ Ci-Ce alkyl, and where Rc- ar yi is as defined above, 

i) -(CH 2 )i-4-Rc-4-(CH 2 )o-4-Rc-heteroaryi where Rc-4 and Re- 
15 heteroaryi are as defined aboye, and 

(O) -"Rc-aryi where Rc-aryi is as defined above, 
and where Rc-3 is the s^me or different and is: 

(A) -H, 

(B) -Ci-Ce iikyl optionally substituted with one, two or three 
20 substituents selected from the group Consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 

-SH, -C=N, -CF 3 , Ci-Ce alkoxy, -O- phenyl, and -NRi. a Ri_b where Rj. a and Rub are as 
defined above, 

(C) C 2 -Ce alkenyl witftvone or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

25 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -cK Ci-C 6 alkoxy, -O- phenyl, and 
-NRi-aRi. b where Ri. a and Rj^are as defined above/ 

(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C-N, -CF 3 , Ci-C 6 alkpxy, -O- phenyl, and 

30 -NRi- a Ri.b where Ri^ and Ru, are as defined above, 

(E) -(CH 2 )o^-C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of Ci-C3\lkyl, -F, -CI, 
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-Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and -NRi. a Ri-b where Rj.. 
jnd Ri_bare as defined above, 

(F) -Rc-aryi where Rc-aryi is as defined above, 

(G) -Rc-heteroaryi where Rc-heteroaryi is as defined above, 

(H) -Rc-heterocycie where Rc-heterocycie is as defined above, 

(I) -(C1-C4 alkyl)-Rc-aryi where Rc*-aryi is as defined above, 
(J) -(C1-C4 alkyl)-Rc -heteroaryl 

where Rc-heteroaryi is as defined 

above, or 



10 above, 



(K) -(C1-C4 alkyl)-Rc-heterocycie where Rc-heterocycie is as defined 
(XVl\-CH(Rc-aryi)2 where Rc-aryi are the same or different and are as 

defined above, 

(XVII) -Cl^(Rc-heteroaryi)2 where Rc-heteroaryi are the same or different and 
are as defined above, 

1 5 (XVIII) -CH(R\ ary i)(Rc4ieteroaryi) where Rc-aryi and Rc-heteroaryi are as 

defined above, 

(XIX) -cyclopentyl,\cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or 

Rc-heteroaryl Or Rc-heterocycie where Rc-aryi V Rc-heteroaryi Or Rc-heterocycle are aS defined 

above where one carbon of cyclopentyl,\yclohexyl, or -cycloheptyl is optionally 
20 replaced with NH, NR N -5, O, or S(=0)o-2 , and where cyclopentyl, cyclohexyl, or 

-cycloheptyl can be optionally substituted wim one or two -C1-C3 alkyl, -F, -OH, -SH, 
-C=N, -CF 3 , Ci-Ce alkoxy, =0, or -NRiJli-b wHere Ri. a and Ri^are as defined above, 

(XX) C2-C10 alkenyl containing onespr two double bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 

25 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-G^ alkoxy, -O- phenyl, and 
-NRuRi-b where Ri_ a and Ri^are as defined above, 

(XXI) C2-C10 alkynyl containing one or two tritole bonds optionally 
substituted with one, two or three substituents selected from theVroup consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C-N, -CF 3 , Ci-C 6 alkoxy,\p- phenyl, and 

30 -NRi. a R|_b where Ri_ a and Ri-b are as defined above, 

(XXI) -(CH 2 )o-i-CHRc^-(CH 2 )o-i-Rc-aryi where Rc-aryiis ^defined 
above and Rc-6 is -(CH 2 )o-6-OH, 
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(XXII) -(CH2)o-l-CHRc.6-(CH2)o-l-Rc-heteroaryl where Rc-heteroaryiand Rc-6 

is as defined above, 

(XXIII) -CH(-Rc-ary! Or Rc-heteroaryl)-CO-0(C,-C4 alkyl) where Rc-aryl 

anil Rc-heteroatyi are as defined above, 

(XXIV) -CH(-CH 2 -OH)-CH(-OH)-phenyl-N0 2> 

(XXV) (d-C 6 alkyl)-0-(C,-C 6 alkyl)-OH, 

(XXVII) -CH 2 -NH-CH2-CH(-0-CH2-CH 3 )2, 

(XXVIII) -H, or 

(XXIX) -(CH 2 )o^-C(=NRi. a )(NRi. a Ri- b ) where R,. a and R^are as 
defined above; 

or a pharmaceut^cally acceptable salt thereof. 

■ / 

2. A substituted arrive of formula (X) according to claim 1 
where Ri is: 

-(CH2)o-V(R 1 -ary l) 
-(CH2) n 1 "0^1 -heteroaryl) 

where Rn is 

Rn-i-Xn- whei^ Xn is selected from the group consisting of: 
-CO-, 
-SOr, 

where Rn-i is select^! from the group consisting of: 

-RN-aryh and 
"RN-heteroarylj Or 
-CO-CH(-(CH2)o-2-0-RN-l^-(CH2)o-2-RN-aryl/RN-heteroaryl)j 

where Rc is: 

-CrQ alkyl, 

-(CH 2 )o-3-(C3-C 7 ) cycloalkyl, 

-(CRc-xRc-y)o-4-Rc-aryI, 
"(CRc-xRc-y)o^-Rc-heteroaiyl, 
-(CRc-xRc-y)o-4"Rc-heterocycIe> OT 

-cyclopentyl or -cyclohexyl ring fused t& Rc-aryi or Rc-heteroaryi or Rc- 

hetcrocycle. 



3. A substituted amine of formula (X) according to claim 2 
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where R\ is: 

-(CH 2 )-(R,. aiy ,), or 

-(CH2)-(R|-heteroaryl); 

\jvhere R2 is -H; 

tiere R3 is -H; 
wh^re Rn is: 

Rn-i-Xn- where Xn is: 
-CO-, 

^here Rn-i is selected from the group consisting of: 

-RN-aryls 
"RN-heteroaryl? 

where Rc is: 

-(CH 2 )o-V(C3-C 7 ) cycloalkyl, 

-(CRc- x RcW)o-4-Rc-aryl, 
-(CRc-xRc-yW-Rc-heteroaryl, 
-(CRc-xRc-y)o4rRc-heterocyclej Or 

-cyclopentyl or\pyclohexyl ring fused to a Rc-aryi or Rc-heteroaryi or 

Rc -heterocycle. 

/ 

4. A substituted amine of formula Q§ according to claim 3 where Rc is: 

-(CRc-xRc-y^-Rc-aryl, 
"(CRc-xRc-y)o-4~Rc-heteroaryl^ 

-cyclopentyl or -cyclohexyt\ring fused to a Rc-aiyi or Rc-heteroaryi or 

Rc -heterocycie. 



/ 



5. A substituted amine of formula (X) according^o claim 1 where Ri is 

-(CH 2 )-(Ri-aryi) where R^i is phenyl. 

/ 

6. A substituted amine of formula (X) according to cl&im 1 where Ri is 
-(CH 2 )-(Ri^ryi) where Ri-aryi is phenyl substituted with two -F. 



7. A substituted amine of formula (X) according to claim 6\here the -F substitution 
is 3,5-difluorobenzyl. 
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S\A substituted amine of formula (X) according to claim 1 where R2 is -H. 

/ 

9. A substituted amine of formula (X) according to claim 1 where R 3 is -H. 

5 10. A substituted amine of formula (X) according to claim 1 where R N is 

Rn-i-Xw- where Xn is -CO-, where Rn-i is RN-aryi where RN-aryi is phenyl 
substituted with\ne -CO-NRn-2Rn-3 where the substitution on phenyl is 1,3-. 

1 1 . A substituted amine of formula (X) according to claim 10 where Rn-2 and Rno 
10 are the same and are C^lkyl. 

/ 

12. A substituted amine orformula (X) according to claim 1 where Rn is 

Rn-i-Xn- where X N i^CO-, where Rn-i is RN-aryi where RN-aryi is phenyl 
substituted with one Ci alkyl al^d with one -CO-NRn-2Rn-3 where the substitution on 
1 5 the phenyl is 1 ,3,5-. 

/ 

13. A substituted amine of formula\X) according to claim 12 where Rn-2 and Rno 
are the same and are C3 alkyl. 

X / 

20 14. A substituted amine of formula (X) Juxording to claim 1 where Rn is 

Rn-i-Xn- where Xn is -CO-, whereN^N-i is RN-heteroaryi where RN-heteroaryi is 
substituted with one -CO-NRn-2Rn-3. 

/ 

15. A substituted amine of formula (X) according to claim 14 where Rn-2 and R N -3 
25 are the same and are -C3 alkyl. 

/ 

16. A substituted amine of formula (X) according to\plaim 1 where Rc is: 
-(CRc- x Rc-y)cM-Rc-aryi where Rc-aryi is phenyl, 

-(CRc- x Rc-y)o-4-Rc-heteroaryl9 

30 -cyclopentyl or -cyclohexyl ring fused to a Rcnaryi \ Rc-heteroaryi or Rc-heterocycie- 

/ 

17. A substituted amine of formula (X) according to claim l6\jvhere Rc is: 
-(CRc-xRc-y)<M-Rc-aryi where Rc-aryi is phenyl. 
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/ 



5. A substituted amine of formula (X) according to claim 17 where phenyl is 
substituted in the 3-position or 3,5-positions. 

/ 

19. A substituted amine of formula (X) according to claim 16 where Rc is: 

- \CH2)-Rc-heteroaryl- 

/ 

20. A substituted amine of formula (X) according to claim 16 where Rc is: 

-(CH2>^Rc-heterocyc1e. 

/ 

21 . A substitutedamine of formula (X) according to claim 16 where Rc is: 
-cyclohexylyring fused to a phenyl ring. 

/ 

22. A substituted amide of formula (X) according to claim 1 where the 
pharmaceutical^ acceptable salt is selected from the group consisting of salts of the 
following acids acetic, aspWc, benzenesulfonic, benzoic, bicarbonic, bisulfuric, 
bitartaric, butyric, calcium ecietate, camsylic, carbonic, chlorobenzoic, citric, edetic, 
edisylic, estolic, esyl, esylic, formic, fumaric, gluceptic, gluconic, glutamic, 
glycollylarsanilic, hexamic, hexwresorcinoic, hydrabamic, hydrobromic, 
hydrochloric, hydroiodic, hydroxyr^aphthoic, isethionic, lactic, lactobionic, maleic, 
malic, malonic, mandelic, methanesmfonic, methylnitric, methylsulfuric, mucic, 
muconic, napsylic, nitric, oxalic, p-nitramethanesulfonic, pamoic, pantothenic, 
phosphoric, monohydrogen phosphoric, dihydrogen phosphoric, phthalic, 
polygalactouronic, propionic, salicylic, stearic, succinic, sulfamic, sulfanilic, sulfonic, 
sulfuric, tannic, tartaric, teoclic and toluenesulfonic. 

/ 

23. A substituted amine of formula (X) accordin^to claim 1 which is selected from 
the group consisting of: 

N I -{(lS,2R)-l-(3 ) 5-difluorobenzyl)-2-hydrox^r3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-(3,5-difluorobenzyl)-3-[^ 
hydroxypropyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -[(l S,2R)-1 -benzyl-3-(ethylamino)-2-hydroxypropyl\N 3 ,N 3 - 
dipropylisophthalamide, 
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N-[(lS,2R)-l-benzyl-3-(benzylamino)-2-hydroxypropyl]-N 3 ,N 3 - 
diprofJylisophthalamide, 

' -[( 1 S,2R)- 1 -benzyl-2-hydroxy-3-(isopropylamino)propyl]-N 3 ,N 3 - 
dipropylisophthalamide, 
5 N^tOsS^RJ-l-benzyl^-hydroxy-S^-toluidinoJpropylJ-N 3 ^ 3 - 
dipropylisophtn^lamide, 

N'-^lS^lO-l-benzyl^-hydroxy^-l^- 
methoxyphenyl)ethM]amino}propyl)-N 3 5 N 3 -dipropylisophthalamide, 

N -{(lS,2R)-l\benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N ,N 
1 0 dipropylisophthalamide\ 

ethyl { [(3 S)-3 -( { 3 ^[(dipropy lamino)carbony l]benzoy 1 } amino)-2-hydroxy-4- 
phenylbutyl]amino} (phenyl)^cetate, 

N 1 S)- 1 -benzyl-2-h^ 
nitrophenyl)ethyl]amino}propylVN 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -{(lS,2R)-l-benzyl-3-[(\chlorobenzyl)amino]-2-hydrox^^^ 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-3-[(4-chl^robenzyl)amino]-2-hydroxypropyl} -N J ,lsP- 
dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-\[2-(2- 
20 hydroxyethoxy)ethyl]amino}propyl)-N 3 ,N 3 -abropylisophthalamide, 
N4(lS,2R)-14)enzyl-3-(2,3-dihyd^ 
N 3 ,N 3 -dipropylisophthalamide 9 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(2-hyd\)xypropyl)amino]pro^^^ 
dipropylisophthalamide, 
25 N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(tetrahydro\2- 

furanylmethyl)amino]propyl}-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -benzyl-3-[(2,2-diethoxyethyl)amino\2-hydroxypropyl} -N 3 ,N 3 
dipropylisophthalamide, 

N^tflS^RJ^-benzyW-Cbutylam^^-hydroxypropylXN',^ 
30 dipropylisophthalamide, 

N 1 -[( 1 S,2R)- 1 -benzyl-3-(cyclohexylamino)-2-hydroxypropyy-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(2-pyridinylmethyl)amino]^opyl}- 



N 3 ,N 3 -dipropylisophthalamide, 
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N - {( 1 S,2R)-3-[(2-aminobenzyl)amino]- 1 -benzyl-2-hydroxypropyl } -N ,N 3 - 
diprop^lisophthalamide, 

1 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-pyridinylmethyl)amino]propyl } - 
N 3 ,N 3 -dipK)pylisophthalamide, 

N 1 -(la S ,2R)-1 -benzyl-2-hydroxy-3- {[2-( 1 -pyrrolidinyl)ethyl]amino}propyl)- 
N 3 ,N 3 -diprop)^lisophthalamide, 

N 1 - {( 1 Sy2R)- 1 -benzyl-2-hydroxy-3-[(2-hydroxy-2- 
phenylethyl)amiAp]propyl}-N 3 ,N 3 -dipropylisophthalamide J 

N 1 - {( 1 S,2RJ- 1 -benzyl-3 - [(3 -butoxypropyl)amino]-2-hydroxypropyl } -N 3 ,N 3 - 
1 0 dipropylisophthalam^de, 

N ! -{(1 S,2R)-1 ^>enzyl-2-hydroxy-3-[(3-isopropoxypropyl)amino]propyl} - 
N ,N -dipropylisophtharamide, 

N 1 -[(lS,2R)-l-be^yl-2-hydroxy-3-(isopentylamino)propyl]-N J ,N J - 
dipropylisophthalamide, 
15 N 1 - {( 1 S,2R)- 1 -benzy\2-hydroxy-3-[(3-phenylpropyl)amino]propyl} -N^,N J - 

dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-2-^ydroxy-3-[(2-^^ 
dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -benzyl-2-hydXoxy-3-[(2-phenoxyethyl)amino]propyl} -N J ,N J - 
20 dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydrox\-3-[(2-propoxyethyl)amino]propyl} -N 3 , 
N 3 -dipropylisophthalamide, 

N 1 - { ( 1 S ,2R)- 1 -benzyl-3 -[(3,3 -dimetJiylbutyl)amino] -2-hy droxypropyl } 
-N 3 ,N 3 -dipropylisophthalamide, 
25 N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(4Venylbutyl)amino]propyl} 
dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-2-hydroxy-3-[^ 
dipropylisophthalamide, 

N 1 -{(1S)-1 -benzyl-2-hydroxy-3 - [(4-nitrobenzytyamino]propy 1 } -N 3 ,N 3 
30 dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-3-[(3 -chlorobenzyl)amino]-^\hydroxypropyl} -N 3 ,N 3 
dipropylisophthalamide, 

^-((1 S,2R)-1 -benzyl-3- {[2^ 
N 3 ,N 3 -dipropylisophthalamide, 

367 



1 361 5.25USU^ PATENT 



T 1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3 - { [2-(2-pyridinyl)ethy I] amino } propyl) 
-N\N 3 -dWopylisophthalamide, 

N 1 \( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4-pyridinylmethyl)amino]propyl } - 
N 3 ,N 3 -diproJ^ylisophthalamide, 

N'-ai^^RJ-l-benzyW-hydroxy-S-i^-Cl-methyl^- 
pyrrolidinyl)etHyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,^l)- 1 -benzyl-3-[(2,3-dimethylbenzyl)amino]-2-hydroxypropyl } - 
N 3 ,N 3 -dipropyliso$ithalamide s 

N 1 -((lS J 2R)-\-benzyl-2-hydroxy-3-{[2- 
10 (trifluoromethoxy)ben^yl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
N 1 - {( 1 S,2R)- 1 -b^nzyl-3-[(2-chloro-6-phenoxybenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dif«:opylisophthalamide, 
N^^lS^RJ-l-ben^l^-hydroxy-S-f^- 
(trifluoromethyl)beiizyl]amin^}propyl)-N 3 J N 3 -dipropylisophthalamide ) 
15 N 1 - {(1 S,2R)- 1 -benzyl-^[(2,3-dichlorobenzyl)amino]-2-hydroxypropyl} - 

N ,N -dipropylisophthalamide, 

N 1 - { ( 1 S ,2R)- 1 -benzyl-3 - [(3y5-dichlorobenzyl)amino] -2-hydroxypropyl } - 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -benzyl-3-[(3,5-djfluorobenzyl)amino]-2-hydroxypropyl} - 
20 N 3 ,N 3 -dipropylisophthalamide, 

N ] -((l S,2R)-1 -benzyl-2-hydroxy-3V {[4- 
(trifluoromethoxy)benzyl]amino}propyl)-N\N 3 -dipropylisophthalam 

N 1 -[(lS,2R)-3-({2-[4-(aminosulfonyl)\henyl]ethyl}amino^ 
hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide,\ 
25 N^(lS,2R)-l-benzyl-2-hydroxy-3-[(4-^ 
dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-2-hydroxy-3-[(4-^^ 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3 ,4,5-trim^hoxybenzyl)amino]propyl } - 
30 N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3 - { [3-(trifluorom^thoxy)benzyl]amino } 



propyl)-N 3 ,N 3 -dipropylisophthalamide, 
N 3 ,N 3 -dipropylisophthalamide, 



N 1 - {(1 S,2R)-1 -benzyl-3-[(3,5-dimethoxybenzyl)aminoV2-hydroxypropyl} - 
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■{(lS,2R)-l-benzyl-3-[(2,4-dimethoxybenzyl)amino]-2-hydroxypropyl}- 
N\N 3 -dipk>pylisophthalamide, 

N ' - {fa S,2R)- 1 -benzyl-3-[([ 1 , 1 '-biphenyl]-3-ylmethyl)amino]-2- 
hydroxypropyH-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S ,2R)- 1 -benzyl-3 -[(3 ,4-dichlorobenzyl)amino] -2-hydroxypropyl } - 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)\-benzylO-[(2-fluorobenzyl)amino]-2-hydroxypropyl}-N 3 ^ 
dipropylisophthalamid 

Q o y N 1 -(( 1 S,2R) - 1 -b&nzy l-2-hydroxy-3 - { [3 -(trifluoromethyl)benzyl] amino } 

^[ 10 propyl)-N 3 ,N 3 -dipropyliso^hthalamide, 

N 1 - {(1 S,2R)-1 -benzw-2-hydroxy-3-[(2-methylbenzyl)am 



dipropylisophthalamide, 
N 3 ,N 3 -dipropylisophthalamide, 



N'-(( 1 S,2R)-1 -benzyl-2%droxy-3- {[(1 R)-l -phenylethyl] amino }propyl)- 



;| 15 N'-^lS^RJ^-bervzyl^-hydXoxy-S-ftClSJ-l-phenylethylJaminoJpropyl)- 

3 3 

M N ,N -dipropylisophthalamide, 

|{j ^-((lS^RH-benzyl-S-f^S-bty^ 

hydroxypropyl)-N 3 s N 3 -dipropylisophthala\nide, 
N l -((lS,2R)-l-benzyl-2-hydroxy-3-V^^ 



? 20 propyl)-N 3 ,N 3 -dipropylisophthalamide, 



N 1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3 - {[(1$)-1-(1- 



^ naphthyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N^^lS^RJ-l-benzyW-hydroxy-S^tClR)-!^!- 

naphthyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophtralamide, 

25 N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4-hydroxV3 - 

methoxybenzyl)amino]propyl } -N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-3 -[(3 ,4-dihydroxybenzyl)amSpo] -2-hydroxypropyl } - 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS)-l-benzyl-2-hydroxy-3-[(3-methoxypropyl)amjno]propyl}-N 3 ,N 3 - 

30 dipropylisophthalamide, 

N*-((lS,2R)-l-benzyl-2-hydroxy-3-{[(lS)-2-hydroxy-l- 

methylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3- {[(1 R)-2-hydroxy-l - 

methylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
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Tl -[(lS,2R)-l-benzyl-2-hydroxy-3-(2-propynylamino)propyl]-N 3 ,N 3 - 
dipropyllsophthalamide, 

N\((lS,2R)-l-benzyl-3-{[2-(2-fluorophenyl)ethyl]amino}-2-hydroxypropyl)- 
N 3 ,N 3 -diprotoylisophthalamide, 
5 N l -((rS,2R)-l-benzyl-3-{[2-(3-fluorophenyl)ethyl]amino}-2-hydroxypropyl)- 
N 3 ,N 3 -dipropyl\fophthalamide, 

N ! -(( 1 S,2^)-l -benzyl-3- { [2-(4-fluorophenyl)ethyl]amino} -2-hydroxypropyl)- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S ,2R)-\-benzyl-3- { [2-(4-bromophenyl)ethy l]amino } -2-hydroxypropyl)- 
1 0 N 3 ,N 3 -dipropylisophtn^lamide, 

N 1 -(( 1 S)- 1 -benzVl-2-hydroxy-3 - { [2-(3 -methoxypheny l)e thy 1] amino } propyl)- 
N 3 ,N 3 -dipropylisophthalabiide J 

N l -((lS,2R)-l-ben^l-3-{[2-(2,4-dichlorophenyl)ethyl]amino}-2- 
hydroxypropyl)-N 3 ,N 3 -diproWlisophthalamide, 
15 N 1 -(( 1 S ,2R)- 1 -benzyl-^- { [2-(3 -chlorophenyl)ethyl ] amino } -2-hy droxypropy 1)- 

N 3 S N 3 -dipropylisophthalamide, 

N^CClSJ-l-benzyl-S-IP-ClS-dimethoxyphenyOethyljamino}^- 
hydroxypropyl)-N 3 5 N 3 -dipropylisopnthalamide 5 

N ! -((lS,2R)-l-benzyl-2-hydr^y-3-{[2-(4-methylphenyl)ethyl]amino}propyl)- 
20 N 3 ,N 3 -dipropylisophthalamide, 

N^CClS^RJ-l-benzyl-S^fClR^lWnzyl^-hydroxyethy^amino}^- 
hydroxypropyl)-N 3 ,N 3 «dipropylisophthalaniide J 

N^CClS^-l-benzyW-hydroxy^-ks^- 
morpholinyl)propyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
25 N^(lS,2R)-l-benzyl-24iydroxy-3-(^ 
dipropylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-2-hydroxy-3-{[2-(4-^orpholinyl)ethyl]amino}propyl)- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(2-hydroVbutyl)amino]propyl} -N 3 ,N 3 - 
30 dipropylisophthalamide, 

N'-tflS^RH^enzyl^-hydroxyO^ 
dipropylisophthalamide, 

N , -{(lS,2R)-l-benzyl-2-hydroxy-3-[(4-hydroxybutyl)^mino]propyl}-N 3 ,N 3 - 
dipropylisophthalamide, 
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N J -((1 S,2R)-1 -benzyl-2-hydroxy-3-{[(l S)-2-hydroxy-l - 
phenyl\thyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

''-{(IS^R^l-benzyl-S-^^-dichloroben^ 
N 3 ,N 3 -dipk)pylisophthalamide, 
5 N 1 -ftl S,2R)- 1 -benzyl-2-hydroxy-3- { [( 1 R)-2-hydroxy- 1 - 

phenylethyl]amino}propyl)-N 3 9 N 3 -dipropylisophthalamide, 

N 1 - { ( 1 SL2R)- 1 -benzy 1-3 - [(4-tert-butylbenzyl)amino] -2-hydroxypropyl } - 
N 3 ,N 3 - dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[( 1 -phenylethyl)amino]propyl} -N 3 ,N 3 - 
1 0 dipropylisophthalamide, 

N 1 -(( 1 S,2R)-Vbenzyl-2-hydroxy-3- { [( 1 R,2S)-2-hydroxy-2,3-dihydro- 1 H- 
inden-l-yl]amino}prowl)-N 3 ,N 3 -dipropylisophthalamide, 
O N 1 -{(lS,2R)-l-lAnzyl-3-[(3 ) 4-dime%lbenzyl)amin^ 
lj -N 3 ,N 3 - dipropylisophthalamide, 

<5 15 N ! -(( 1 S,2R)-1 -(3 ,5-\ifluorobenzyl)-2-hydroxy-3- {[2-(isobutylamino)-l 

-methyl-2-oxoethyl]amino}prppyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -(( 1 S,2R)-1 -(3 ,5-difl\orobenzyl)-2-hydroxy-3- {[( 1 S)-2-(isobutylamino)-l- 
methyl-2-oxoethyl]amino}propyn-N 3 ,N 3 -dipropylisophthalamide, 
N 3 -((lS,2R)-H3,5-difluo^te 
20 methyl-2-oxoethyl]amino}propyl)-N^N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N ! -((lS,2R)-l-(3,5-difluorobW 
dimethyl-2-oxoethyl]amino}propyl)-5^methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((l S,2R)-1 -(3,5-difluorobenAl)-2-hydroxy-3- {[2-(isobutylamino)-2- 
oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -aipropylisophthalamide, 
25 N 1 -[( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)Vhydroxy-3-( {( 1 S)- 1 - 

[(isobutylamino)carbonyl]propyl}amino)proj{yl]-5-methyl-N 3 ,N 3 
dipropylisophthalamide, 

N I -[(lS,2R)-l-(3,5-difluorobenzyl)-2-h^droxy-3-({(lR)-l- 
[(isobutylamino)carbonyl]propyl}amino)propyl]A^-methyl-N 3 ,N 3 
30 dipropylisophthalamide, 

N^(lS,2R)0-(benzylamino)-l^^ 
methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-KlS^RJ-l^^-difluorobenzyl^^e^lam^o^-hydroxypropyll-S- 
methyl-N 3 ,N 3 -dipropylisophthalamide, 
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\ N -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(isobutylamino)propyl]-5- 
methylV^jN-^-dipropylisophthalamide, 

N^(lS,2R)-l-(3>difluoroben^^ 
methyl-3-Wopropyl]amino}propyl)-5-me 

N 1 -((US,2R)-l-(3 J 5-difluorobenzyl)-3-{[4-(dimethylamino)^ 
hydroxypropy^-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S£R)-3- { [( 1 S)- 1 -benzyl -2-(isobutylamino)-2-oxoethyl]amino} - 1 -(3,5- 
difluorobenzyl)-2vhydroxypropy 

N 1 -[(lS s 2RVl-(3,5-difluorobenzyl)-2-hydroxy-3-({(lS)-l- 
[(isobutylamino)cartonyl]-2-meth^ 
dipropylisophthalamideL 

N^(lS,2R)-l-(3Vdifluoroben^ 
hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS J 2R)-l-(3,5-dtfluorobenzyl)-2-hydroxy-3-[(3- 
pyridinylmethyl)amino]propylY5-m^ 

N^(lS,2R)-3-{[(lS)-l-[W 
oxoe%l]amino}-l-(3,5-difluorobe^l^ 
dipropylisophthalamide, \ 

N 1 -{(1S,2R)-1 -(3,5-difluorobeWl)-2-hydroxy-3-[(l -methyl-1 - 
phenyle%l)amino]propyl}-5-me% 

N 1 -[(lS,2R)-lK3,5-difluorobenzyV2-hydroxy-3-({(lR)-l- 
[(isobutylamino)carbonyl]-2-methylpropyl}\mino)propyl]-5-methyl-N 3 ,N 3 
dipropylisophthalamide, \ 

N 1 -[(lS,2R)-l-(3,5Kiifluorobenzyl).2-h\droxy-3-({(lS)-l- 
[(isobutylamino)carbonyl]butyl}amino)propyl]-5wnethyl-N 3 ,N 3 - 
dipropylisophthalamide, \ 

N ! KO S,2R)-1 -(3,5^ifluoroben 
(isobutylamino)-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophth^ 

N'-{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-k[(2- 
phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 Kiipropylisopmalamide, 

N l -[(lS,2R)-3-{[(lS)-2-(benzylamino)-l-methyl-2^ 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-^^ 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(1 S)X 

phenylpropyl]amino}propyl)-5-me%l-N 3 ,N 3 -dipropylisophthalaimde, 
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,N I -((lS ) 2R)-l-(3,5-difluorobenzyl)-3-{[(lS)-2-(ethylamino)-l-m^^ 

oxoeth^]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthah 

1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[( 1 S)-2-(isobutylamino)-2- 

oxo-l-pherVlethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalam 

5 N l -[(\^S 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(isopentyIamino)propyl^ 

methyl-N 3 ,N 3 -Mipropylisophthalamide, 

N 1 -[(lS,^)0-(cyclohexylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

I methyl-N 3 ,N 3 -diprfopylisophthalamide s 

(J 7 N 1 -[(lS J 2R)V(butylamino)-l-(3,5-difluorobenzyl)-2^^ 

10 methyl-N 3 ,N 3 -dipropy^s,Ophthalamide, 

N 1 -{(lS,2R)-l-(l5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxypropyl)amino]prrayl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 

N 1 -{(lS,2R)4-(3,5Alifluorobenzyl)-2-hydroxy-3-[(2-hydroxy-^ 

phenylethyl)amino]propyl}-^methyl-N 3 ,N 3 -dipropylisophthalamide, 

15 N'-tflS^RH-aS-diflW^ 

dimethoxycyclohexyl]amino}-2^jydroxypropyl)-5-methyl-N 3 ,N 3 

dipropylisophthalamide, 

dimethyl (lR,3S)-5-{[(2R 5 3^-4-(3,5-difluorophenyl)-3-({3- 

[(dipropy lamino)carbonyl] -5 -methyl Benzoyl } amino)-2-hydroxybutyl] amino } - 1 ,3 - 

20 cyclohexanedicarboxylate, 

(lR3S)-5-{[(2R3S)-4-(3,5-difluWophenyl)-3-({3-[(dipropylamino)carbon^ 

5-methylbenzoyl}amino)-2-hydroxybutyl|amino}-l,3-cyclohexanedicarboxylic acid, 

N ! -((l S,2R)-1 -(3,5-difluorobenzylH-hydroxy-3- {[(1 R)-l - 

phenylpropyl]amino}propyl)-5-methyl-N 3 ,N>dipropylisophthalamide, 

25 N ! -[(l S,2R)-3-[(3-chlorobenzyl)amino\l -(3,5-difluorobenzyl)-2- 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophtHialamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydrdxy-3-[(3- 

methoxybenzyl)amino]propyl}-3-[(2-propylpentyl)^lfonyl]benzamide, 

N I -[(lS,2R)-3-[([lJ , -biphenyl]-3-ylme%l)ar\ino]-lK3 J 5-difl^^^ 

30 hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamic 

N^IClS^RVl-CS^-difluorobenzyl^-hydroxy^VcS- 

iodobenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophmalamide, 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3 -[(3\ 

methylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophtl^amide J 
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iN l -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 

phenylj^opyl)amino]propyl}-5-methyl-N\N 3 -dipropylisophthalamide, 

•{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l,3-thiazol-5- 

ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5 N I -{MS,2R)-l-(3 s 5-difluorobenzyl)-2-hydroxy-3-[(2- 

thienylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide 

N 1 - {(1 S£R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(5-methoxy- 1 ,2,3,4- 

tetrahydro- 1 -napWthalenyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2rY 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(2- 

1 0 pyrazinylmethyl)amirto]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-j8,5-difluoroben^^ 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS ) 2R)-3-[(lVbenzodioxol-5-ylmethyl)amino]-l-benz^^ 

' hydroxypropyl} -N 3 ,N 3 -dipromylisophthalamide, 

15 N I -{(lS,2R)-l-(3,5-dffluorobenzyl)-3-[(3,5-dimethoxybenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N 3 ,N^-dipropylisophthalamide, 

^-((lS^RH-^S-diflu&o^ 

(trifluoromethyl)benzyl]amino } prOpyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluoroWnzyl)-2-hydroxy-3-[(7-methoxy-l ,2,3,4- 

20 tetrahydro-l-naphthalenyl)amm^ 

N 1 -((lS,2R)-l-(3,5-difluorobenWl)-2-hydroxy-3-{[3- 

(trifluoromethoxy)benzyl]amino}propyl)\5-methyl-N 3 ,N 3 -dipropyliso 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzylV3-[(3-fluorobenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisirohthalamide, 

25 N^iClS^RJ-l-CS^-difluorobenzyl^VydroxyO-fCS- 

isopropoxybenzyl)amino]propyl}-5-methyl-N 3 )N 3 -dipropylisophthalamide, 

N l -[(lS,2R)-3-[(3-bromoben2yl)amino]-V(3,5-difluorobe^ 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide ) 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroW-3-{[(5-methyl^^ 

30 fuiyl)methyl]ammo}propyl)-5-m 

N^(lS,2R)-l-(3,5-difluorobei^^ 

tetrahydro-l-naphthalenyl)amino]propyl}-5-meft^ 

N 1 -{(lS,2R)-l-(3,5^ifluorobenzyl)-2-hydroxy-3-[\5-methoxy-l,2,3,^ 

tetrahydro- 1 -naphthalenyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N-[(lS,2R)-l-(3,5-difluo^ 
naphtfi^lenylamino)propyl]-N 3 ,N 3 -dipropylisophthalamide ) 

^-[(lS,2R)0-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
methoxy-N?,N 3 -dipropylisophthalamide, 
5 N 1 -[aS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
chloro-N 3 ,N 3 -diprtoylisophthalamide s 

N 3 -[(lS 5 2R)^8-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 
10 ^^-dipropyl-SjS-pyridinedicarboxamide, 

N 1 - [( 1 S ,2R)-3 -(benzy lamino)- 1 -(3 , 5 -di fluorobenzy l)-2-hydroxypropy 1] -5 - 
fluoro-N 3 ,N 3 -dipropylisophthalamide, 

N -[(1 S,2R)-3-(benzylamino)-l -(3,5-difluorobenzyl)-2-hydroxypropyl]- 
N 5 ,N 5 -dipropyl-2,5-thiophenedicarboxamide ) 
1 5 N 4 -[(l S,2R)-3-(benzyl^iino)-l -(3,5-difluorobenzyl)-2-hydroxypropylj- 

N 2 J N 2 -dipropyl-2 J 4-pyridinedicak>oxamide, 

N 4 4(lS,2R)-3-(benzylami^)-l-(3,5-difluorobenzyl)-2-hydrox^ 
N 6 ,N 6 dipropyl-4,6- pyrimidinedicaraoxamide, 

N-[( 1 S ,2R)-3 -(benzylamino)- 1^(3 , 5 -difluorobenzyl)-2-hydroxypropy 1] -3-(4- 
20 morpholinylcarbonyl)benzamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy\3-[(3-methylbenzyl)amino]propyl} -N 3 ,N 3 - 
dipropylisophthalamide, 

N^iClS^^-CS^-difluorobenzyl^-hydroxy-S-tCS- 
methoxybenzyl)amino]propyl } -N 5 ,N 5 -dipropjdpentanediamide, 
25 N 1 4(lS,2R)-3-{[(lR)44(benzyloxy)mWl]-2-(isobutylam^ 

oxoethyl]amino}-l-(3,5-difluorobenzyl)-2-hydro\ypropyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N I <(lS 9 2R)-l-(3,5-difluorobenzyl)-2-hydro^-3-{[(lR)-l-(hydroxyme%^^ 
(isobutylamino)-2-oxoethy 1] amino } propyl)-5 -methyl-N 3 ,N 3 -dipropy lisophthalamide, 
30 N ! 4(lS,2R)-l-benzyl-2-hydroxy-3-(pentylamin\)propyl]-N 3 ,N 3 - 
dipropylisophthalamide, 

N I -[(lS)0-({2-[4-(aminosulfonyl)phenyl]ethyl}am\o)-l-benzyl-2 
hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide, 
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N 3 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(l ,3-thiazol-5- 

ylm^thyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

3-benzoyl-N-{(l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}benzamide, 

5 NWl S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} [ 1 , 1 f -biphenyl]-3-carboxamide, 

N I 4(re,2R)-3-(benzylamino)-1^3,5-difluorobenzyl)-2-hydroxypropyl]-N 3 -(^ 

methoxyethyl)-lsf 3 -propylisophthalamide, 

N-{(lS 5 2m-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

1 0 methoxybenzyl)aimiio]propyl } -3-ethoxybenzamide, 

N-{(lS s 2R)-K(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzy l)amino Jpropy 1 } -2-naphthamide , 

N ! -{(lS;2R)-l-(^5-difluorobe 

naphthalenylamin6]propyR-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

15 N 1 4(lR)-3-{[3,5-bi^trifluoromethyl)benzyl]amino}-l-^^ 

hydroxypropyl]-5-methyl-N 3 ,W 3 -dipropylisophthalamide s 

N ! -((l S,2R)-1 -benzyl-3Y {[2-fluoro-5-(trifluoromethyl)benzyl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -benzyl-3-[(^3-difluorobenzyl)amino]-2-hydroxypropyl} - 

20 N 3 ,N 3 -dipropylisophthalamide, 

N'-ftl S,2R)-1 -benzyl-3- {[3-fl\xoro-4-(trifluoromethyl)benzyl]amino} -2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthilamide, 

N 1 - {(1 S,2R)-1 -benzyl-3-[(2 3 5-difl^uorobenzyl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisophthalamide, 

25 ^-((1 S,2R)-1 -benzyl-3- {[3-fluoroA(trifluoromethyl)benzyl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalami(i 

N^(lS,2R)-l-benzyl-3-[(3,4-difl^^ 

N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-3-{[4-fluo^^ 

30 hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide s 

N*-(( 1 S,2R)- 1 -benzyl-3- { [2-chloro-5-(trifluor\methyl)benzyl]amino} -2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-3- {[4-chloro-3-(trifluorom^iyl)benzyl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 
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N -[(lS,2R)-l-benzyl-3-(23-dihydro4H-inden-2-ylamino)-2-hydroxypropyl]- 

N\N 3 -dipropylisophthalamide, 

N 1 - { ( 1 S)- 1 -benzyl-2-hydroxy-3- [(3-nitrobenzyl)amino]propyl } -N 3 ,N 3 - 

dipro^ylisophthalamide, 

r 1 -(( 1 S,2R)- 1 -benzyl-3 - { [3-(difluoromethoxy)benzyl]amino } -2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N^V 1 S,2R)-1 -benzyl-3-[(3-ethoxybenzyl)amino]-2-hydroxypropyl}-N 3 s N 3 - 

dipropylisopKthalamide, 

N 1 -(( 1 &2R)- 1 -benzyl-2-hydroxy-3- { [(5-methyl-2- 

10 pyrazinyl)methyWamino}propyl)-N 3 ) N 3 -dipropylisophthalamide J 

N 1 - {(1 S,2^-l-benzyl-3-[(3-bromo-4-fluorobenzyl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisopmhalamide, 

N I -{(lS,2R)-lV3,5-difluorobenzyl)-3-[(3,5-dimethylbe^ 

hydroxypropyl}-5-methVl-N 3 ,N 3 -dipropylisophthalamide, 

15 N 1 -{(lS,2R)-l-(3,Vdifluorobenzyl)-3-[(3-ethoxybenzyl)am^ 

hydroxypropyl } -5-methy 1-N? ,N 3 -dipropylisophthalamide, 

N l -{(lS,2R)-l-(3,5-diW 

phenoxyethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 

N l -{(lS,2R)-l-(3,5-difluoWnzyl)-2-hydroxy-3-[(3- 

20 isobutoxybenzyl)amino]propyl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide ) 

N ! -((l S,2R)-1 -(3,5-difluorobeWl)-2-hydroxy-3- {[(4-methyl-l ,3-thiazol-2- 

yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalam 

N ! -[(l S£R)0-(benzylamino)-l -(^-difluorobenzyl)-2-hydroxypropyl]-N 3 - 

methyl-N 3 -propylisophthalamide, 

25 N 2 -[(lS,2R)-3-(benzylamino)-l-^ 

N 5 ,N 5 -dipropyl-2,5-furandicarboxamide, 

N 3 -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hy(itoxy-3- {[3- 

(trifluoromethyl)benzyl]amino}propyl)-N 5 ,N 5 -diprmyl-3,5-pyri 

N 3 -{(lS,2R)-l-(3>difluorobei^ 

30 phenylethyl)amino]p^opyl}-N^N 5 Kiip^opyl-3 5 5-pyriditedica^boxamide, 

N I -[(lS,2R)-3-amino-l-(3,5-difluorobenzyl)-2-h^roxypropyl]-5-m 

N 3 ,N 3 -dipropylisophthalamide, 

N'-ttlS^RJ-l-Q^ifluorobei^ 

hydroxypropyl } -5-methy l-N 3 ,N 3 -dipropylisophthalamide, 
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N'-{(lS,2R)-l-(3,5^ifluoro^ 
tetrfchydro-l-naphthalenyl)amino]^^ 
isom\r A, 

yN'-{(lS,2R)-l-(3>difluorobe^ 
tetrahyato- 1 -naphthalenyl)amino]propyl} -S-methyl-N^N^dipropylisophthalamide, 
isomer B, 

N-{MS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
(dimethylammo)benzamide, 

N-[( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl]-2- 
methyl- 1 H-benzmiidazole-5-carboxamide, 

3-(aminostiifonyl)-N- {( 1 S)-l -benzyl-2-hydroxy-3-[(3- 
methoxybenzy^aminolpropylj^-chlorobenzamide, 

N- {(1 S,2R)- 1 -B^eiizyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -3- 
cyanobenzamide, 

N- {( 1 S,2R)- 1 -ben^yl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propy 1 } -4- 
chloro-3-nitrobenzamide, 

methyl 3-[({(lS,2R)-f^benzyl-2-hydroxy-3.[(3- 
methoxybenzyl)amino]propyl}\mino)carbonyl]-5-nitrobenzoate, 

tert-butyl 3-[({(l S,2R)-l*enzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } ammo)carbony l]phenylcarbamate , 

N-[( 1 S,2R)- 1 -benzyl-2-hydrtay-3-[(3-methoxybenzyl)amino]propyl]-9, 1 0- 
dioxo-9 , 1 0-dihydro-2-anthrancenylcarboxamide , 

N-[( 1 S ,2R)- 1 -benzyl-2-hydroxy^-[(3 -methoxybenzyl)amino]propyl]- 1 H- 
1 ,2,3-benzotriazole-6-carboxamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -(\3 -methoxybenzyl)amino]propy 1 } -4-(3 - 
methyl-5-oxo-4,5-dihydro- 1 H-pyrazol- 1 -yl)bcffizamide, 

N- { ( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -r^ethoxybenzyl)amino]propy 1 } - 1 H- 
indole-5-carboxamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methpxybenzyl)amino]propyl } -3 - 
fluoro-5-(trifluoromethyl)benzamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxjH^enzyl)amino]propyl}-3- 
(trifluoromethyl)benzamide, 

N-{(lS,2R)-l-benzyl-24iydroxy-3-[(3^ 
(butylamino)benzamide, 
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(3-methoxybenzyl)amino]propyl } -3- 



(3 -methoxybenzyl)amino]propy 1 } -3 ,5- 



( 3 -methoxybenzy l)amino]propy 1 } -3 , 5 - 



(3 -methoxybenzy 1) amino] propyl } -3 , 5 - 



(3 -methoxybenzy l)amino]propy 1 } -3 , 5 - 



(3-methoxybenzyl)amino]propyl}-4- 



(3 -methoxybenzy l)amino] propyl } - 1 ,3 - 



N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[ 
^(trifluoromethoxy^enzamide, 

N- {( 1 S.2R) - 1 -benzyl-2-hydroxy-3-[ 
din^thoxybenzamide, 

, N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[ 
dimethyfoenzamide, 

N\(lS 5 2R)-l-benzyl-2-hydroxy-3-[ 
difluorobenzamide, 

N- {( 1 &2R)- 1 -benzyl-2-hydroxy-3-[ 
dichlorobenzamide, 

N- {( 1 S,2R^- 1 -benzyl-2-hydroxy-3-[ 
(benzyloxy)benzamrae, 

N- {( 1 S,2R)- 1 Vnzyl-2-hydroxy-3-[ 
benzodioxole-5-carboxapiide, 

3- (acetylamino)-l^r {( 1 S ,2R)- 1 -benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}benzamide, 

4- (acetylamino)-N- {(\s,2R)- 1 -benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}taenzamide, 

N 1 -((lS,2R)-l-(3,5-difluo^benzyl)-3-{[(3,5-dimethyl-4- 
isoxazolyl)methyl]amino}-2-hydro3 
dipropylisophthalamide, 

N 1 -{(lS J 2R)-l-(3,5-difluoroberi^l)-2-hydroxy-3-[(3- 
phenylpropyl)amino]propyl}-5-methyl-m,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenz^^ 
hy droxypropyl } -5 -methy 1-N 3 ,N 3 -dipropy lisotohthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-%droxy-3-[(tetrahydro-3- 
furanylmethyl)amino]propyl } -5-methyl-N 3 ,N 3 -ditoropylisophthalamide, 

N^tClS^-l-CS^-difluorobenzyO^-hydr^xy-S-tCS- 
propoxybenzyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy^3-[(2- 
pyridinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropjaisophthalamide, 

N 1 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzylJ-2-hydroxypropyl]-5- 
hydroxy-N 3 ,N 3 -dipropylisophthalamide, 



3ropyl)-5-methyl-N 3 ,N 3 - 
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N 1 -(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- { [ 1 -methyl- 1 -(3- 
methylphenyl)ethyl]aitiino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-KlS^RJ-l-CS.S-difluorobenzyO-l-hydroxyO-fClS^l^.S^-tetrahydro-l- 
aphthalenylamino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(2,5-dimethylbenzyl)amino]-2- 
hydft^xypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

yN'-[(l S,2R)-3- { [2-chloro-5-(trifluoromethyl)benzyl]amino} - 1 -(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N\{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2-hydroxy-5- 
methylben25d)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((lV2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(lS,2R)-2-hydroxy-2 ( 3- 
dihydro-lH-ind(m-l-yl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2I0-l-(3,5-difluorobenzyl)-3-[(l R)-2,3-dihydro-l H-inden-1 - 
ylamino]-2-hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5-chloro-N 1 -{WS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l-methyl-l- 
phenylethyl)amino]propVl}-N 3 ,N 3 -dipropylisophthalamide, 

N'-[(lS,2R)-3-[(l*enzofuran-2-ylmethyl)amino]-l-(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-M,N 3 -dipropylisophthalamide, 

N'-[(lS,2R)-3-{[(lR)Y(3-bromophenyl)ethyl]amino}-l-(3,5-difluorobenzyl)- 
2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(4-fluorobWyl)-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}- 
5-methyl-N 3 ,N 3 -dipropylisophthalaWde, 

N-{(lS,2R)-l-benzyl-2-hydrdxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
[butyl(butyryl)amino]-5-methylbenzamide, 

N 1 - { 1 -benzyl-2-hydroxy-3 -[(3 -m^thoxybenzyl)amino]propyl } -4-methyl- 
N ,N -dipropylisophthalamide, 

N 3 - { 1 -benzyl-2-hydroxy-3-[(3-meth^xybenzyl)amino]propyl} -4-methyl- 
N 1 ,N 1 -dipropylisophthalamide, 

N^fClS^RVl^S^-difluorobenzyO^-hWoxy-S-KS- 
methoxybenzyl)amino]propyl } ^-methyl-N\N 3 -dipropylisophthalamide, 

N- {( 1 S,2R)- 1 -benzy l-2-hydroxy-3 - [(3 -methpxybenzyl)amino]propyl }-l- 
butyl- 1 H-indole-6-carboxamide, 

N 1 -[( 1 S,2R)-3 -anilino- 1 -(3 ,5-difluorobenzyl)-2^iydroxypropyl]-5-methyl- 



N 3 ,N 3 -dipropylisophthalamide, 
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5-bromo-N , -[(lS,2R)-3-[(3-bromobenzyl)amino]-l-(3,5-difluorobenzyl)-2- 
hyi^roxypropyll-N^N^dipropylisophthalamide, 

N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobe^zyl)amino]propyl}-4-methylpentanamide, 

c{( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzylVmino]propyl}-3-methylpentanaTnide, 

N ! -{aS;2RH-(3>difluorobe^^^ 
hydroxybenzylVmino]propyl}-5-^ 

N I -{(lS,2ft)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
1 0 cyano-N 3 ,N 3 -dipropyIisophthalamide hydrochloride, 

N 1 -{(lS 5 2R)-lVbenzyl-2-hydroxy-3-[(3-methoxybenzyl)amin^ 
dipropyl- 1 ,3 ,5-benzeneVicarboxamide, 

1- N-{(lS 3 2R)-l-ra,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } ^6-oxo-5-( 1 -piperidinyl)pentanamide trifluroacetate, 

1 5 5-(aminosulfonyl)-N\{( 1 S,2R> 1 -benzyl-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}AN 3 ,N-dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-Ldroxy-3-[(3-methoxybenzyl)amino]propyl } -N 3 ,N 3 - 
dipropyl-5-( 1 -pyrrolidinylsulfonyljisophthalamide, 

N 1 -{(lS s 2R)-l-benzyl-2-hydA)xy-3-[(3-methoxyben2yl)amino]propyU 
20 [(methylamino)sulfonyl]-N 3 ,N 3 -dipropVlisophthalamide, 
N^(lS,2R)-l-benzyl-24iydrox^ 
[(dime%lamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide, 

N- {( 1S,2R)- 1 -benzyl-2-hydroxy-3-[(^-methoxybenzyl)amino]propyl}-2- 
methyl-3-(methylsulfonyl)propanamide, 
25 N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-t^ethoxybenzyl)amino]propyl}-3 
(methylsulfonyl)propanamide, 

2- amino-N-{(lS,2R)-l-benzyl-2-hydroxy-^[(3- 
methoxybenzyl)amino]propyl } - 1 ,3-thiazole-4-carboxamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
30 (methylsulfonyl)pentanamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxyb^jzyl)amino]propyl} -N 4 - 
phenylsuccinamide, 

QRJ-N^KlS^RH-benzyW-hydro^^ 
2,2,3-trimethylbutanediamide, 
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9 



)9 



N - { ( 1 S ,2 R)- 1 -benzy l-2-hydroxy-3 - [( 3 -methoxybenzy l)amino]propy 1 } - 3 - 
[(dipropylamino)sulfonyl]propanamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -N 5 ,N 5 - 
dipropylpentanediamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4-oxo- 
^( 1 -piperidinyl)butanamide, 

N 1 - {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} - 
N 4 ,N^-dipropylsuccinamide, 

-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5-oxo- 
10 5 -( 1 -piperidiny l)pentanamide, 

N 1 V( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -N 5 - 
phenylpentaiiediamide, 

N- {( 1 S^2R)- 1 -benzyl-2-hy droxy-3- [(3 -methoxybenzy l)amino]propyl} -3,3- 
dimethyl-4-oxo^t-( 1 -piperidinyl)butanamide, 
15 N- {(1 S,2RVl -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4- 

(isopentylsulfonyl)b\rtanamide s 

N l -{(lS,2R)-l^enzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-2,2- 
dimethyl-^^-dipropyisuccinamide, 

N- {( 1 S,2R)- 1 -benWl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -4- 
20 [(dipropylamino)sulfonyl]bWnamide, 

N- {( 1 S,2R)- 1 -benzyl-Y-hydroxy-3 -[(3-methoxybenzyl)amino]propyl} -4- 
[(methylanilino)sulfonyl]butanamide, 

N-{(lS,2R)-l-beiizyl-2-hwroxy-3-[(3-methoxybeiizyl)amino]propyl}-3- 
[(methylanilino)sulfonyl]propanamMe, 
25 N- {(1 S,2R)- 1 -benzyl-2-hydrAy-3-[(3- 

methoxybenzyl)amino]propyl} acetamide, N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3-(isopenWlsulfonyl)propanamide, 

N-{(lS,2R)-l.(3,5-difluorobenzyl)-Vhydroxy-3-[(3- 
iodobenzyl)amino]propyl } -5-oxo-5-( 1 -piperi^inyl)pentanamide, 
30 N- {( 1 S»2R)- 1 -benzyl-2-hydroxy-3-[(3-rt(dobenzyl)amino]propyl } -5-oxo-5-( 1 - 

piperidinyl)pentanamide and 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydro^-3-[(3- 
iodobenzyl)amino]propyl}-3-[(dipropylamino)sulfon5cl]propanamide, 
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N 1 - { ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -5- 
ethyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl -2-hydroxy-3 -[(3-methoxybenzyl)amino]propyl } -5- 
yisobutyl-N 3 ,N 3 -dipropylisophthalamide, 

\ N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -5-tert- 
butyl-N 3 ,N 3 -dipropylisophthalamide J 

N 1 - V 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl} -5-cyano-N 3 - 
propylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 - [(3- 
methoxylWzyl)amino]propyl}-N 3 ^^ 

N ! -\( 1 S,2R)- 1 -bervzyl-2-hydroxy-34(3-methoxybenzyl)amino]propyl}-N 3 ,N 3 - 
dimethyl-N 5 ,N 5 -dipropyl- 1 ,3,5-benzenetricarboxamide, 

N ! -[(l S\2R)-3 -amino- 1 -benzyl-2-hydroxypropyl]-N 3 ,N 3 -dipropyl- 1 ,3 3 5- 
benzenetricarboxbmide, 

N 1 -[(lS,2RVl-benzyl-2-hydroxy-3-(isopentylamino)propyl]-N 3 ,N 3 -dipropy 
1 ,3 ,5-benzenetricarboxamide, 

N 1 - {(1 S >2R)- 1 -\enzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -N 3 - 
propyl- 1 , 3 , 5 -benzenetricarboxamide, 

N- {( 1 S,2R)- 1 -Benzyi-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 
[butyryl(propyl)amino]-5-metiiylbenzamide, 

N-{(lS,2R)-l-benzyl-2*ydroxy-3-[(3-methoxybenzyl)amino]propyl}-l- 
propyl- 1 H-indole-6-carboxamide\ 

N- {(1 S,2R)-1 -(S^-difluoroliienzylH-hydroxy-S-tCS- 
methoxybenzyl)amino]propyl } - 1 -proWl- 1 H-indole-6-carboxamide, 

N I -{(lS,2R)-l-(3 s 5-difluorobeT^l)-3-[(3,4-dimethylbe^ 
hydroxypropyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS s 2R)-3-[(3-aminobenzyl)aAno]-l-(3,5-difluoro^^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2 -hVdroxy-3-[(3- 
iodobenzyl)amino]propyl} octanamide, \ 

N 3 -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydrtxy-3-({l-^^ 
(trifluoromethyl)phenyl]ethyl}amino)propyl]-N 5 ,N 5 -^propyl-3,5- 
pyridinedicarboxamide, \ 
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N'-[( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-( { 1 -methyl- 1 -[3- 
(trifluoromethyl)phenyl]ethyl}amino)propyl]-5-methyl-N 3 5 N 3 - 
dipropylisophthalamide, 

N^^lS^^-l^^-difluorobenzyl^-hydroxy^-l^lR^S^-hydroxy^^- 
Mihydro- 1 H-inden- 1 -yl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
\ N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(lR)-2 s 3-dihydro-lH-inden-l- 
ylaWo]-2-hydroxypropyl}-5-me^ 

\N-{(lS J 2R)-l-(3 J 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzy^aminoJpropylJ-S-methylbenzamide, 

N I VlS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(lH-isoindol-3- 
ylamino)proj\l]-5-methyl-N 3 ,N 3 -dipropylisophthalarnide, 

N ! -((l S&R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(lR,2S,5R)-2-isopropyl-5- 
methylcyclohexyl jamino} p^ 

^N^diall^S-chloro^^ 
me%l-l-phenyle%l)^iino]propyl}isophthalamide, 

N^N'-diallyl-S-cW^ 
methyl-l-phenylethyl)aminoJpropyl}isophthalamide, 

N 3 - {( 1 S,2R)- 1 -(3 ,5-di^uorobenzyl)-2-hydroxy-3-[( 1 - 
phenylcyclopentyl)amino]p^opylVN^N 5 -dipropyl-3,5-pyridinedica^boxamide, 

N^(lS,2R)-l-(3,5-difluo^e^ 
hydroxypropyl}-5-me%l-N 3 ,N 3 ^iprtoylisophthalamide 5 

N 1 -(( 1 S,2R)- 1 -(3,5-difluorobenWl)-3- {[3-(dimethylamino)benzyl]amino} -2- 
hydroxypropyl)-5-methyl-N 3 ,N 3 ^ipropyli^phthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)V{[(4 5 5-dimethyl-2- 
furyl)me%l]amino}-2-hydroxypropyl)-5-methvl-N 3 ,N 3 -dipropyli 

N 1 -{(lS,2R)-l-(3,5^ifluorobenzyl)-2-hWoxy-3-[(l- 
phenylcyclopentyl)amino]propyl}-5-methyl-N 3 ,N 3 Adipropylisophthalam 

N 1 -[(lS,2R)-3-(cyclopropylamino)-l-(3,5-dilluorobeiizy^ 
5-methyl-N 3 ,N 3 -dipropylisophthalamide, \ 

N^fClS^RJ-S-ICcyclopropylmethylJaminol-KS^-difluorobenzyl)^- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, \ 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2.hydroxy-3-[(3\ 
iodobenzyl)amino]propyl } -N 5 ,N 5 -dipropylpentanediamide, \ 
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\ N 3 - {( 1 S,2R)- 1 -(3 s 5-difluorobenzyl)-3-[(2-fiirylmethyl)amino]-2- 
hydrQxypropyl}-N 5 ) N 5 -dipropyl-3 5 5-pyridinedicarboxamide, 

\ N I -{(lS,2R)-l-(3 s 5-difluorobenzyl)-2-hydroxy-3-[(tetrahydro-2- 
furanylmethyl)amino]propyl}-5-methyl-N 3 ) N 3 -dipropylisophthalamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l- 
phenylcycrppropyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide ) 

N I -UlS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2-oxo-3- 
azepanyl)ammo]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 SL2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- { [(3-methyl-2- 
furyl)methyl]am\no}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide J 

N 1 -(( 1 S,2R)- 1 -(3 , 5 -difluorobenzyl)-2-hydroxy-3 - { [(2S)-tetrahydro-2- 
furanylmethyl]amino}propyl)-5-meft^ 

5-chloro-N 1 - V 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[( 1 -methyl-1- 
phenylethyl)amino]proWl}-N 3 ,N 3 -di(2-propynyl)isophthalamide J 

N 1 - {( 1 S,2R)- 1 -(l5-difluorobenzyl)-2-hydroxy-3 -[(3- 
isopropenylbenzyl)amino]Wopyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,s\iifluorobenzyl)-2-hydroxy-3 -[(2- 
propoxyethyl)amino]propyl}-Vmethyl-N 3 ,N 3 -dipropylisophthalamide, 

N*-[(l S,2R)-1 -(3,5-difmorobenzyl)-3-(hexylamino)-2-hydroxypropyl]-5- 
methyl-N 3 ,N 3 -dipropylisophthala l niide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorWnzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-(3-metW 
yl)benzamide, \ 

methyl 4-({[(2R3S)^-(3,5-diflWophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl}amino)-2-hydroxybutyMamino}methyl)benzoate, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyV2-hydroxy-3-[(2- 
methoxyethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 5 5-dinuorobenzyl)-2\hydroxy-3-[(5- 
isoxazolylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 ^ipropylisophthalamide, 

(1 R,2R)-N'- {( 1 S,2R)- 1 -(3,5-difluorobenWl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -N 2 ,N 2 -dipropy 1- 1 ,2-cyolopropanedicarboxamide , 

N 3 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydr^y-3-{[(2S)-tetrahyd 
fiiranylmethyl]amino}propyl)-N 5 s N 5 -dipropyl-3,5-py)idinedicarboxamide, 
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N l -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydioxy-3-[(2- 

methoxybenzyl)amino]propyl}-5-methyl-N\N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

is^ropylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

4-(butyrylamino)-N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxyO-^ 

iodob^zyl)amino]propy 1 } benzamide, 

I -[(lS,2R)-3-[(3-amino-3-oxopropyl)amino]-l-(3,5-difluorobenzyl)-2- 

hydroxyprapyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -[^S,2R)-3-(^enzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 

N 5 ? N 5 -dipropyl^3,5-pyridinedicarboxamide 1 -oxide, 

N 1 - {( 1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]pfc>pyl } -5-ethynyl-N 3 ,N 3 -dipropylisophthalamide 5 

N 1 - {( 1 S,2R)- M3 ,5-difluo^ 

2-ylmethyl)amino]propW-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5rdifluorobenzyl)-3 -[(3-ethynylbenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N\N 3 -dipropylisophthalamide, 

N l -((1 S,2R)-1 K3,5-difKiorobenzyl)-2-hydroxy-3- {[(2-methyl-l ,3-thiazol-5- 

yl)methyl]amino}propyl)-5-methV-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)4 K3,5^ifluor*enzyl)-3- {[(2-ethyl-l 3-thiazol-5^ 

yl)me(hyl]amino}-2-hydroxypropyl)-^m 

N ! -((l S,2R)-1 -(3,5-difluorobei^l)-2-hydroxy-3- {[(3R)-2- 

oxoazepanyl]amino}propyl)-5-methyl-N 3 ^N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3 -(cyclobutylamino)- 1 \3 ,5-difluorobenzyl)-2-hydroxypropy l]-5 - 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-KIS^R^-Cbutylamino)-^^ 

ethynyl-N 3 ) N 3 -dipropylisophthalamide, 

N l -{(lS,2R)-l.(3,5^ifluorobenzyl)-34(3^ylbenzyl)am^ 

hydroxypropyl}-5-ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - [( 1 S,2R)- 1 -(3 , 5 -difluorobenzyl)-3 -(5 -hexynyl v amino)-2-hydroxypropy 1] -5 - 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(>-methyl-2- 

furyl)methyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarmxam 

N'^ClS^R^l^^^ifluorobenzyO^-hydroxy-S-tCl-m^yl-l- 

phenylethyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 
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N 1 -(( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3 - { [ 1 -(2-fiiryl)- 1 -methylethyl]amino} -2- 
hydro\£ypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

T '-((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(3-isobutyl-5- 
isoxazolyIWethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-(OS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-isobutyl-l,3-thiazol-5- 
yl)methyl]ammo}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N- {( 1 s)fiR)- 1 -(3 ,5 -di fluorobenzyl)-3 -[(3 -ethylbenzyl)amino]-2- 
hydroxypropyl}-3\[(dipropylamino)sulfonyl]propanamide, 



/ N-{(lS,2R\-l-benzyl-2-hydroxyO-[(2-phenylethyl)amino]propyl}-^^ 



1 0 dipropylisophthalamicie, 



N -(( 1 S,2R)- 1 -foenzyl-3 - { [2-(2-chlorophenyl)ethyl]amino } -2-hydroxypropyl)- 
N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -berXl-2-hydroxy-3- {[3-(2-oxo-l - 
pyrrolidinyl)propyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 - {( 1 S,2R)- 1 -benzyl-^-[(cyclohexylmethyl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisophthalamide, 

N l -[(lS,2R)-l-benzyl-3-(c\clopropylamino)-2-hydroxypropyl]-^^ 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydr^cy-3 -[(2-oxo-3 -azepanyl)amino]propyl } - 
20 N 3 ,N 3 -dipropylisophthalamide, 

N-[(l S,2R)-3-(benzylamino)- 1 -(^5-difluorobenzyl)-2-hydroxypropyl]-3- 
(butylsulfonyl)benzamide, 

N4(lS,2R)-l-benzyl-3-({2-[(2-e%^ 
hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamideV 
25 N'-((l S,2R)-1 -benzyl-2-hydroxy-3- {[(1 ^2R)-2-hydroxy-2,3-dihydro-lH- 

inden-l-yl]amino}propyl)-N 3 ,N 3 -dipropylisophthal v amide, 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3- {[1 -(4- 
hydroxyphenyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylirophthalamide s 

N 1 -[( 1 S,2R)- 1 -benzyl-3 -(cycloheptylamino)-2-ftydroxypropyl]-N 3 ,N 3 - 
30 dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -benzyl-3-[([ 1 , 1 ^biphenyll^-ylmeth^amino]^- 
hydroxypropyl } -N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{( 1 S,2R)-1 -benzyl-3 -[(2-fl^^ 
dipropylisophthalamide, 
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\ N-{(lS,2R).l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
meth6xybenzyl)amino]propyl}-3-(dimethylamino)benzamide, 

\N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } - 1 -naphthamide, 

n\[( 1 S,2R)-1 -benzyl-3-( {2-[( {5-[(dimethylamino)methyl]-2- 
futyl } methy lOsulfanyljethyl } am 

N ! -[( lV2R)- 1 -benzyl-3-( {2-[(2-chloro-6-fluorobenzyl)sulfanyl]ethyl}amino)- 
2-hydroxypropylJ-N 3 ,N 3 -dipropylisophthalamide s 

N 1 -[( 1 S^R>3-[([ 1 , 1 '-biphenylH-ylmethyl)amino]- 1 -(3 ,5-difluorobenzyl)-2- 
hydroxypropyl]-5-mfethyl-N 3 ,N 3 -dipropylisophthalamide J 

N 1 -[( 1 S,2R)- 1V3 5 5-difluorobenzyl)-2-hydroxy-3 -( 1 -naphthylamino)propyl]- 
5-methyl-N 3 ,N 3 -dipropyiisophthalamide, 

N^(lS,2R)-l-(3,Ydifluorobe^ 
ylmethyl)amino]propyl}-5-™thyl-N 3 ,N 3 -dipropylisophthalamide, 

N*-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(2-phenyl- 1 H-imidazol-5- 
yl)methyl]amino}propyl)-5-metlwl-N 3 ,N 3 -dipropylisophthalamide, 

N^IS^RH-P^difluo^ 
y l)methy l]amino } propy l)-5 -methyl-N? ,N 3 -dipropy lisophthalamide, 

N4( 1 S,2R)-3- { [(2-buty W-chlWo- 1 H-imidazol-5-yl)methyl]amino} - 1 -(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-^ 

N*-[( 1 S,2R)-3- { [(6-chloroimidazo[2, 1 -b] [ 1 ,3]thiazol-5-yl)methyl]amino} -1 - 
(3,5-difluorobenzyl)-2-hydroxypropyl]-5-memyl-N 3 ,N 3 -dipropylisophthalam 

N ! -((l S,2R)-H3,5-difluo^ 
benzimidazol-2-yl)methyl]amino}propyl)-5-met^ 

N , -((lS,2R)-l-(3,5-difluorobenzyl)-2-hyd^y-3-{[(2-hydroxy-l^ 
naphthyl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalam^ 

^-((lS^RH-^S-difluorobei^^ 
yl)methyl]amino}propyl)-5-methyl-N 3 9 N 3 -dipropylisophfcalamide, 

N^(lS,2R)-l-(3,5-difluorobe^ 
dihydro- 1 H-pyrazol-4-yl)methyl]amino} -2-hydroxypropyl)-5rmethyl-N 3 ,N 3 - 
dipropylisophthalamide, \ 

^-[(lS^R^KtfS^yano-e-Cme^^ 
(3,5^ifluorobenzyl)-24iydroxypropyl]-5-m 
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[5-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]-5- 
; ethylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)-2-furyl]methyl acetate, 
N 1 -[(lS,2R)-3-[(l-benzofuran-3-ylmethyl)amino]-l-(3,5-difluorote 
hyd^)xypropyl]-5-methyl-N 3 5 N 3 -dipropylisophthalamide J 

methyl 4-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methVlbenzoyl } amino)-2-hydroxybutyl]amino } methyl)- 1 -methyl- 1 H-pyrrole-2- 
carboxylate, 

N^(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({[l-(phenylsulfonyl)-lH^ 



(J pyrrol-2-yl]i^4ethyl}amino)propyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 



h\ 10 N 1 -((1 $,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 - {[( 1 -methyl- 1 H-pyrrol-2- 

yl)methyl]aminoMpropyl)-5-methyl-N ,N -dipropylisophthalamide, 

N 1 -[( 1 S,2^-3 - { [(4-chloro- 1 ^ 
difluorobenzyl)-2-hwroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -((lS 5 2R)-K(3,5-difluorobenzyl)-3-{[(3,5-dimethyl-l-phenyl-m 
1 5 4-yl)methyl] amino} -2-Hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 -[( 1 S,2R)-3- { [Vchloro-3-methyl- 1 -phenyl- 1 H-pyrazol-4- 
yl)methyl]amino}-l-(3,5-di^uorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N^(lS£RHK3,5^ifhioro^ 
20 yl)methyl]amino}propyl)-5-metnVl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3- { [(5-chloro^2-thienyl)methyl]amino} - 1 -(3 ,5-difluorobenzyl)- 



IbcJ 



2-hydroxypropyl]-5-methyl-N ,N -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobeAzyl)-2-hydroxy-3-{[(3-phenoxy-2- 

thienyl)methyl]amino}propyl)-5-methyl^ 3 ,N 3 -dipropylisophthalamide, 

25 N^IClS^R^l-CS^-difluorobenzyVz-hydroxy-S-tCS- 

quinolinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS,2R)-l-(3,5-difluorobenzyl)-2*ydroxy-3-[(2- 

quinolinylmethy^aminolpropylJ-S-methyl-^jM-dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hyAoxy-3-{[(l-methyl-lH-m^^ 

30 yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylkophthalamide, 

N 1 -[(lS > 2R)-3-{[(l-benzyl-lH-indol-3-yl)m^yl]amino}-l-(3,5- 

difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -(3,5«difluorobenzyl)-2-hydroxyY {[(1 -methyl- lH-indol-3 - 

yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisoph^jalamide, 
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A N - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[( { 1 -[(4- 
methWhenyl)sulfonyl]-lH-indol-3-yl}methyl)amino]propy 
dipropwisophthalamide, 

N 1 -[( 1 S,2R)-3- { [(2-butyl- 1 H-imidazol-5-yl)methyl]am 
difluorobeWl)-2-hydro^ 

metWl 3-({[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methylbenzWl}amino)-2-hydroxybutyl]amino}methyl)-lH-ind^ 

3 - [( { ( 1 S£R)- 1 -benzyl -2 -hydroxy-3 - [(3 -methoxybenzy l)amino]propy 1 } - 
amino)carbonyl]-V[butyl(butyryl)amino]benzyl diethyl phosphate, 

N I -{(lS,2RVl-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
(cyanomethyl)-N 3 5 N\dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 Jbenzyl-2 -hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -5 - 
(hydroxymethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS,2R)-l-ben^l-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
ethynyl-N 3 J N 3 -dipropylisopWalamide J 

N^(lS,2R)-l-benzyl\2-hydroxy-3-^^ 
dipropyl-5-prop- 1 -ynylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-hWroxy-3- {[3- 
(trifluoromethyl)benzyl]amino}pro^ 

N ! -{(lS,2R)-l-benzyl-2-hydrOTy-3-[(3-iodobenzyl)amino]propyl}-5-ethynyl- 
N 3 ,N 3 -dipropy lisophthalamide, \ 

N 1 - {(1 S,2R)- 1 -benzyl-3-[(3-fluorobenzyl)amino]-2-hydroxypropyl} -5- 
ethynyl-N 3 ,N 3 -dipropylisophthalamide, \ 

N 1 - {( 1 S ,2R)- 1 -benzyl-2 -hydroxy-3 -|jG-methoxybenzyl)amino]propyl } -N 3 ,N 3 - 
dipropyl-5-(8-quinolinyl)isophthalamide, \ 

N 3 - {(1 S,2R)-l-benzyl-2-hydroxy-3-[(3-^hethoxybenzyl)amino]propyl}-4 , - 
methoxy-N 5 ,N 5 -dipropyl[ 1 , 1 -biphenyl]-3,5-dicarlK)xamide, 

N 3 - {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydAy.3-[(3- 
methoxybenzyl)amino]propyl} -N 5 ,N 5 -dipropyl[ 1 ,1 '-btohenyl]-3,5-dicarboxamide, 

N 3 -{(lS,2R)-l-benzyl-2-hydroxy-3-[^ 
dipropylf 1 , 1 '-biphenyl]-3,5-dicarboxamide, \ 

N 3 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxyberizyl)amino]propyl} -4 ! - 
[(dimethylaminoJsulfonyll-^^-dipropyl-lJ-biphenyl-S^^icarboxamide, 
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N 3 - {( 1 S,2R)- 1 -benzyl-2-hydroxy 
[(^imethylamino)sulfonyl]-N 5 ,N 5 -dipropyl- 1 ,1 '-biphenyl-3,5-dicarboxamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -N 3 ,N 3 - 
dipropyl-5-(3-thienyl)isophthalamide, 

- {( 1 R,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybWzyl)amino]propyl}-3-methyl-5-pentanoylbenzamide, 

N'-(Vhydroxybutyl)-N 3 -{(lS)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 
methoxybenzyT)amino]propyl } -5-methyl-N 1 -propylisophthalamide, 
N 1 - {( 1 sW)-2-hydroxy- 1 -(4-hydroxybenzyl)-3-[(3- 
10 methoxybenzyl)amino]propyl}-N 3 -(3-hydroxypropyl)-5-methyl-N 3 
^ propylisophthalamic 

N ! - {( 1 S,2R)-2 ^hydroxy- 1 -(4-hydroxybenzyl)-3-[(3 - 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalam 

N I -((lS 5 2R)-l-benVl-3-{[3-(2,4-dimethylphenyl)propyl]amino}-^ 
15 hydroxypropyl)-5-methyl-N^N 3 -dipropylisophthalamide, 
U N 1 <(lS,2R)-l-benzyl-2\hydroxy-3-{[3-(4- 
methylphenyl)propyl]amino}profyl)-5-m 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hy* iroxy-3 -[(3 -methoxybenzyl)amino]propyl } -5 - 
ij\ methyl-N^ ,N3 -dipropy lisophthalamic 

; * 20 N- {(1 S,2R)-1 -benzyl-2-hydroxjV3-[(3-methoxybenzyl)amino]propyl}-l ,3- 

O dioxo-2-propyl-5-isoindolinecarboxamide 

N- {( 1 R,2R)- 1 -benzyl-2-hydroxy-3 -f(3-methoxybenzyl)amino]propyl} -3 - 
bromo-5-methylbenzamide, 

3-bromo-N-{(lS,2R)4-(3,5-difluorobeAzyl)-2-hydroxy-3-[(3- 
25 methoxybenzyl)amino]propyl} -5-methylbenzamiide, 

N 1 - {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-met^oxybenzyl)amino]propyl}-4- 

methyl-N3 JSf3 -dipropylisophthalamide, 

N^fClS^-l^^-difluorobenzyl^-hydroxy^-^- 

methoxybenzyl)amino]propyl} -4-methyl- N3,N3-dipropylisophthalamide, 

30 N3-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybef^l)amino]propyl}-4- 

methyl-N^ -dipropylisophthalamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)^ino]propyl}-3-(2- 
furyl)-5-methylbenzamide, 
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W-{(1 S,2R)-l-benzyl-2-hydroxy-^ 
trimethyM , 1 '-biphenyl-3-carboxamide, 

S'-Acetyl-N-IClS^RVl-benzyl^-hydroxy-S-^- 
methoxybenfcyl)amino]propyl} -5-methyl[l s 1 '-biphenylj-3-carboxamide, 

N- {( 1 Su2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3'- 
methoxy-5-metfWl[ 1 , 1 -biphenyl]-3-carboxamide, 

N-{(lS,2^-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
methylf 1 , 1 *-biphenVl]-3-carboxamide, 

N- {( 1 S 5 2R)- lVbenzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 
methyl-5-(2-thienyl)benzamide, 

N- {( 1 S ,2R)- 1 -(3\5-difluorobenzyl)-2-hydroxy-3 -[(3-methoxybenzyl) 
amino]propyl}-3-methyl-V-(3-thienyl)benzamide, 

N- {( 1 S,2R)- 1 -(3,5-qifluorobenzyl)-2-hydroxy-3-[(3 -iodobenzyl)amino] 
propyl } -3 -methyl-5 -(3 -thienyl)benzamide, 

N- {( 1 S,2R)- 1 -benzyl-2\hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4- 
methyl-3 -(3 -thienyl)benzamide, \ 

N 1 - { ( 1 S ,2R)- 1 -Benzy l-2-hVdroxy-3 -[(3 -methoxybenzyl)amino]propy 1 } - 
N 3 ,N 3 ,N 5 ,N 5 -tetrapropylbenzene-l As-tricarboxamide, 

N 1 -{(lS s 2R)-l-(3 ) 5-Difluorobd^l)-3-[(3-ethylbenzyl)am 
hydroxypropyl}-N 3 ,N 3 -dipropylbenzenerl,3 J 5-tricarboxamide J 

Ethyl 3-[({(lS,2R)-l-benzyl-2-hy^:oxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5- 
[(dipropylamino)carbonyl]benzoate, \ 

N 1 -{(lS,2R)-2-Hydroxy-l-(4-hydroxyLnzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dip^ 

N 1 -{(lS,2R)-l-Benzyl-2-hydroxy^-[(3-m\thoxybenzyl)am^ 
dipropyl-5- { [(trifluoromethyl)sulfonyl]amino} isopftthalamide, 

5-Amino-N 1 - {(1 S,2R)-1 -benzyl-2-hydroxyo\(3- 
methoxybenzyl)amino]propyl } -N 3 ,N 3 -dipropylisophthaJamide, 

N ! -{(1 S,2RH-Benzyl-2-hy to 
dipropyl-5-[(trifluoroacetyl)amino]isophthalamide, \ 

N I -{(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxybei^l)amino]propy 
[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, \ 
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\n 1 - {( 1 S,2R)- 1 
dipropyl\5-[(thien-2-ylsulfonyl)amino]isophthalamide, 

N 1 V(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxybenzyI)amino]propyl}-^ 
dipropyl-5-[fthien-2-ylcarbonyl)amino]isophthalamide s 

N l -{(lV2R)-l-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
(methacryloylamino)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -Benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl} -5- 
[(2,2-dimethylpropanoyl)amino]-N 3 ,N 3 -dipropylisophthalamide J 

N I -{(lS,2R)-VBenzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(phenylsulfonyl)aminV|-N 3 s N 3 -dipropylisophthalamide. 

N-{(lS,2R)-l-beWyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
(methylthio)pentanamideA 

tert-buty 1 (2R, 3 S)-3 \ { 3 - [(dipropy lamino)sulfony 1] - propanoy 1 } amino)-2- 
hydroxy-4-phenylbutyl(3-methoxybenzyl)carbamate 

N- {( 1 S,2R)- 1 -benzyl-2*ydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 
methyl-5-[propionyl(propyl)amino]benzamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} - 1 - 
butyl- 1 H-indole-5-carboxamide, \ 

N-{(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 
bromo-5-methylbenzamide, \ 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy^3-[(3-methoxybenzyl)amino]propyl} -3- 
[butyl(propionyl)amino]-5-methylbenzamuie, 

N- { ( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 - [B -methoxybenzyl)amino]propyl } -4- 
methyl- 1 -propyl- 1 H-indole-6-carboxamide, \ 

N- {( 1 S,2R)- 1 -benzyl -2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } - 1 -( 1 - 
propylbutyl)-lH-indole-6-carboxamide, \ 

N l -((lS,2R)-l-benzyl-2-hydroxy-3-{[(2-o^-23-dihydro-l^-benzoxazol-6 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobe^ 
hydroxypropyl } -N 3 ,N 3 -dipropyl-5 - { [(trifluoromethyl)sulfonyl]amino}isophthalamide, 

3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- \ 
methoxybenzyl)amino]propyl}amino)carbony^ 
acid, \ 
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\ N'-KlS^RH-Q^-difluorobe^ 
hydroxypropyl } -N 3 ,N 3 -dipropyl-5 -prop- 1 -ynylisophthalamide, 

PJ- {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -2- 
(dipropylarhino)isonicotinamide, 

N-{(lV2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -2-hydroxy-2-(4-methylphenyl)acetamide, 

N^IClS^Wl^^-difluorobenzyl^-hydroxy-S-^- 
iodobenzyl)amino]pV>pyl } -4-hydroxy-N3 -methylisophthalamide, 

N- {( 1 S,2R)- 1 -03 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propw-2-hydroxy-2-(4-methoxy-3-nitrophenyl)acetamide, 

5-(aminosulfonyl)-W- {( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } - Amethoxybenzamide, 

N- {(1 S,2R)-1 -(3,5-di fl^orobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-hwroxy-3-(pyrroIidin-l-ylcarbonyl)benzam 

N- {( 1 S,2R> 1 -(3 ,5-difluorbbenzyl)-2-hydroxy-3-[(3- 
iodoben2yl)amino]propyl } -2^ 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobVizyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-(3,5-to 
dipropylisophthalamide, \ 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)V2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -N 3 ,N 3 -dipropyl-5-( 1 ,3-thiazol-2-yl)isophthalamide, 

3-(cyclohexylcarbonyl)-N-{(lS,2R)4-\3,5-difluorobenzyl)-2-hydroxy 
methoxybenzyl)amino]propyl } -5-methylbenzamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydbxy-3-[(3- 
methoxybenzyl)amino]propyl } -5-methyl-N 3 -propyRsophthalamide, 

3 -[cyclohexyl(hydroxy)methyl]-N- {( 1 S,2R)- M3 ,5-difluorobenzyl)-2- 
hydroxy-3-[(3-methoxybenzyl)amino^ 

N^(lS,2R)-l-(3>difluorobei^^ 
hydroxypropyl}-5-(4-methyl-l,3-oxazol-2-yl)-N 3 ,N 3 ^iprOTylisophthalamide 

N 3 -{(lS,2R)-l-(3,5Kiifluorobe^ 

t5 xt5 



hydroxypropyl }-N,N-dipropylpyridine-3,5-dicarboxamide, 

N'-ftlS^RH-^S-difluorobei^ 
-5-yl)methyl]amino}propyl)-5-methyl-^ 
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N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 

hydr^ypropy l}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 

,3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

isopropyIbenzyl)amino]propyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 

N'-CaS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(4-hydroxybut-l- 

ynyl)benzyl]aYino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

1 -{3-[(m S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethyIbenzyl)amino]-2- 

hydroxypropy l}amino)carbonyl]-5-methylbenzoyl}-L-prolinamide, 

N 1 -{(lS,2R)rl-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl } -N 3 -ik>propyl-5-methylisophthalamide, 

N'-{(lS,2R)4-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-N 3 -ethyl\N 3 ,5-dimethylisophthalamide, 

N'-{(lS,2R)-l-(3,5\iifluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl } -N 3 ,5-dimethVl-N 3 -prop-2-ynylisophthalamide, 

N'-{(lS,2R)-l-(3,5HlifUiorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-N 3 -isobutyl-5-m\thylisophthalamide, 

N'-(sec-butyl)-N 3 -{(lS,2RXl-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)aniino]- 

2-hydroxypropyl}-5-methylisophthaIamide, 

N , -butyl-N 3 -{(lS,2R)-l-(3 ) 5^\fluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl} -5-methylisophthalamidV 

N'-tClS^RJ-l^.S-difluorobenzyn-S-tCS-ethylbenzyOamino]^- 

hydroxypropyl} -N 3 ,N 3 -diethyl-5-methylisCrt)hthalamide, 

N'-IClS^RJ-l^.S-difluorobenzyO-LtCS-ethylbenzyOamino]^- 

hydroxypropyl} -N 3 ,5-dimethyl-N 3 -propylisopNithalamide, 

N'-IClS^R^l^.S-difluorobenzylJ-S-fa-ethylbenzyOamino]^- 

hydroxypropyl} -N 3 -isopropyl-N 3 ,5-dimethylisop\thalamide, 

N'-butyl-^-fClS^RJ-l-CS^^ifluorobenzyl^-S-fCS-ethylbenzy^amino]^- 

hydroxypropyl}-N',5-dimethylisophthalamide, 

N'^ClS^R^l^^-difluorobenzyO-S-tCS-ethylbfinzyOamino]^- 

hydroxypropyl} -N 3 -isobutyl-N 3 ,5-dimethylisophthalamifle, 

N'-fClS^R^l^.S-difluorobenzylJ-S-tCS-ethylbeiizyOamino]^- 

hydroxypropyl} -N 3 -ethyl-5-methyl-N 3 -propylisophthalamide 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)a\nino]-2- 

hydroxypropyl } -N^ethyl-N^isopropyl-S-me^lisophthalamidO 
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N^'-diallyl-N 3 -^^ 
hy^roxypropyl } -5-methylisophthalamide, 

3-(azepan- 1 -ylcarbonyl)-N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3- 
ethylb^izyl)am ino]-2-hydroxypropyl} -5-methylbenzamide 

r{(lS,2R)-l-(3,5-difluorobenzyl)^-[(3-ethylbenzyl)amino]-2- 
hydroxyprdpyl } -3- [(4-hydroxypiperidin- 1 -yl)carbonyl]-5-methylbenzamide, 

N-{(k,2R)-l-(3,5-difluorobenzy^ 
hydroxypropylV3- [(3-hydroxypiperidin-l-yl)carbonyl]-5-methylbenzamide, 
N l -{(lS,m)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)ami^^ 
1 0 hydroxypropyl } -N\N 3 -diisopropyl-5-methylisophthalamide, 

N 1 -butyl-N 3 -{(JS,2R)-l-(3,5-difluorobenzyl)-3-[(3-e^ 
hydroxypropylJ-N^ethw-S-methylisophthalamide, 

N 1 -(cyclopropylmefliyl)-N 3 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3 -[(3- 
ethylbenzyl)aminoj-24iydnW 
15 1 - {3-[( {(1 S,2R)- 1 -(3 ,5yifluorobenzyl)-3-[(3 -ethylbenzyl)amino]-2- 

hydroxypropy 1 } amino)carbonylV5-methylbenzoyl} -D-prolinamide, 

N'-cyclohexyl-N 3 - {(1 S,2RVl ^3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]- 
2-hydroxypropyl}-N 1 ,5-dimethylisophthalamide, 

N l <(lS 9 2R)-l-(3 J 5-difluorobe^l)-2-hydroxy-3-{[l-(3- 
20 methylphenyl)cyclopropyl]amino}propw-5-methyl-N 3 ,N 3 -^ 

N 3 -[(l S,2R)-1 -(3 ,5-difluorobenzyl)\2-hydroxy-3-(l , 2,3,4- 
tetrahydronaphthalen-l-ylamino)propyl>^ 
dicarboxamide, and 

N-{(lS,2R)-l-(3,5-difluorobe^ 
25 hydroxypropyl}-3-{[(trifluorome%l)sulfonyl]ami^o}benzamide. 

k / 

24. A substituted amine of formula (X) according to cl^im 23 which is selected from 
the group consisting of: 

N I -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-ft 
30 methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropyliso^hthalamide, 
N^(lS,2RH-(3,5-difluorobenzyl^ 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hyd™^ 
dipropylisophthalamide, 
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t1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3- {[2-(2- 

hydroxyelhoxy)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N I -klS,2R)-3-[(2-aminobenzyl)amino]-l-benzyl-2-hydroxypropyl}-N 3 ^ 

dipropylisopntfialamide, 

5 N 1 -{(lS^R)-l-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-N 3 ,N 3 - 

dipropylisophthalkmide, 

N 1 -(( 1 S,2RJU -benzyl-2-hydroxy-3- { [2- 

(trifluoromethoxy)ben^l]amino}propyl)-N 3 ,N 3 -dipropylisophthalaTnide ? 

N 1 -{(lS,2R)-l-^nzyl-3-[(3,5-dichlorobenzyl)amino]-2-hydroxypropyl}- 

1 0 N 3 ,N 3 -dipropylisophthalaVide, 

N ! -((l S,2R)- 1 -benz\l-2-hydroxy-3- {[3- 

(trifluoromethoxy)benzyl]ammo}propyl)-N 3 5 N 3 -dipropylisophthalamide, 

N 1 - {( 1 S 5 2R)- 1 -benzyl-^[(3 ,5-dimethoxybenzyl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisophthalamide, 

1 5 N 1 - {(1 S,2R)- 1 -benzyl-3-[([\J '-biphenyl]-3-ylmethyl)amino]-2- 

hydroxypropyl}-N 3 ,N 3 -dipropylisopnthalamide, 

N 1 - { ( 1 S,2R)- 1 -benzyl-3 -[(3 ,4-a\chlorobenzy l)amino] -2-hydroxypropyl } - 

N 3 ,N 3 -dipropylisophthalamide, 

N ! -((lS,2R)-l-benzyl-2-hydroxy-3V[3- 

20 (1rifluoromethyl)benzyl]amino}propyl)-N 3 s ]^-dipropylisophthalamide s 

N 1 -{(lS)-l-benzyl-2-hydroxy-3-[(3-m^hoxypropyl)amino]propyl}-N 3 ,N 3 - 

dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -benzyl-3 -[(3 ,4-dimethylberi^yl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisophthalamide, 

25 N 1 -((lS,2R)-l-(3 J 5-difluoroben2yl)-2-hydroxy\3-{[2-(iso^ 

methyl-2-oxoethyl]amino}propyl)-N 3 ,N 3 -dipropylisophmalamide, 

N ! -((lS;2R)-l-(3>difluorobe^ 

methyl-2-oxoethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalMiide 5 

N 1 -(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- { [( lV)-2-(isobutylamino)- 1 - 

30 methyl-2-oxoethyl]amino}propyl)-5-meto^ 

N 3 -(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- {[( 1 S)-2^(isobutylamino)-l - 

methyl-2-oxoethyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedic^boxamide, 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[2-(isobutylamino)-l , 1 - 

dimethyl-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthaf^mide, 
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N 1 -(( 1 S ,2R)- 1 -(3 ,5 -difluorobenzyl)-2-hydroxy-3 - { [2-(isobuty lamino)-2- 
oxo^hyl]amino}propyl)-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 
T 1 -[( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-( {( 1 S)- 1 - 
[(isobutyl^ino)carbonyl]propyl}amino)propyl]-5-methyl-N 3 ) N 3 - 
5 dipropylisophthalamide, 

N l -[(lV2R)4-(3,5-difluorobenzyl)-2-hydro^ 
[(isobutylamino)carbonyl]propyl}amino)propyl]-5-rnethyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -[(lS,2R)-V(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5 
1 0 methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -(3,5-difluVobenzyl)-2-hydroxy-3 - { [3-(isobutylamino)-2-methyl-3- 
oxopropyl]amino}propyl)-Vmethyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -[(lS,2R)-3-{[(lsKl-benzyl-2-(isobutylamino)-2-oxoethyl]amin^ 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -[( 1 S,2R)-1 -(3 ,5-difluotobenzyl)-2-hydroxy-3-( {( 1 S)- 1 - 

[(isobutylamino)carbonyl]-2-methylpropyl}amino)propyl]-5-methyl-N 3 ,N 3 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluoroben^l)-2-hydroxy-3-[(3- 
pyridinylmethyl)amino]propyl}-5-methyl^J 3 J N 3 -dipropylisophthalamide, 
20 N 1 -[(lS,2R)-3-{[(lS)-l-[(benzylox^ethyl]-2-(isobutylamino)-2- 
oxoethyljamino} - 1 -(3 ,5-difluorobenzyl)-2-hyqroxypropyl]-5-methyl-N 3 ,N 3 
dipropylisophthalamide, 

N^IClS^R^l^^-difluorobenzyO^-hydtoxy-S-tCl-methyl-l- 
phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropVlisophthalamide, 
25 N ! -[( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxV3-( {( 1 S)- 1 - 

[(isobutylamino)carbonyl]butyl}amino)propyl]-5-methy|-N 3 ,N 3 - 
dipropylisophthalamide, 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[M S)-l -(hydroxymethyl)-2- 
(isobutylamino)-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
30 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 

phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamrae, 

N^(lS,2R)-l-(3,5-difluorobenzyl)-2-hy^ 
methyl-N 3 ,N 3 -dipropylisophthalamide, 
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\ N I -[(lS,2R)-3-(cyclohexylamino)-l-(3,5-difluorobenzyl)-2-hydrox"y^^ 
methyVN 3 ,N 3 -dipropylisophthalamide, 

S,2R)-3-(butylamino)-l-(3,5-difluorobenzyl)-2 -hydroxypropyl]-5- 
methyl-NvN 3 -dipropylisophthalamide, 

N'-VlS,2RH-(3,5^ifluo^ 
methoxypropVl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

(lR,3sV5-{[(2R,3S)-4-(3,5-difluo^ 
5-methylbenzoyMamino)-2-hydroxybutyl]amino}-13-cyclohexanedi^ acid, 

n4(1S,2M-3-[([1,1M>^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS,2R)-\(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 5 2R)-l-(3Vdifluorobenzyl)-2-hydroxy-3-[(3- 
methylbenzyl)amino]propyi}-5-m^ 

N 1 -{(lS ) 2R)-l-(3,54fluorobenzyl)-2-hydroxy-3-[(2- 
phenylpropyl)amino]propyl}-3^methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -(3,5-difliorobenzyl)-2-hydroxy-3-[(l ,3-thiazol-5- 
ylmethyl)amino]propyl}-5-methyl^N 3 5 N 3 -dipropylisophthalamide J 

N 1 - {(1 S,2R)-1 -(3,5-difluo rofeenzyl)-2-hydroxy-3-[(2- 
thienylmethyl)amino]propyl}-5-metM 

N 1 - {( 1 S,2R)- 1 K3,5-difluorobenWl)-2-hydroxy-3-[(5-methoxy- 1 ,2,3 ,4- 
tetrahydro- 1 -naphthalenyl)amino]propyl ^5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-lK3,5-difluorobenzylV2-hydroxy-3-[(2- 
pyrazinylmethyl)amino]propyl}-5-meto^ 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3 -U3,5-dimethoxybenzyl)amino]-2- 
hydroxypropyl } -5-methy l-N 3 ,N 3 -dipropylisophmalamide, 

N'-tflS^RJ-l-^S-difluorote 
(trifluoromethyl)benzyl] amino } propyl)-5 -methyl-N?,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydro ^/-3-[(7-methoxy- 1 ,2,3 ,4- 
tetrahydro- 1 -naphthalenyl)amino]propyl} -5-methyl-N\N 3 -dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxyA{[3- 
(trifluoromethoxy)benzyl]amino}propyl)-^^ 

N^(lS,2R)-l-(3,5^ifluorobenzyl)-3-[^^ 

hydroxypropyl } -5-methy l-N 3 ,N 3 -dipropylisophthalamide, \ 
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\ N^iClS^R^l-CS^-difluorobenzyO^-hydroxy-S-^- 
isoproTOxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^-[(lS,2R)-3-[(3-bromobenzyl)amino]-l-(3,5-difluorobenzyl)-2- 
hydroxypn^pyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -mS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-34(5-methoxy-l,2,3 ) 4- 
tetrahydro-l-n^hthalenyl)amino]pro^ 

N 1 -[(lS s ^)-3-(benzylamino)-l-(3 s 5-difluorobenzyl)-2-hydroxypropyl]-5- 
methoxy-N 3 ,N 3 -dipropylisophthalamide 

N 1 -[( 1 S,2R)-3r(benzylamino)- 1 -(3 ,5-difluorobenzyl)-2-hydroxypropyl]- 
N 3 ,N 3 -dipropylisophthaJamide, 

N 1 4(lS s 2R)-3-(bWylamino)-l-(3,5-difluorobenzyl)-2-hydr^^ 
chloro-N 3 ,N 3 -dipropylisopmhalamide, 

N 3 -[(l S s 2R)-3-(benzylamino)- 1 -(3,5-difluorobenzyl)-2-hydroxypropyl]- 
N 5 ,N 5 -dipropyl-3,5-pyridinedioarboxamide, 

N 1 -[(lS J 2R)0-(benzylai^no)-l-(3,5-difluorobenzyl)-2^^^ 
fluoro-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S ,2R)-1 -benzyl-2-hyd\Dxy-3-[(3-methylbenzyl)amino]propyl} -N3,N3- 
dipropylisophthalamide, \ 

N 1 -{(lS,2R)-lK3,5KiifluorobeAl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-Vhydroxy-3-[(l,3-thiazol-5- 
ylmethy^aminoJpropylJ-^^-dipropyl-SjS-p^dinedicarboxamide, 

N- {( 1 S ,2R)- 1 -(3 ,5^1ifluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} [1 , 1 '-biphenyl]-3-cM>oxamide, 

N4(lS,2R)-3-(benzylamino)-H3,^^^ 
methoxyethyl)-N 3 -propylisophthalamide, \ 

N'-IOS^RH-^S^Iifluorobei^ 
naphthalenylamino]propyl}-5-methyl-N 3 ,N 3 -dipropylisopnAalamide, 

N l 4(lR)-3-{[3,5-bis(trifluorome%l)beiizyl]amino}V(3 > 5^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, \ 

N 1 -((1 S,2R)-1 -benzyl-3- { 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, \ 

N^(lS,2R)-l-benzyW-{[3-fluoro^^ 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, \ 
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\ N ! -(( 1 S,2R)- 1 -benzyl-3- { [4-fluoro-3-(trifluoromethyl)benzyl]amino} -2- 
hydroxVpropyl)-N 3 ,N 3 -dipropylisophthalamide, 

^-((lS^R^l-benzyl-S-l^-chloro-S^tri^ 
hydroxypk)pyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -\( 1 S)- 1 -benzyl -2 -hydroxy-3-[(3 -nitrobenzy l)amino]propyl } -N 3 ,N 3 - 
dipropylisopnthalamide, 

N^^l^^-l-benzyl-S-lfS-Cdifluoromethoxy^enzyllamino}^- 
hydroxypropyl)W s N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-3 - [(3 -ethoxybenzyl)amino]-2-hydroxypropyl } -N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)-Y-benzyl-3 - [(3 -bromo-4-fluorobenzy l)amino] -2-hydroxypropy 1 } - 
N 3 ,N 3 -dipropylisophthklamide, 

N 1 - {( 1 S,2R)-1 <l5-difluorobenzyl)-3^(3,5-dimethylbenzyl)amino]-2- 
hydroxypropyl}-5-methylAN 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS s 2R)-l-(3,5^ifluorobenzyl)-3-[(3-ethoxybenzyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 }N 3 -dipropylisophthalamide } 

N 1 - {(1 S,2R)-1 -(3 5 5-difl\orobenzyl)-2-hydroxy-3-[(2- 
phenoxyethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N*-((l S,2R)-1 -(3,5-difluordbenzyl)-2-hydroxy-3- {[(4-methyl-l ,3-thiazol-2- 
yl)methyl]amino}propyl)-5-methyl-N 3 s N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3-(benzylamino)- V( 3 ,5-difluorobenzyl)-2-hydroxypropyl]-N 3 - 
methyl-N 3 -propylisophthalamide, \ 

N 3 -((lS,2R)-l-(3,5-difluo^ 
(trifluoromethyl)benzyl]amino}propyl)-N 5 ^^ 

N 3 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2\hydroxy.3-[( 1 -methyl-1 - 
phenylethyl)amino]propyl}-N 5 ,N 5 -dipropyl-3Apyridinedicarboxamide, 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hyVoxy-3 -[(7-methoxy-l ,2,3 ,4- 
tetrahydro-l-naphthalenyl)amino]propyl}-5-meth^-N 3 ,N 3 -dipropylisophthalam 
isomer B, \ 

N 1 - {( 1 S,2R)- 1 -(3,5^ifluorobenzyl)-3-[(3-fuiy^ethyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamioe, 

N l -{(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-Vteto^ 
furanylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropyliso™thalamide, 
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yN'-UlS^RH-^S-difluorobe^ 

propoxybenzyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N\{(lS,2R)-l-(3,5-diflu 

pyridiny lmethyl)amino]propyl } -5 -methyl-N 3 ,N 3 -dipropy lisophthalamide, 

5 N 1 -[(l^ ) 2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

hydroxy-N 3 ,N 3 Adipropylisophthalamide, 

N ! -((l S,2in-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[ 1 -methyl-l-(3- 

methylphenyl)ethyl\amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophth^ 

N I -{(lS > 2R)-V(3 J 5-difluorobenzyl)-2-hydroxy-3-[(lS)-l,23,4-tetrahy 

V 10 naphthalenylamino]proWl} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS 5 2R)-l-(3Vdifluorobenzyl)-3-[(2,5-dime%lbenzyl)amm^ 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-{[2-cl^ro-5Ktrifluoromethyl)benzyl]amino}^ 

difluorobenzyl)-2-hydroxyproiVl]-5-methyl-N 3 ,N 3 -dipropylisophthalami 

15 N 1 -{(lS,2R)-l-(3,5-difluVobenzyl)-2-hydroxy-3^(2-hydroxy-5- 

methylbenzyl)amino]propyl}-5-mkhyl-N 3 ,N 3 -dipropylisophthalamide, 

5-chloro-N 1 - {(1 S,2R)-1 -(3,5\difluorobenzyl)-2-hydroxy-3-[(l -methyl-1 - 

phenylethyl)amino]propyl}-N 3 J N 3 -dip\opylisophthalamide, 

N 1 -[(lS,2R)-3-{[(lR)-lK3-bron^phenyl)ethyl]amino}-l-(3^ 

20 2-hydroxypropyl]-5-methyl-N 3 ,N 3 -diprop\lisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)Vhydroxy-3-[(3- 

hydroxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3 ^nethoxybenzyl)amino]propyl } -5- 

cyano-N 3 ,N 3 -dipropylisophthalamide hydrochloride, 

25 N 1 - {(1 S,2R)- 1 -benzyl-2-hydroxyO-[(3-me\ioxybenzyl)amino]propyl} -N 3 ,N 3 - 

dipropyl- 1 ,3 ,5 -benzenetricarboxamide, 

S-CaminosulfonylJ-N 1 - {(1 S,2R)- 1 -benzyl-2-hySroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 ,N-dipropylisophthalamide, 

N 1 - {(1 S ,2R)- 1 -benzyl-2-hydra 

30 dipropyl-5-( 1 -pyrrolidinylsulfonyl)isophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3-methoxybenz^l)amino]propyl} -5- 

[(methylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide 9 

N'-ftlS^RH-benzyl^-hydra^ 

[(dimethylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide, 
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\ N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
[(diproWlamino)sulfonyl]propanamide ) 

Nr{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyWmino]propyl}-5-oxo-5-(l-piperidinyl)pentanamide, 

N-{(\s,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)an^no]propyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
ethyl-N 3 ,N 3 -dipropvlisophthalamide, 

N I -{(lS,2R)^-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5-tert- 
butyl-N 3 ,N 3 -dipropylisbphthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 - [(3 -methoxybenzyl)amino]propyl } -5- 
cyano-N 3 -propylisophthalamide, 

N I -{(lS,2R)-l-(3 J 5-aWluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}VN 3 J^^ 

methoxybenzyl)amino]propyl } - 1 -propyl- 1 H-indole-6-carboxamide, 

N I -{(lS,2R)-l-(3,5-difluoro^nzyl)-3-[(3 ? 4-dime%lbenzyl)amm^^ 
hydroxypropyl}-5-methyl-N 3 ,N 3 -diprobylisophthalamide, 

N^(lS,2R)-3-[(3-aminobenzyl^^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropyli3Pphthalamide, 

N 3 -[(l S,2R)-1 -(3,5-difluorobenzyl)-2rhydroxy-3-( { 1 -methyl-1 -[3- 
(trifluoromethyl)phenyl]ethyl} amino)propyl]-N 5 ,N 5 -dipropyl-3 ,5- 
pyridinedicarboxamide, \ 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydbxy-3- {[( 1 R,2S)-2-hydroxy-2,3- 
dihydro- 1 H-inden- 1 -yl] amino } propy 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3 -[( 1 R)-a3 -dihydro- 1 H-inden- 1 - 
ylamino]-2-hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropyli\ophthalamide, 

5-chloro-N 1 - {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-lVdroxy-3-[( 1 -methyl- 1 - 
phenylethyl)amino]propyl}-N 3 ,N 3 -bis(2-methoxyethyl)isobhthalamide, 

N 3 - {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(V 
phenylcyclopentyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{[3-(dimethylamW)be^ 
hydroxypropyl)-5-methyl-N 3 ) N 3 -dipropylisophthalamide, \ 
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\ N'-KlS^RH-P^difluorobenzyO^^^ 
2-hydroxypropyl)-5-methyl-N 3 5 N 3 -dipropylisophthalamide, 

V - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[( 1 - 
phenylcyclopentyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -{(dS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)aimno]propyl}-N 5 ,N 5 -dipropylpentanediamide, 

N 3 - {(1 s\r)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[( 1 - 
phenylcyclopropymmino]propy 1 } -N 5 ,N 5 -dipropyl-3 ,5-pyridinedicarboxamide, 

N I -((lS,2R)V(3 ) 5-difluorobenzyl)-2-hydroxy-3-{[(2S)-tetrahydro-2- 
furanylmethyl]amino}Vopyl)-5-methyl-N 3 ,N 3 -dipropylisophth 

N 1 - {( 1 S,2R)- 1 -(\5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropenylbenzyl)amino]Vopyl}-5-methyl-N 3 9 N 3 -dipropylisophthal^ 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(2- 
propoxyethyl)amino]propyl}-5rmethyl-N 3 ,N 3 -dipropylisophthalamide } 

N 1 -[( 1 S,2R)- 1 -(3 ,5-diflu6robenzyl)-3-(hexylamino)-2-hydroxypropyl]-5- 
methyl-N 3 ,N 3 -dipropylisophthalamide, 

N- {( 1 S,2R)-1 -(3 ,5-difluorob\nzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-(3-meth^-5-oxo-4,5-dihydro-lH-pyrazol-l- 
yl)benzamide, \ 

methyl 4-({[(2R3SH-(3,5-difluotophenyl)-3-({3-[(dipropylamino)ca^^ 
5-methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)benzoate, 

N 1 -{(lS J 2R)-lK3,5^ifluorobenzyl)-2rhydroxy-3-[(2- 
methoxyethyl)amino]propyl}-5-methyl-N 3 ,N 3 ^ipropylisophthalamide, 

N 1 -{(lS,2R)-lK3,5-difluorobenzyl)-2-hWxy-3-[(5- 
isoxazolylmethyl)amino]propyl } -5-methyl-N 3 ,N\iipropylisophthalamide, 

iodobenzyl)amino]propyl } -N 2 ,N 2 -dipropyl- 1 ,2-cyclopropanedicarboxamide, 

N 3 -((lS,2R)-l-(3,5Kiifluorobe^ 
furanylmethyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyrid\nedicarboxam^ 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-V2- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisrohthalamide, 

N^IClS^RJ-l^^-difluorobenzyl^-hydroxy-S-tCsX 
isopropylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophmalamide, 
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N 3 -[(lS,2R)-3-(benzylamino)-l-(3 5 5-difluorobenzyl)-2-hydrox>^ropyl]- 

N 5 ,N 5 -qipropyl-3,5-pyridinedicarboxamide 1 -oxide, 

^-{(lS^RJ-l-CS^-difluorobenzyO-Z-hydroxy-S-tCS- 

iodobenzyWmino]propyl } -5-ethynyl-N 3 ,N 3 -dipropylisophthalamide 5 

5 N'-JUS^RH-^S-difl^ 

ylmethyl)ami^]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide 

N 1 -{(l^R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylben^ 

hydroxypropylJ-^methyl-^^-dipropylisophthalamide, 

N'-((l S,2R)\1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(2-methyl- 1 ,3-thiazol-5- 

10 yl)methyl]amino}proWl)-5-me 

N ] -((l S,2R)- 1 -(8,5-difluorobenzyl)-3- {[(2-ethyl-l ,3-thiazol-5- 

yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ) N 3 -dipropylisophth^ 

N 1 - [( 1 S ,2R)-3 -(butMamino)- 1 -(3 ,5 -difluorobenzy l)-2-hydroxypropyl] -5 - 

ethynyl-N 3 ,N 3 -dipropylisopHdialamide ) 

15 N , -{(lS 9 2R)-l-(3 5 5-di^orobervzyl)-3-[(3-ethylbenzyl)am 

hy droxypropy 1 } -5-ethynyl-N 3 ,N^-dipropy lisophthalamide, 

^-[(lS^RJ-l-^S-difluo&ber^^ 

methyl-N 3 ,N 3 -dipropylisophthalamuJe, 

N 3 -((l S,2R)-1 -(3 ? 5-difluorobdhzyl)-2-hydroxy-3- {[(5-methyl-2- 

20 furyl)methyl]amino}propyl)-N 5 ,N 5 -dipropyl-3 J 5-pyridinedicarboxamid 

N 1 - {(1 S,2R)-1 -(3,5-difluorobeti2^1)-2-hydroxy-3-[( 1 -methyl- 1 - 

phenylethyl)amino]propyl}-N 5 ,N 5 -dipropyk)entanediamide, 

N ] K(1 S,2R)-1 -(3,5-difluo^ 

hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisopftAalamide, 

25 N ! -((l S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl-5- 

isoxazolyl)methyl]amino}propyl)-5-methyl-N 3 ,N>dipropylisophthalamide, 

N'-((l S,2R)-1 -(3 ,5-difluorobenzyl)-2-hyd rdky-3- {[(2-isobutyl-l ,3-thiazol-5- 

yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropyliscmhthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)0-[(3-ethyl^nzyl)amino]-2- 

30 hydroxypropyl}-3-[(dipropylamino)sulfonyl]propanamide 

N4(lS,2R)-3-[([l,l'-biphenyl]-4^^ 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-KIS^RH-O^difluorobenzy^ 

ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamid^ 
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N I -((lS,2R)-lK3,5-difluorobenzyl)-2-hydroxy-3-{[(2-phenyl-lH-imidazol-5- 
yl)\pethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -[(lS,2R)-3-{[(2-butyl-4^^ 
difluor^enzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N\f(lS,2R)-3-({[5-cyano-6-(methylsulfanyl)-2-pyridinyl]methyl^ 
(3,5-difluorroenzyl)-2-hydroxypropyl^ 

[5-({[(2R,3S)-4-(3 s 5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]-5- ' 
methylbenzoyl}^ino)-2-hydroxybutyl]amino}methyl)-2-fuiyl]methyl acetate, 
N I -[(lS,2F^34(l-benzofuran-3-ylmethyl)amino]-l-(3,5-difl^ 
10 hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

methyl 4-( { [(2RJ S)-4-(3 ,5-difluorophenyl)-3-( {3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl} amino) Y-hydroxybutyl]amino} methyl)- 1 -methyl- 1 H-pyrrole-2- 
carboxylate, 

N 1 -(( 1 S ,2R)- 1 -(3 ,5 -diftuorobenzyl)-2-hy droxy-3 - { [( 1 -methyl- 1 H-pyrrol-2- 
15 yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N4(lS,2R)-3-{[(5-chloA2-th^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-(3,5-difluorob^l)^^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
20 N^tClS^RJ-S-ltCl-benzyl-lH-indol-B-yOmethyllaminoJ-l-CS^- 
difluorobenzyl)-2-hydroxypropyl]-5-methylrN 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-(3,5-difluoroben^^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -diprtmylisophthalamide, 

N ! -[( 1 S,2R)-3- {[(2-butyl- 1 H-imidazol-5 V)methyl]amino} - 1 -(3,5- 
25 difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N\dipropylisophthalamide, 

methyl 3-({[(2R,3S)-4-(3,5-difluorophenyl)-V({3-[(dipropylamino)carbon^ 
5-methylbenzoyl}amino)-2-hydroxybutyl]amino}met^l)-lH-indole-6-carboxylate, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxy^enzyl)amino]propyl}-5- 
(cyanomethyl)-N 3 ,N 3 -dipropylisophthalamide, 
30 N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxyben^l)amino]propyl}-5- 
(hydroxymethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)\mino]propyl} -5- 
ethynyl-N 3 ,N 3 -dipropylisophthalamide, 
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v N^IClS^^-l-benzyl^-hydroxy-S-tCS-iodobenzyOaminojpropylJ-N 3 ^ 3 - 
diprflmyl-5-prop- 1 -ynylisophthalamide, 

\n 3 - {( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4 ! - 
me thoxysN 5 ,N 5 -dipropy 1 [1,1 -bipheny 1 ] -3 , 5 -dicarboxamide hydrochloride, 

N 3 VlS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxyben^l)amino] propyl } -N 5 ,N 5 -dipropy 1 [1,1 '-bipheny 1 ] -3 , 5 -dicarboxamide , 

N 3 -{(lS^R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 5 ,N 5 - 
dipropyl[l,r-biphonyl]-3,5-dicarboxamide, 

N 3 -{(lS,2R)Vbenzyl-2-hydroxy-3-[(3-m 
[(dimethylamino)sulfoVl]-N^ 

N 3 - {(1 S,2R)- 1 -be^yl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl} -4'- 
[(dimethylamino)sulfonyl]-N?,N 5 -dipropyl-l , 1 '-biphenyl-3,5-dicarboxamide, 

N-{(lR,2R)-l-(3,5-difKtorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-3Viethyl-5-pentanoylbenzamide, 

N 1 - {(1 S,2R)-2-hydroxy-l -(4Shydroxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 -(3-lwdroxypropyl)-5-methyl-N 3 - 
propylisophthalamide, \ 

N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4-hydroWbenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-^nethoxybenzyl)amino]propyl}-5- 

methyl-N 3 -dipropylisophthalamide, \ 

N 1 -{(lS,2R)-lK3,5-difluorobenzyl)-2-hydroW-3-[(3- 

methoxybenzyl)amino]propyl}-4-methyl- N 3 ,N 3 -diproWlisophthalamide, 

N 1 -{(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxy^nzyl)amino]propyl}- 
N 3 ,N 3 ,N 5 ,N 5 -tetrapropylbenzene-l ,3,5-tricarboxamide, \ 

N 1 - {( 1 S,2R)- 1 .(3,5-Difluorobenzyl)-3-[(3-ethylbenzyVmino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropylbenzene-l ,3,5-tricarboxamide, \ 

ethyl 3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- \ 
methoxybenzyl)amino]propyl}amino)carbonyl]-5- \ 
[(dipropylamino)carbonyl]benzoate, \ 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]pr^yl}-N 3 ,N 3 - 
dipropyl-5-{[(trifluoromethyl)sulfonyl]amino}isophthalamide, \ 
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5-amino-N I -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } -N 3 ,N 3 -dipropylisophthalamide, 

!-{( 1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -5- 
[(methylsmfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{WS ) 2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ,N 3 - 
dipropyl-5-[(tnien-2-ylsulfonyl)amino]isophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl -2-hydroxy-3 - [(3 -methoxybenzy l)amino]propyl } -N 3 ,N 3 - 
dipropyl-5-[(thien-Vylcarbonyl)amino]isophthalamide, 

N I -{(lS,2R)-Vbenzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
(methacryloylamino)-N?,N 3 -dipropylisophthalamide, 

N'-IClS^R^l-B^^l^-hydroxy-S-tCS-methoxybenzyOaminoJpropyll-S- 
[(phenylsulfonyl)amino]-NiN 3 -dipropylisophthalamide, 

N-{(lS,2R)-l-benzyl^-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
(methylthio)pentanamide, 

3-amino-N-{(lS,2R)-l-b^nzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } -2-methylbutanamide, 

N-{(lS,2R)-l-benzyl-2-hydr^y-3-[(3-methoxybenzyl)amino]propyl}-2- 
ethylhexanamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy^-[(3-iodobenzyl)amino]propyl}-3- 
[(isobutylsulfonyl)amino]propanamide, 

N^fClS^RVl^^-difluorobenzyl^-hydroxy^-tCS- 
iodobenzyl)amino]propyl}-N 3 -(isobutylsulfon l yl)-beta-alaninamide ) 

54>ramo-N^(lS,2R)-H3^ 
iodobenzyl)amino]propyl}-N 3 ,N 3 -dipropylisophthalamide, and 

N^IClS^RJ-l-CS^-difluorobenzyO^-hydrbxy-S-Kl- 
phenylcyclopropyl)amino]propyl}-5-methyl-N 3 ,N 3 -mpropylisophthalamide, 

N*-((l S,2R)-1 -benzyl-2-hydroxy-3- {[(2-oxo-2)3-dihydro-l ,3-benzoxazol-6- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisopnthalamide, 

N l -{(lS,2R)4-(3 s 5-difluorobenzyl)-3-[(3-e%lbWl)amm^ 
hydroxypropyl}-N 3 ,N 3 ^ipropyl-5-{[(tri^ 

3-[( {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5-[(dipropyla)pino)carbonyl]benzoic 
acid, 
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N^IClS^R^l-CS^-difluorobenzyl^-fCS-ethylbenzyOamino]^- 

Ijydroxypropyl } -N 3 ,N 3 -dipropyl-5 -prop- 1 -ynylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino]pro 

py^-4-hydroxy-3-(pyrrolidin-l-ylcarbonyl)ben2amide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino]pro 

pyl}-2\[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N\{(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybeAzyl)amino]propyl} -N 3 ,N 3 -dipropyl-5-( 1 ,3-thiazol-2-yl)isophthalamide, 

N 1 -{(\s } 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

1 0 methoxybenzyl)amino]propyl } -5-methyl-N 3 -propylisophthalamide, 

N 3 - {( 1 S,2k)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-N^N 5 -dipropylpyridine-3,5-dicarboxamide, 

N 1 -((lS,2R)-l\3,5-difluorobenzyl)-2-hydroxy-3-{[(3-isobutyl-l,2,4-oxadiazol 

-5-yl)methyl]amino}prOTyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 

15 N 3 -{(lS s 2R)-l-(3 s Vdifluorobenzyl)-3-[(3-ethynylbenzyl)amin^ 

hydroxypropy 1} -N 5 ,N 5 -dipr^pylpyridine-3,5-dicarboxamide, 

N 3 -{(lS s 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

isopropylbenzyl)amino]propyl}-^ 5 9 N 5 -dipropylpyridine-3,5-dicarboxamide, 

N 1 K(lS J 2R)-l-(3,5-difluord^enzyl)-2-hydroxy-3-{[3-(4-hydroxybut- 

20 ynyl)benzyl]amino}propyl)-5-methy^ 3 ,N 3 -dipropylisophthalamide, 

l-{3-[({(lS,2R)-l-(3,5-difluoAenzyl)-3-[(3-e%lbe^ 

hydroxypropy 1 } amino)carbony 1] -5 -methylbenzoy 1 } -L-prolinamide , 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)V[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-N 3 -isopropyl-5-methylisophtnalamide, 

25 N'-fOS^RH-aS-difluorobe^ 

hydroxypropyl}-N 3 -ethyl-N 3 ,5-dimethylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-etVlbenzy^^ 

hydroxypropyl}-N 3 ,5-dimethyl-N 3 -prop-2-ynylisophtHalamide, 

N^IClS^RJ-l-CS^-difluorobenzyO-S-tCS-ethylbVzyOamino]^- 

30 hydroxypropyl}-N 3 -isobutyl-5-methylisophthalamide, 

N ! -(sec-butyl)-N 3 -{(l S,2R)-1 -(3,5-difluorobenzyl)-3\(3-ethylbenzyl)amino]- 

2-hydroxypropyl}-5-methylisophthalamide, 

N'-butyl-N^OS^RH-aS-^^ 

hydroxypropyl}-5-methylisophthalamide, 
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N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
\hydroxypropyl } -N 3 ,N 3 -diethyl-5-methylisophthalamide, 
\ N l -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hyoroxypropyl } -N 3 ,5-dimethyl-N 3 -propyIisophthalamide, 

\ N'-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxVpropyl} -N 3 -isopropyl-N 3 ,5-dimethylisophthalamide, 

Nibutyl-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxyprobyl } -N 1 ,5-dimethylisophthalamide, 

N'-{(l>S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)aniino]-2- 
hydroxypropyl}VN 3 -isobutyl-N 3 ,5-dimethylisophthalamide, 

N'^ClS^fO-l-CS^-difluorobenzyO-S-^S-ethylbenzyOamino]^- 
hydroxypropyl } -N^ethyl-5-methyl-N 3 -propylisophthalamide, 

N'^ClS^-lVs^-difluorobenzyO-S-KS-ethylbenzyOamino]^- 
hydroxypropyl} -N 3 -ethyl-N 3 -isopropyl-5-methylisophthalamide, 

N^N'-diallyl-N 3 -{0lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -5-methylisophthalamide, 

3-(azepan-l -ylcarbonylWJ- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3- 
ethylbenzyl)amino]-2-hydroxyproWl}-5-methylbenzamide 

N-{(lS,2R)-l-(3,5-difluorob\nzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3- [(4-hydroxypiperidV-l-yl)carbonyl]-5-methylbenzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyV3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3- [(3-hydroxypiperidin-lVl)carbonyl]-5-methylbenzamide, 

N'-IClS^RJ-l-CS.S-difluorobenzyO-sVcS-ethylbenzy^amino]^- 
hydroxypropyl} -N 3 ,N 3 -diisopropyl-5-methylisophthalamide, 

N l -butyl-N 3 -{(lS,2R)-l-(3,5^ifluorobeiAl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropylJ-N'-ethyl-S-methylisophthalamide, \ 

N'-(cyclopropylmethyl)-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3- 
ethylbenzy^aminoJ^-hydroxypropyll-S-methyl-N'-propylisophthalamide, 

N l -cyclohexyl-N 3 -{(lS,2R)-lK3,5^ifluorobenzyl)V[(3-ethylbenzyl)amino]- 
2-hydroxypropyl}-N 1 ,5-dimethylisophthalamide, \ 

N'-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[1 -(3\ 
methylphenyl)cycloprop yl]amino}propyl)-5-methyl-N 3 ,N 3 -diprop\lisophthalamide, 
and \ 
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N-KlS^R^l^S^-difluorobenzylH-KS-ethylbenzyOamino]^- 
/droxypropyl}-3-{[(trifluoromethyl)sulfonyl]amino}benzamide. 



25. A substituted amine of formula (X) according to claim 1 which is selected from 
the grmjp consisting of: 

{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxyben2yl)amino]propyl}-3- 
methyl-5-(2\propylpentanoyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}\3-(2-ethylpentanoyl)-5-methylbenzamide, 
10 N-{(lS,2R\l-benzyl-3-[(3-ethylbenzyl)amino]-2-hydroxypropyl}-3-methyl^ 
5-(2-propylpentanoyM>enzamide, 

N- { ( 1 S ,2R)- 1 -bejizyl-3- [(3 -ethynylbenzyl)amino] -2-hy droxypropyl } -3 - 
methyl-5-(2-propylpentari*^yl)benzamide ) 

N-{(lS 5 2R)-l-(3,5-d%orobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
1 5 hydroxypropyl } -3 -(2-ethylbuta\)yl)-5 -methylbenzamide, 

N 1 -{(1 S,2R)-1 -benzyl-3-[^-ethylbenzyl)amino]-2-hydroxypropyl}-5-(2- 
propylpentanoyl)isophthalamide, 

N- {( 1 S,2R)- 1 -benzyl-3-[(3-eth^lbenzyl)amino]-2-hydroxypropyl} -3-(2- 
ethylpentanoyl)-5-methylbenzamide, 
20 N 1 - {(1 S,2R)- 1 -(3 ? 5-difluorobenzylX3-[(3-ethylbenzyl)amino]-2- 

hy droxypropyl } -5 -(2-propy lpentanoy l)isophthalamide, 

N 1 - {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hXdroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-(2-propylpentanWl)isophthalamide, 

N-[(lS,2R)-3-[(3-ethylbenzyl)amino]-2-hydf9xy-l-(4-hydroxybenzyl)propyl]- 
25 3-methyl-5-(2-propylpentanoyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3H(3- 
methoxybenzyl)amino]propyl}-3-methyl-5-(2-propylpentkioyl)benzamide, 

N- {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3 -[(3-ethylbenzy^amino]-2- 
hydroxypropyl}-3-methyl-5-(2-propylpentanoyl)benzamide, 

30 N^^lS^-l-CS^-difluorobenzyO^-hydroxy-S-dS-CS^ 

pyridiny l)benzyl] amino } propyl)-5 -methyl- -dipropylisophtn^ilamide, 

N^^lS^RJ-l-CS^-difluorobenzyl^-hydroxy-S-ltS^- 

pyridinyl)benzyl]amino}propyl)-5-methyl- N^N^-dipropylisophthalanyde, 
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yNl-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxwenzyl)amino]propyl}- ^ 

N^(lS s 2R)-l-(3 3 5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropyl}- N3,N3-dipropyl-5-(l-propynyl)isophthalamide, 
5 Nl-{(lV2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino] 
hydroxypropyl}-^3 j N3. £ iip r0 pyi.5_(2-propynyl)isophthalamide, 

N 1 - {( 1 S,2lk- 1 -(3 ,5 -difluorobenzyl)-2-hydroxy-3 -[(3 - 
methoxybenzyl)aminonpropyl}-N3,N3-dipropyl-5-(2-propynyl)isophthalami 
N 1 - {( 1 S,2R)- 1 -fcyclohexylmethyl)-2-hydroxy-3 -[(3 - 
1 0 methoxybenzyl)amino]prapy 1 } -5 -methyl- -dipropylisophthalamide, 
N 1 -[(lS,2R)-3-(bei^lamino)-2-hydroxy-l-(3-thienylmethyl^^ 
methyl- N^N^-dipropylisopmhalamide, 

N 1 -[(lS,2R)-2-hydroxy^3-[(3-methoxybenzyl)amino]-l-(2- 
thienylmethy l)propyl] -5 -methyl- -dipropylisophthalamide, 

15 N 1 -{(lS)-14(lR)-2-(benzylkmino)-l-hydroxyethyl]-3-^^ 
dipropyl- 1 ,3 ,5-benzenetricarboxamide 

n!-[(1 S,2R)-2-hydroxy-3-[(3-n^thoxybenzyl)amino]-l -(3- 
thienylmethyl)propyl]-5-methyl- N^N^-ctoropylisophthalamide, 

N 1 -[( 1 S,2R)-3-(benzylamino)-2-hy(fipxy- 1 -(2-thienylmethyl)propyl]-5- 
20 methyl- N^,n3 -dipropylisophthalamide, 

N^IClS^RJ-l-CS-furylmethyO^-hydroVs-KS- 
methoxybenzyl)amino]propyl}-5-methyl- N^N^-dipropylisophthalamide, 

N 1 - {( 1 S,2R)-3-(benzylamino)- 1 -[4-(benzylo^)benzyl]-2-hydroxypropyl} - 
N3,N3-dipropyl-l,3,5-benzenetricarboxamide, 
25 N 1 -{(lS,2R)-l-(2-furylmethyl)-2-hydroxy-3-[(3-\ 

methoxybenzyl)amino]propyl} -5-methyl- N^N^-dipropynsophthalamide, 

r N 1 -[( 1 S,2R)-3-(benzylamino)- 1 -(cyclohexylmethyl)\2-hydroxypropyl]-5- 
methyl- ,n3 -dipropylisophthalamide, 

Nfl - {(1 S,2R)-2-hydroxy-l -(4-hydroxybenzyl)-3-[(3- 

30 methoxybenzyl)amino]propyl}-5-methyl- n3,N^ -dipropylisophthalamide, 
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N 1 -[( 1 S,2R)-3-(benzylamino)-2-hydroxy- 1 -( 1 -naphthylmethyl)propyl]- 

N^,1^3. ( jipropyl-l,3 J 5-benzenetricarboxamide 5 

2 ) 3»5-trideoxy-3-({3-[(dipropylamino)carbonyl]-5-methylben2oyl}amino)-5- 
[(3 -met|ioxybenzyl)amino]- 1 -S-phenyl- 1 -thio-D-erythro-pentitol, 

^-[(lS,2R)-3-(benzylamino)-l-(3-furylmethyl)-2-hydroxypropyl]-5-methyl- 
N^^^-dipfopylisophthalamide, 

N 1 -(CIS)- 1 - {( 1 R)- 1 -hydroxy-2-[(3-methoxybenzyl)amino]ethyl } -3 - 
methylbutyl)-5Vnethyl- N^N^-dipropylisophthalamide, 

Nl-[(lS,2K)-3-(benzylamino)-l-(4-fluorobenzyl)-2-hydroxypropyl]-N3^ 
dipropyl- 1 ,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-V(4-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -5-methyl- N^N^-dipropylisophthalamide, 

N 1 -[(1 S,2R)-3-(beWlamino)-l -(2-fiirylmethyl)-2-hydroxypropyl]-5-methyl- 
N^N^-dipropylisophthalamtde, 

N 1 -[( 1 S,2R)-2-hydroxV3-[(3-methoxybenzyl)amino]- 1 -( 1 - 
naphthylmethyl)propyl] -5 -methyl- N^N^-dipropylisophthalamide, 

N 1 -{(lS)4-[(lR)-2-(benzWamino)-l-hydroxyethyl]-3-me%^ 
dipropyl-13>5-benzenetricarboxamftIe, 

Ni-IClS^R^l-^-CbenzyloxyWnzyll^-hydroxy-S-tCS- 
methoxybenzyl)amino]propyl} -5-methylr N^N^-dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3 -(benzylamino)-2-hy^lroxy- 1 -(4-hydroxybenzyl)propyl]-5- 
methyl- ,N3 -dipropylisophthalamide , 

N 1 -(( 1 S)- 1 - {( 1 R)- 1 -hydroxy-2-[(3 -mefyoxybenzyl)amino]ethyl } -3 -butynyl)- 
5-methyl- ,n3 -dipropylisophthalamide, 

N^lS)-l-{(lR)-l-hydroxy-2-[(3-methox^^ 

N^N^-dipropyl-l^S-benzenetricarboxamide, 

5-(benzylamino)-2,3»5-trideoxy-3-({3-[(dipropVlamino)carbonyl]-5- 
methylbenzoyl } amino)- 1 -S-phenyl- 1 -thio-D-erythro-pemitol, 

N 1 - {( 1 S,2R)- 1 -[4-(benzyloxy)benzyl]-2-hydroxy-V[(3 - 
methoxybenzyl)amino]propyl} - N3,N3~dipropyl-l ,3>5-benzet}etricarboxamide, 
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5^ 



N 1 -[(1 S,2R)-3-(benzylamino)-2 -hydroxy- 1 -(4-hydroxybenzyl)propyl]-N3,N3- 
dipfypyl-l,3,5-benzenetricarboxamide, 

N 1 -[( 1 S,2R)-2-hydroxy-3 -[(3 -methoxybenzyl)amino]- 1 -( 1 - 

naphthylmethyl)propyl]- N 3 ,N 3 -dipropyl- 1 ,3,5-benzenetricarboxamide, 

5 N \ {( 1 S)- 1 -[( 1 R)-2-(benzylamino)- 1 -hydroxyethyl]-3-methylbutyl } -5- 

methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 SL2R) - 1 -(4-fluorobenzyl)-2-hydroxy-3 -[(3- 

methoxybenzyl)a\nino]propyl}- N^^^-dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -[(lS,2R\3-(benzylamino)-l-(3-fiiiylmethyl)-2-hydroxypm 
1 0 dipropyl- 1 ,3 ,5 -benzenetricarboxamide, 

n!-((1S)-1-{(1KJ-1 -hydroxy-2-[(3 -methoxybenzyl)amino] ethyl } -3 - 
methylbutyl)- N 3 ,N 3 -dipr^yl-l ,3,5-benzenetricarboxamide, 

N 1 - [( 1 S ,2R)-3 -(benzVlamino) - 1 -(4-fluorobenzyl)-2-hydroxypropy 1] -5 -methy 1- 

N 3 ,N 3 -dipropylisophthalamide 

15 Ni-KlS^RJ-S-Cbenzyki^oVHZ-fuiylme^l^^^^ 
dipropyl- 1 ,3 ,5 -benzenetricarboxamide, 

N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4-hydroxybenzyl)-3 -[(3 - 
methoxybenzyl)amino]propyl } - N 3 ,N 3 ^dipropyl- 1,3,5 -benzenetricarboxamide , 

N 1 -[( 1 S,2R)-3-(benzylamino)-2-h\droxy- 1 -( 1 -naphthylmethyl)propyl] -5 - 
20 methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(cyclohexylmethyl)-2-lWdroxy-3-[(3- 

methoxybenzyl)amino]propyl}- N 3 ,N 3 -dipropyW,3,5-benzenetricarboxamide, 

N 1 -[(lS,2R)-3-(benzylamino)-2-hydroxy-l\2-thienylmethyl)propyl]-N 3 ,N 3 - 
dipropyl-l,3,5-benzenetricarboxamide, 

25 NMO S,2R)-l-(3-furylmethyl)-2-hydroxy-3-[(j 

methoxybenzyl)amino]propyl}-N3,N3-dipropyl-l,3,5-benzenetricarboxamide, 

N 1 - {( 1 S,2R)-3-(benzylamino)- 1 -[4-(benzyloxy)ben^l]-2-hydroxypropyl } -5 - 
methyl- N 3 ,N 3 -dipropylisophthalamide , 

N 1 -{(lS,2R)-l-(2-furylmethyl)-2-hydroxy-3-[(3- 

30 methoxybenzyl)amino]propyl}- N 3 ,N 3 -dipropyl-l ,3,5-benzenetric\rboxamide, 
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N 1 -[(lS,2R)-3Kbenzylamino)-2-hydroxy-l-(3^hienylmethyl)propyl]-N 3 s N 3 - 
di^ropyl-l,3,5-benzenetricarboxamide, 

N 1 -[( 1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l -(2- 

thienyln[iethyl)propyl]- N3,N3<lipropyl-l,3,5-benzenetricarboxamide, 

- {( 1 S)- 1 -[( 1 R)-2-(benzylamino)- 1 -hydroxyethyl]-3-butynyl } - 5 -methyl - 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS s 2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(3- 

thienylmethyl)probyl]- N^N^-dipropyl-l ,3,5-benzenetricarboxamide, 

Ni^ClS^Rpj-CcyclohexylmethyO^-hydroxy^-tCS- 

10 methoxybenzyl)amino mropyl}- N3 s N3-dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -[(lS,2R)-2-hyVoxy-3-[(3-methoxybenzyl)amino]-l-(3- 

thienylmethyl)propyl]- N^N^-dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 -[( 1 S,2R)-2-hydrox\3-[(3-methoxybenzyl)amino]-l -(2- 

thienylmethyl)propyl]- N 3 ,N3-dipropyl-l jSsS-benzenetricarboxamide, 

15 N 1 - {(1 S,2R)-1 -(2-furylmetW)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } - N 3 ,N^\dipropyl- 1 ,3 s 5-benzenetricarboxamide, 

N 1 - {( 1 S,2R)- 1 -(3 -furylme%l)-2\ydroxy-3-[(3- 

methoxybenzyl)amino]propyl}- N3,N3-diprV»yl-l ,3,5-benzenetricarboxamide, 

N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4-hydroxyBenzyl)-3-[(3- 

20 methoxybenzyl)amino]propyl}-N3,N3-dipropyl^ 5 3,5-benzenetricarboxamide 5 

N 1 -((lS)-l-{(lR)-l-hydroxy-2-[(3-methoxybenzyl)amino]e%l}-3- 

methylbutyl)- N 3 JST 3 -dipropyl- 1 ,3 ,5-benzenetricarbox^mide, 

N 1 - {( 1 S,2R)- 1 -(4-fluorobenzyl)-2-hydroxy-3-[ 

methoxybenzyl)amino]propyl}- N3,N3-dipropyl-l,3,5-benzenetricarboxamide, 

25 N 1 -[( 1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)aminoVl -( 1 - 

naphthylmethyl)propyl]-N3,N3-dipropyl-l,3,5-benzenetricarb\>xamide, 

N 1 -{(lS,2R)-l-[4-(benzyloxy)benzyl]-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 ,N3-dipropyl-l,3,5-benzenetricaBi)oxamide, 

N 1 - {( 1 S,2R)-2-hydroxy- 1 -[3-(hydroxymethyl)benzyl]-3-[(3- 

30 methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N3-dipropylisophthalamide 
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N 1 -{(lS 5 2R)-3-[(3-ethylbenzyl)amino]-2-hydroxy-l-[3- 

\j(hydroxymethyl)benzy l]propyl } -5 -methyl-N^ -dipropy lisophthalamide, 

N 1 -{(lS,2R)-2-hydroxy-l-[3-(hydroxymethyl)benzyl]-3-[(3- 

iodo^enzyl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

r 1 - {( 1 S,2R)-2-hydroxy-l -[4-(hydroxymethyl)benzyl]-3-[(3- 

iodoben^l)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

N 1 \(lS J 2R)-3-[(3-ethylbenzyl)amino]-2-hydroxy-l-[4- 

(hydroxymetlwl)benzyl]propyl}-5-m 

N 1 - {( 1 s\R)-2-hydroxy- 1 -[4-(hydroxymethyl)benzyl]-3-[(3- 

1 0 methoxybenzyl)amino]propyl} -S-methyl-N^N^-dipropylisophthalamide, 

N 1 - {( 1 S,2R)-V(3-fluoro-5-hydroxybenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]OTopyl} -5-me 

N 1 -[( 1 S,2R)-3-[(3-Whylbenzyl)amino]- 1 -(3-fluoro-5-hydroxybenzyl)-2- 

hydroxypropyl]-5-methyl-N^N^-dipropylisophthalamide, 

15 N 1 - {( 1 S,2R)-1 -(3 -fluordr5-hydroxybenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-5-meuWl-N^,N3-dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -[3-(>enzylo^-5-fluorobenzyl]-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-5-methyl-N^,N3-dipropylisophthalamide, 

N 1 -{(lS,2R)-l-[3-(>eiizyloxy)-5-Worobenzyl]-2-hyd 

20 methoxybenzyl)amino]propyl}-5-methyl-N\N3-dipropylisophthalamide 5 
N-{(lS,2R)-l-[4-(benzyloxy)be^ 
methoxybenzyl)amino]propyl}-3-[(dipro^ 

Nl - {( 1 S,2R)- 1 -[4-(benzyloxy)benzyl]-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-N5,N5-dipropylpentanediamide 3 
25 34(dipropylamino)sulfonyl]-N-[(lS J 2R)-2-hy(LxyO-K3- 
methoxybenzyl)amino]- 1 -( 1 -naphthylmethyl)propyl]propanamide, 
Ni-tClS^R^-hydroxy-S-tCS-methoxybenzyOamii^-l^l- 

naphthylmethyl)propyl]- N^N^-dipropylpentanediamide, 

3-[(dipropylamino)sulfonyl]-N-{(lS,2R)-l-(4-fluoroberi^l)-2 
30 methoxybenzyl)amino]propyl}propanamide, 
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N* -{(1 S,2R)-1 -(4-fluorobenzyl)-2-hydroxy-3-[(3- 
metftpxybenzyl)amino]propyl}- N^N^-dipropylpentanediamide, 

L3-[(dipropylamino)sulfonyl]-N-{(lS,2R)-2-hydroxy-l-(4-hydroxybenzyl)-3- 
[(3-metftoxybenzyl)amino]propyl}propanamide 5 

5 Nl\{(lS,2R)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 

methoxybenayl)amino]propyl}- N^,N^-dipropylpentanediamide, 

34(diptopylamino)sulfony^^ 
methoxybenzyl)amino]propyl}propanamide, 

N 1 - {( 1 S,2^- 1 -(2-furylmethyl)-2-hydroxy-3 -[(3- 

1 0 methoxybenzy l)amiiro]propy 1 } - -dipropylpentanediamide , 

3-[(dipropylamino)sulfonyl]-N- {(1 S,2R)-1 -(2-furylmethyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}propanamide, 

N 1 -{(lS J 2R)-l-(3-ftirylmethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyU-N^,N5-dipropylpentanediamide, 
1 5 3-[(dipropylamino)sulftmyl]-N-[(l S,2R)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]- 1 -(2-thietaylmethyl)propyl]propanamide, 

N 1 -[(lS 5 2R)-2-hydroxy-3-K3-methoxybenzyl)amino]- 1 -(3- 

thienylmethy l)propyl] - ,N5-dipropy lpentanediamide, 

3-[(dipropylamino)sulfonyl]-NV( 1 S,2R)-2-hydroxy-3-[(3- 
20 methoxybenzyl)amino]-l-(3-thienylmetnyl)propyl]propanamide, 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-metWybenzyl)amino]-l-(2- 

thienylmethyl)propyl]-N^,N5-dipropylpentanediamide, 

N-{(1 S 3 2R)-1 -(3,5-difluorobenzyl)-2-lWdroxy-3-[(3- 
methoxybenzyl)amino]propyl} -3- {[(2R)-1 -ethylpyrrolidinyl]carbonyl} -5- 
25 methylbenzamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydro^v-3 -[(3- 
methoxybenzyl)amino]propyl } -3- { [(2S)- 1 -ethylpyrra^idinyljcarbonyl } -5- 
methylbenzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
30 methoxybenzyl)amino]propyl} -3-[(l -ethyl-1 H-imidazol-2-\l)carbonyl]-5- 
methylbenzamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[(3- 
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V methoxybenzyl)amino]propyl } -3 - [( 1 -ethy 1-4-methyl- 1 H-imidazol-5 -y l)carbonyl]-5- 
methylbenzamide, 

\ N 1 -(( 1 S,2S)-1 -(3,5-difluorobenzyl)-2-hydroxy-2- { 1 -[(3- 

methtoybenzyl)amino]cyclopropyl}ethyl)-5-methyl- N^N^-dipropylisophthalamide, 

5 N 1 -(( 1 S,2S)- 1 -(3,5-difluorobenzyl)-2- { 1 -[(3-ethylbenzyl)amino]cyclopropyl} - 

2-hydroxytethyl)-5-methyl- N^JS^-dipropylisophthalamide, 

( 1 R,2R,3R)-N* - {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyWmino]propyl} -N 2 ,N 2 -dipropyl-l ,2,3-cyclopropanetricarboxamide, 

( 1 R,2R,3V)-N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

1 0 methoxybenzyl)ammo]propyl } -3-phenyl- N^N^-dipropyl- 1 ,2- 
cyclopropanedicarboWnide, 

( 1 R,2R,3R)-NM(( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]prV>yl}-3-methyl-N 2 ,N 2 -dipropyl-l,2- 
cyclopropanedicarboxamidk 

15 (lR,2R,3S)-NM(lS,2R)-l-(3,5-dm^ 

methoxybenzyl)amino]propyl}-Vmethyl- N^N^-dipropyl-l ,2- 
cyclopropanedicarboxamide, \ 

(lR,2R3S)-N 1 -{(lS,2R)-l-(3 s 5-difluorobenzyl)-2-hydroxy-3^ 

methoxybenzyl)amino]propyl} -3 -phenyl- N^N^-dipropyl- 1 ,2- 
20 cyclopropanedicarboxamide, \ 

( 1 R,2R,3S)-N 1 - {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } - N 2 s N 2 -diprc(pyl- 1,2,3 -cycl opropanetricarboxamide , 

(1 R,2R,3S)-3-(2-amino-2-oxoe%l)-NV {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2- 

hydroxy-3-[(3-methoxyben2yl)amino]propyl}- N?,N2-dipropyl-l ,2- 
25 cyclopropanedicarboxamide, \ 

( 1 R,2R,3R)-3-(2-amino-2-oxoethyl)-N 1 - {( 19.2R)- 1 -(3,5-difluorobenzyl)-2- 

hydroxy-3-[(3-methoxybenzyl)amino]propyl}- N2,N 2 Jdipropy 1-1,2- 
cyclopropanedicarboxamide, \ 

(lR,2R,3S)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-%droxy-3-[(3^ 
30 methoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxokhyl]-3- 
methylcyclopropanecarboxamide, \ 
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(lR,2R,3R)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
sthoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 
metKylcyclopropanecarboxamide, 

i (1 S,2R,3R)-N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxw)enzyl)amino]propyl } -2-[2-(dipropylamino)-2-oxoethyl]-3- 
phenylcyclopropanecarboxamide, 

(lS,iR^S)-N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3 
methoxybenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 
phenylcyclopropanecarboxamide, 

(lS,2R,3E^N 1 -{(lS,2R)-l-(3,5^ifluorobenzyl)-2^ 
methoxybenzyl)ammo]propyl} -3-[2-(dipropylamino)-2-oxoethyl]- 1 ,2- 
cyclopropanedicarboxsimide, 

( 1 S^R^S^N 1 - m S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -3-[2-(dipropylamino)-2-oxoethyl]- 1 ,2- 
cyclopropanedicarboxamide^ 

N 1 -{(lS s 2R)-1^3 J 5-dihuorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } - M 3 ,n3 -dipropyl-5 - 
{[(trifluoromethyl)sulfonyl]aminoWsophthalamide, 

N 1 -{(lS,2R)-lK3,5-difluoro^nzyl)-34(3-ethylbenzyl)amino]-2- 

hydroxypropyl}- N 3 ,N 3 -dipropyl-5 - 
{ [(trifluoromethyl)sulfonyl]amino} isophfcalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-3 -[(3-ethylb\^l)amino]-2-hydroxypropyl}-N 3 ,N 3 - 
dipropyl-5-{[(trifluoromethyl)sulfonyl]aminoiisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3-^3-ethylbenzyl)amino]-2- 

hydroxypropyl}-5-{methyl[(trifluoromethyl)sulf^yl]amino}-N3,N 3 - 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -(3 ,5-difluorobenzyl)-2-hydroxV-3-[(3- 

methoxybenzyl)amino]propyl } -5- {methyl[(trifluorome4(yl)sulfonyl]amino} - N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(^ 

methoxybenzyl)amino]propyl}-N 3 ,N3-dipropyl-5- 
{propyl[(trifluoromethyl)sulfonyl]amino}isophthalamide, 
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\ N 1 - {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

metlroxybenzyl)amino]propyl}-5-[(methylsuIfonyl)amino]- N 3 ,N 3 - 
dipropylisophthalamide, 

NV{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

me thoxyberazy l)amino]propy 1 } - 5 - [(pheny lsu 1 fony l)amino] -N 3 ,N 3 - 
dipropylisophthalamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[(3- 
isopropylbenzyl)^ino]propyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N-{(lS,2R)\l-(3,5-difluorobenzyl)-34(3-ethynylbenzyl)amino]-2 
hydroxypropyl } -3-[(aipropylamino)sulfonyl]propanamide ) 

N-(( 1 S ,2R)- 1 -(a 5 -difluorobenzyl)-3 - { [3 -(dimethy lamino)benzy I] amino } -2- 
hydroxypropyl)-3-[(dipropylamino)sulfonyl]propanamide, 

N-(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3- { [(2-ethyl- 1 ,3 -thiazol-5- 
yl)methyl]amino}-2-hydroxwropyl)-3-[(dipropylamino)sulfonyl]propanamide, 

N-((l S,2R)-1 -(3 ,5-diflaorobenzyl)-2-hydroxy-3- {[(2-isobutyl-l ,3-thiazol-5- 
yl)methyl]amino}propyl)-3-[(di^opylamino)sulfonyl]propanamide, 

N-(( 1 S,2R)- 1 -(3 ,5-difluordbenzyl)-2-hydroxy-3 - { [(3-isobutyl-5- 
isoxazolyl)methyl]amino}propyl)-3V(dipropylamino)sulfonyl]propanamide, 

N-[(lS,2R)-3-[(3-cyclopropyl^ 
hydroxypropyl]-3-[(dipropylamino)sulranyl]propanamide, 

N 1 -[( 1 S J 2R)-34(3-cyclopropylbertzyl)amino]- 1 -(3 ,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisbphthalamide, 

N 1 -(( 1 S,2R)-1 -(3,5-difluorobenzyl)-2*ydroxy-3 - { [3-(l ,3-thiazol-2- 
y l)benzyl] amino } propyl)-5-methy 1-N 3 ,N 3 -dipropylisophthalamide , 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydtoxy-3- {[3-(l ,3-oxazol-2- 
yl)benzyl]amino}propyl)-5-methyl-N3,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3-[(3-acetylbenzyl)amino]- 1 -(3 3 5\difluorobenzyl)-2- 
hydroxypropyl]-5-methyl- N 3 ,N 3 -dipropylisophthalamike, 

N^(lS,2R)-3-[(3-acetylbenzyl)^^^ 
hydroxypropyl]- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamMe, 



420 



13615 .25USl^ PATENT 



N^KlS^^-S-tCS-acetylbenzyOaminol-l^^-difluorobenzylH- 
hy^roxypropyl]-5-(aminosulfonyl)- N^,n3 -dipropylisophthalamide, 

Ni-KlS^-S-KS-acetylbenzyOaminoJ-l^S^-difluorobenzyl)^- 
hydrox^propyl]-5-(methylsulfonyl)- N^Jsf^ dipropylisophthalamide, 

^-[(lS,2R)-3-{[3-(diethylamino)benzyl]amino}-l-(3,5-difluorobenzyl)-2- 
hy droxypropy 1 ] -5 -methyl -N^ -dipropy li sophthalamide, 

N 1 -((\s ) 2R)-l-(3 J 5-difluorobenzyl)-2-hydroxy-3-{[3-(4- 
morpholinyl)benzyl]amino}propyl)-5-meto^ 

N^aisA-l^^-difluorobenzyl^-hydroxy-S-iP-Cl- 
10 piperazinyl)benzyl]amino}propyl)-5-methyl-N3,N3-dipropylisophthalamide, 

N* -[(1 S,2R)-3-\[3-(aminosulfonyl)benzyl]amino} - 1 -(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyMSr3 5 N3-dipropylisophthalamide, 
Nl -[( 1 S,2R)-1 -(3 ,5\ifluorobenzyl)-3-( {3- 

[(dimethylamino)sulfonyl]bei^l}amino)-2-hydroxypropyl]-5-methyl-N^ 
1 5 dipropylisophthalamide, 

N^lS,2R)-l-(3,5-difluorW 
piperidinylsulfonyl)benzyl]amino}propyl)-5-m 

Nl-((lS,2R)-lK3,5^ifluoroberWl)-2-hydroxy-3-{[3- 
(methylsulfonyl)benzyl]amino}propyl)-f^^ 
20 N^lS,2R)-l-(3,5-difluorobenz^^^ 
(isopropylsulfonyl)benzyl]amino}propyl)-5-m^ 

N 1 -[(1 S,2R)-3- { [3-(aminocarbonyl)beiW]amino} - 1 -(3 ,5-difluorobenzyl)-2- 
hy droxypropyl] -5 -methy l-N^ -dipropylisophthalamide, 

Nl-[(lS,2R)-l-(3,5-difluorobenzyl)-3-({3- 

2 5 [(dimethylamino)carbony l]benzy 1 } amino)-2-hydroxypjppyl] -5 -methyl-N^ - 
dipropylisophthalamide, 

Nl-[(lS,2R)-3-[(3-cyanobenzyl)amino]-l-(3,5^ifl\orobenzyl)-2- 

hydroxypropyl]-5-methyl-N3,N3 -dipropylisophthalamide, 

3-({[(2R,3SH-(3,5Kiifluorophenyl)-3K{3-[(dipropylaAiino)carbonyl]-5- 
30 methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)phenylcal^amate, 
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3-({[(2R 5 3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]-5- 
methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)phenyl dimethylcarbamate, 

N 1 -(( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-( 1 - 

propynyl)benzyl]amino}propyl)-5-meth^ 

Nl-((lS,2R)-l-(3,5Klifluorobenzyl)-2-hydroxyO-{[ 

butynyljbenzyl] amino } propyl)-5 -methyl-tsP ,Tsf3 -dipropylisophthalamide, 

N lV 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- { [3-(2- 

propyny l)benWl] amino } propyl)-5 -me thyl-N 3 -dipropy li sophthalamide, 

Nl-((l^R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(5^^ 

10 oxadiazol-2-yl)methyl]amino}propyl)-5-methyl-N3,N3 -dipropylisophthalamide, 

Nl -((1 S,2RW-(3,5-difluorobenzyl)-3- {[3-(5-ethyl-l 5 3,4-oxadiazol-2- 

yl)methyl]amino}-2-hWoxypropyl)-5-methyl-N3,N3-dipropylisophthalamide, 

N* -((1 S,2R)-l-(^5-difluorobenzyl)-3- {[3-(5-ethyl- 1 ,3,4-thiadiazol-2-yl) 

methyl]amino}-2-hydroxypropyl)-5-methyl-N3,N^-dipropylisophthalamide, 

1 5 Nl -((1 S,2R)- l-(3,5-dffluorobenzyl)-2-hydroxy-3- {[3-(5-isobutyl-l ,3,4- 

thiadiazol-2-yl) methyl]amino}propyl)-5-methyl-N3,N3-dipropylisophthalamide, 

Nl-((1 S,2R)-l-(3,5-difluofobenzyl)-3-{[3-(3-ethyl-l ,2,4-thiadiazol-5-yl) 

methyl]amino}-2-hydroxypropyl)-5^methyl-N3,N3-dipropylisophthalamide, 

Nl-((lS,2R)-l-(3,5-difluorobeWl)-2-hydroxy-3-{[3-(3-isobu^ 

20 thiadiazol-5-yl) methyl]amino}propyl)-5yiethyl-N3,N3-dipropylisophthalamide, 

N^lS^RH^S-difluorobenzy^ 

oxadiazol-5-yl) methyl]amino}propyl)-5-memyl-N3,N3 -dipropylisophthalamide, 

N 1 -((1 S,2R)-l-(3,5-difluorobenzyl)-3-(|3-(3-ethyl-l ,2,4-oxadiazol-5-yl) 

methyl]amino}-2-hydroxypropyl)-5-methyl-N^,N? -dipropylisophthalamide, 

25 N 1 -((1 S,2R).l-(3,5-difluorobenzyl)-3- {[(2-dtfiyl- 1 ,3-oxazol-5- 

yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N3,N3idipropylisophthalamide, 

N^lS,2R)-l-(3,5^ifluorobenzyl)^ 

yl)methyl]amino}propyl)-5-methyl-N3,N3 -dipropylisophthalamide, 

N^lS,2R)-l-(3,5^ifluorobenzyl)^ 

30 oxadiazol-2-yl)methyl]amino}propyl)-5-methyl-N3,N3 -dipropylisophthalamide, 
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N^lS,2R)-l-(3,5-difluorobenzy^ 
t\iadiazol-2-yl)methyl]amino}propyl)-5-^ 
N^lS,2R)-l-(3,5-difluoroben^^ 
yl)me^l]amino}-2-hydroxypropyl)-5-meth^^ 

U(lS,2R)-l-(3 5 5-difluorobenzyl)-3-{[(5-ethyl-l 5 3,4-oxadiazo 
yl)methyl]amino}-2-hydroxypropyl)-5-^ 
N^l\^R)-l-(3,5-difluorob^^ 
yl)methyl]aminoV2-hydroxypropyl)-5-met^ 



^ N 1 -(( 1 S 5 2RKl -(3,5-difluorobenzyl)-3- {[(3-ethyl- 1 ,2,4-thiadiazol-5- 

10 yl)methyl]amino}-2-hwroxypro^ 

N 1 -(( 1 S,2R)-1 -(^-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl- 1 ,2,4- 
thiadiazol-5-yl)methyl]amira}propyl)-5-me^^ 

N 1 -((1 S,2R)-1 -(3,5-dmiiorobenzyl)-2-hydroxy-3- { [(3-isobutyl- 1 ,2,4- 
oxadiazol- 5 -y l)methy 1 ] amino } prV>yl)-5 -methy 1-N-* -dipropylisophthalamide, 
1 5 N 1 -((1 S,2R)-1 -(3 ,5-difluortfbenzyl)-3- {[(2-ethyl-2H-tetraazol-5- 

yl)methyl]amino}-2-hydroxypropyl)-^meft^ 

N 1 -((1 S,2R)-1 -(3,5-difluoroben^d)-2-hydroxy-3- {[(2-isobutyl-2H-tetraazol- 
5-yl)methyl]amino}propyl)-5-methy^ 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-3\f [(2-ethyl-4- 

20 pyrimidinyl)methyl]amino}-2-hydroxypropyl)-^methyl-N3,N^- 
dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroW3-{[(2-isopropyM 
pyrimidinyl)methyl]amino}propyl)-5-^ 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-3- {[(2-ethynVl-4- 

25 pyrimidinyl)methyl]amino} -2-hydroxypropyl)-5-methyl- N^,N 3 - 
dipropylisophthalamide, 

N^lS,2R)-l-(3,5-difluorobenzy^^ 

pyrimidinyl)methyl]amino}propyl)-5-met^ 

N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-3-({[6-(dimethylamino)\- 

30 pyrimidinyl]methyl}amino)-2-hydroxypropyl]-5-methyl-N3,N3- 
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Dropylisophthalamide, 

N 1 -[( 1 S,2R)- 1 -(3 ,5-difluorobenzy l)-3 -( { [2-(dimethylamino)-4- 

pyrimidiny ljmethyl } amino)-2-hydroxypropy l]-5-methy 1-N 3 ,N 3 - 
dipropylisophthalamide , 

5 N rW 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3 -( { [4-(dimethylamino)-2- 

pyrimidinyl]methyl}amino)-2-hydroxypropyl]-5-methyl-N3,N3- 
dipropylisophtltelamide, 

N 1 -(( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(4-isopropyl-2- 
pyrimidinyl)methyhamino}propyl)-5-methyl-N3 5 N3 -dipropylisophthalamide, 
1 0 N* -((1 S,2R)- M3,5-difluorobenzyl)-3- {[(4-ethyl-2- 

pyrimidinyl)methyl]ammo}-2-hydroxypropyl)-5-methyl-N3,N^- 
dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -(3,5^Muorobenzyl)-3- {[(5-ethyl-3- 
pyridazinyl)methyl]amino}-2^iydroxypropyl)-5-methyl-N3,N3- 
1 5 dipropylisophthalamide, 

N 3 -(( 1 S,2R)- 1 -(3 ,5-difluo\obenzyl)-3 - { [3 -(dimethylamino)benzyl] amino } -2- 
hydroxypropy^-N^jN^-dipropyl-SjSrpyridinedicarboxamide, 

N 1 -((lS,2R)-l-(3,5-difluorob^l)-2-hydroxy-3-{[(5-isopropyl-3- 
pyridazinyl)methyl]amino}propyl)-5-m^thyl-N3,N3 -dipropylisophthalamide, 
20 N 3 -((l S,2R)- 1 -(3,5-difluorobenzy«-2-hydroxy-3 - {[3-(l - 

propynyl)benzyl]amino}propyl)-N5,N5-dip\opyl-3,5-pyridinedicarboxamide, 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-2Wdroxy-3- {[(6-isopropyl-4- 
pyridazinyl)methyl]amino}propyl)-5-methyl-N\N 3 -dipropylisophthalamide, 
N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3\ethynylbenzyl)amino]-2^ 
25 hydroxypropyl}-N5,N5-dipropyl-3,5-pyridinedicarboxamide, 
Ni-aiS^-l-CS^-difluorobenzyO^^tCe-etWM- 

pyridazinyl)methyl]amino}-2-hydroxypropyl)-5-methyl^N 3 ,N 3 - 
dipropylisophthalamide, 

N 3 -{(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-ft 
30 isopropylbenzyl)amino]propyl}-N5,N5-dipropyl-3,5-pyridin6dicarboxamide, 
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N^lS,2R)-l-(3,5-difluorobenzyl)-3-U^^ 
2-n^droxypropyl)-5-methyl-N3,N^-dipropylisophthalamide ) 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydrox^propyll-N^^^-dipropyl-SjS-pyridinedicarboxamide, 

-((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(6-isopropyl-2- 
pyrazinyl)inethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Ni-tC^S^R^-hydroxy^-^-methoxybenzyOaminoJ-l-CS^^- 
IrifluorobenzylWopyll-S-methyl-N^jN^-dipropylisophthalamide, 
N 1 -(( 1 S,2R)-2-hydroxy- 1 -(3 ,4,5-trifluorobenzyl)-3- { [3- 
1 0 (trifluoromethy l)benzy 1] amino } propy l)-5 -methyl-N 3 -dipropy lisophthalamide , 
N 1 -(( 1 S,2R)-2\hydroxy- 1 -(2,3 ,5,6-tetrafluorobenzyl)-3- { [3- 
(trifluoromethyl)benzyljamino } propy l)-5 -methyl-N 3 ,n3 -dipropy lisophthalamide, 

N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2,3,5,6- 
tetrafluorobenzyl)propyl]-5^nethyl-N 3 ,N^-dipropylisophthalamide, 
15 N 1 -(( 1 S,2R)- 1 -(3 ,5-difiuorobenzyl)-2-hydroxy-3- {[( 1 R,2S)-2-hydroxy-6- 

methoxy-2,3-dihydro-l H-inden^ -yl]amino}propyl)-5-methyl-N3,N3- 
dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluor<^benzyl)-2-hydroxy-3-{[(lR,2S)-2-hydroxy-6- 
methoxy-2 , 3 -dihy dro- 1 H-inden- 1 -y l]\mino } propy 1)-N3 ,n3 -dipropy 1- 1,3,5- 
20 benzenetricarboxamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenAl)-3-{[(lR,2S)-6-ethyl-2-hydroxy-^ 
dihydro- 1 H-inden- 1 -yl] amino} -2-hydroxy^ropyl)-5-methyl-N3 - 
dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-\[(lR,2S)-6-ethyl-2-hydro 
25 dihydro-lH-inden-l-yl]amino}-2-hydroxypropyl)-N3 } N3-dipropyl-l,3,5- 
benzenetricarboxamide, 

N 1 - {( 1 S,2R)-2-hydroxy- 1 -( 1 H-indol-5-ylme\hyl)-3-[(3- 
methoxybenzyl)amino]propyl } -5 -methy l-N 3 ,N-* -diproWlisophthalamide, 
N^tClS^RJ-S-ICS-ethylbenzyOaminol^-hydroxVl^lH-indol-S- 
30 ylmethyl)propyl]-5-methyl-N3,N3-dipropylisophthalamide,> 
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\ N 1 -[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(3- 
me^lbenzyl)propyl]-5-methyl-N3,N3-dipropylisophthalamide, 

>N 1 - [ ( 1 S ,2R)-2-hy droxy-3 - [(3 -methoxybenzy l)amino] - 1 -(3 - 
methylbeVzyl)propyl]- N^jN^-dipropyl-l^jS-benzenetricarboxamide, 
5 N 1 V 1 S ,2R)-2-hydroxy-3 -[(3 -methoxybenzy l)amino] - 1 -[3- 

(trifluorometlWl)benzyl]propyl } -5 -methyl-N^ -dipropy lisophthalamide, 

Nl-{(lS^2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-[3- 
(trifluoromethyl)beKizyl]propyl } -N^ ,N3-dipropyl- 1 ,3,5-benzenetricarboxamide, 

N 1 -[(lS,2R)Vhydroxy-3-[(3-methoxybenzyl)amino]-l-(2- 
10 pyridinylmethylJpropyl^-S-methyl-N^jN^-dipropylisophthalamide, 

Ni-tClS^^-hWroxy-S-tCS-methoxybenzyOamino]-!^- 
pyridinylmethyl)propyl]- N?,N^-dipropyl-l ,3 ,5-benzenetricarboxamide, 

Nl-{(lS,2R)-l-[3-fluOro-5-(trifluoromethyl)benzyl]-2-hydroxy-3-[(^ 
methoxybenzyl)amino]propy 1 } ^5 -methyl-N^ -dipropylisophthalamide , 

15 ^-{(IS^RH-P-fluoro-Vrt^ 
methoxybenzyl)amino]propyl}-N3,N^ 

N 1 - {( 1 S ,2R)-2-hydroxy-3-[(3 Wthoxybenzyl)amino]- 1 -[3- 
(trifluoromethoxy)benzyl]propyl}-5-mem^ 

N 1 - {(1 S,2R)-2-hydroxy-3-[(3-mefcoxybenzyl)amino]- 1 -[3- 
20 (trifluoromethoxy)benzyl]propyl} -N^N^-dipropyl- 1 ^jS-benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-l-(3-hydroxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N^,NAdipropylisophthalamide^ 

N 1 - {( 1 S,2R)-2-hydroxy- 1 -(3-hydroxybeniyl)-3-[(3- 
methoxybenzyl)amino]propyl } - ,N^-dipropyl- 1 ,3>5-benzenetricarboxamide, 
25 N!-[(l S^RJ^-hydroxy-S-tCS-methoxybenzyOWinol-l -(4- 

methylbenzyl)propyl]-5-methyl-N^,N3-dipropylisophth^amide, 

N 1 -[( 1 S,2R)-2-hydroxy^-[(3-methoxybenzyl)amirio]- 1 -(4- 
methylbenzyl)propyl]- N^N^-dipropyl-l ,3»5-benzenetricarb\xamide, 
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\ N 1 -{(1 S,2R)-l-(4-fluoro-3-methylbenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

\ N 1 - {( 1 S,2R)- 1 -(4-fluoro-3-methylbenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N3,N3-dipropyl-l,3,5-benzenetricarboxamide, 
5 N'V S,2R)- 1 -(4-chlorobenzyl)-2-hydroxy-3-[(3 - 

methoxybenAl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

N 1 - {( 1 S&R)-1 -(4-chlorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amMio]propyl } - .N-^-dipropyl- 1 ,3 ,5-benzenetricarboxamide, 
N 1 -{(1 S,2R)Vhydroxy-l-(3-methoxybenzyl)-3-[(3- 
10 methoxybenzyl)amino]OTOpyl}-5-methyl-N3,N^-dipropylisophthalamide, 
Nl-{(lS,2R)-2-hydroxy-l-(3-methoxybenzyl)-3-[(3- 
methoxybenzyOaminoJpropyW - ,N^ -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 -{(1 S,2R)-2-hydroxy\l -(4-methoxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl } -5Mnethyl-N^ ,N-* -dipropylisophthalamide, 
15 N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4\methoxybenzyl)-3-[(3- 

methoxybenzyl)amino]propyl } - ,N\dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-l-(3-chloro-5-fluordbenzyl)-2-hydroxy-3-[(3- 
memoxybenzyl)amino]propyl}-5-methyl-N^,N^ -dipropylisophthalamide, 
N 1 - {(1 S,2R)-1 -(3-chloro-5-fluorobenVl)-2-hydroxy-3-[(3- 
20 methoxybenzyl)amino]propyl}-N3,N3-dipropylM,3,5-benzenetricarboxamide, 
N 1 -{(lS,2R)-l-(4-chloro-3-fluorobenzyl)-Vhydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-memyl-N3,N3-dipW)pylisophthalamide, 

N 1 -{(lS,2R)-l-(4-chloro-3-fluorober^l)-2-hyVoxy-3-[(3- 
methoxybenzyl)amino]propyl}-N3,N3-dipropyl-l,3,5-bemzenetricarboxamide, 
25 Nl-{(lS,2R)-l-(3,5-dichlorobenzyl)-2-hydroxy-3-K3- 

methoxybenzyl)amino]propyl}-5-methyl-N3,N3 -dipropylisophthalamide, 

N 1 -{(1 S,2R)-1 -(3,5-dichlorobenzyl)-2-hydroxy-3-[(3- \ 
methoxybenzyl)amino]propyl} - N^.N^-dipropyl-l ,3,5-benzenetnfcarboxamide, 



427 



13615.25US 



1 



PATENT 



N 1 - {( 1 S,2R)- 1 -[4-(dimethylamino)benzyl]-2-hydroxy-3 -[(3 - 
metI^xybenzyl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

F 1 - {( 1 S,2R)-1 -[4-(dimethylamino)benzyl]-2-hydroxy-3-[(3- 
methoxyb^nzy l)amino]propy 1 } -N 3 -dipropyl- 1,3 9 5 -benzene tricarboxam ide , 
5 Ni-XlS^^-l-CS-chlorobenzyO^-hydroxy-S-tCS- 

methoxybenzyttamino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

N 1 - {( 1 S,V)- 1 -(3 -chlorobenzyl)-2-hydroxy-3-[(3 - 
methoxybenzy l)ammo]propyl } -S-methyl-N 3 ,N3-dipropylisophthalamide, 
N 1 - {( 1 S,2R)- Nn-fluorobenzyl)-2-hydroxy-3-[(3- 
1 0 methoxybenzyl)amino]pnsroyl } -5-methy l-N 3 ,]Nf3 -dipropylisophthalamide, 
N 1 - {( 1 S,2R)- 1 -(3-flitorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propylKN^,N3-dipropyl-13 5 5-benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-M4-isopropylbenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-mtethyl-N3,N3 -dipropylisophthalamide, 
15 N 1 - {(1 S,2R)-2-hydroxy-l -(4-\opropylbenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}- N3,N3-dk>ropyl-l ,3,5-benzenetricarboxamide, 

NM(lS,2R)-2-hydroxy-3-[(3-metlto^^ 
pyridinyl)methyl]propyl}-5-methyl-N 3 ,N3-diVopylisophthalamide J 

N 1 - {( 1 S,2R)-2-hydroxy-3 -[(3 -methoxy b^nzyl)amino] - 1 - [(6-methoxy-2- 
20 pyridinyl)methyl]propyl} -N^TsP-dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 - {( 1 S,2R)-2-hydroxy-3 -[(3-methoxybenzyVmino]- 1 -[(5-methyl-2- 
pyridinyl)methyl]propyl}-5-methyl-N3,N3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amriio]-l -[(5-methyl-2- 
pyridinyl)methyl]propyl}-N 3 ,N3-dipropyl-l,3,5-benzenetric2^rboxamide, 
25 N 1 - {( 1 S,2R)- 1 -(3-fluoro-4-methylbenzyl)-2.hydroxy- J\[(3- 

methoxybeiizyl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

N^iClS^RJ-l-CS-fluoro^-methylbenzyl^-hydroxy-S-tCsN 
methoxybenzyl)amino]propyl}-N3,N3-dipropyl-l,3,5-benzenetricarbokamide, 
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N 1 - {(1 S,2R)- 1 -(3-fluoro-4-methoxybenzyl)-2-hydroxy-3-[(3- 
methoxwenzyl)amino]propyl}-5-methyl-N^,N^-dipropylisophthalamide, 

N 1 \{(lS,2R)-l-(3-fluoro-4-methoxyben2yl)-2-hydroxy-3-[(3- 
methoxyben^l)amino]propyl}-N3,N^-dipropyl-13 5 5-benzenetricarboxamide, 
5 Nl-[(lSyR)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2-methoxy-5- 
methylbenzyl)prowl]-5-methyl-N3,N3-dipropylisophthalamide, 

Nl^(lS,2R)^-hydroxy-3-[(3-methoxybenzyl)amino]-l-(2-methoxy-5- 
methy lbenzyl)propyl] -1^3 ^3 -dipropy 1- 1,3,5 -benzenetricarboxamide, 

N 1 -[( 1 S,2R)-2-hydroxy-3 -[(3-methoxybenzyl)amino]- 1 -( 1 ,3-thiazol-2- 
1 0 ylmethyl)propyl] -5 -methy l^N^ s n3 -dipropy lisophthalamide, 

N 1 -[( 1 S,2R)-2-hydro^-3-[(3-methoxybenzyl)amino]- 1 -( 1 ,3-thiazol-2- 
ylmethyl)propyl] -N^ ,N3-dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 - {( 1 S,2R)- 1 4(5-chloro-Vthienyl)methyl]-2-hydroxy-3 -[(3- 
methoxybenzyl)amino]propyl } -5 -mraiy l-N^ ,N^ -dipropylisophthalamide, 
15 N 1 - {( 1 S,2R)- 1 -[(5-chloro-2-th Liyl)methyl]-2-hydroxy-3-[(3 - 

methoxybenzyl)amino]propyl}-N3,N3-dWopyl-l,3,5-benzenetricarboxam 

N- {(1 S,2R)- 1 -(3,5-difluorobenzyl^3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -4-hydroxy-3 -( 1 -pyrrolidiny Ifcarbonyl)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobe^ 
20 hydroxypropyl}-5-methyl-2-[(methylsulfo^ 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-eftylbenzyl)am 
hydroxypropyl}-2-[(methylsulfonyl)amino]-l,3-oxaTOle^-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethyll^nzyl)amino]-2- 
hy droxypropyl } -2- [(propylsulfony l)amino] -1,3 -thiazoleVl -carboxamide, 
25 N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[ 

methoxybenzy l)amino]propyl } -4-hydroxy-3 -( 1 -pyrrolidinylt arbony l)benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-[(propylsulfo^ 
carboxamide, 

30 N-{(lS,2R)-l-benzyl-3-[(3-e%lbenzyl)amino]-2-hydroxyp^pyl}-2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 
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N-(( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3- {[ 1 -(3-ethylphenyl)cyclopropyl]amino} - 
2-hydr\xypropyl)-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

r((lS,2R)-l-(3,5-difluorobenzyl)-3-{[l-(3-ethylphenyl)-l- 
methylethyl]amino} -2-hydroxypropyl)-4-hydroxy-3-( 1 - 
5 pyrrolidinylcarbonyl)benzamide, 

N-(( 1 s\r)- 1 -(3 ,5-difluorobenzyl)-3- { [ 1 -(3 -ethylphenyl)- 1 - 
methylethyl]ami\o}-2-hydroxypropyl)-2-[(methylsulfonyl)amin^ 
carboxamide, 

N- { ( 1 S ,2R)- l\benzy 1-2-hy droxy-3 - [(3 -methoxybenzy l)amino]propy 1 } -2- 
10 [(methylsulfony^aminOl-l^-oxazole^-carboxamide, 

N-(( 1 S,2R)- 1 -(3 ,Vdifluorobenzyl)-3- {[ 1 -(3-ethylphenyl)- 1 - 
methylethyl]amino}-2-hyd^xypropyl)-5-methyl-2-[(methylsulfo^ 
oxazole-4-carboxamide, 

N-((l S,2R)- 1 -(3 ,5-difluWobenzyl)-3- { [ 1 -(3-ethylphenyl)cyclopropyl]amino} - 
15 2-hydroxypropyl)^-hydroxy-3-(rvpyrrolidinylcarbonyl)benzamide, 

N- { ( 1 S »2R)- 1 -(3 , 5 -difluoroftenzy l)-3 - [(3 -ethynylbenzyl)amino] -2- 
hydroxypropyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N- {(1 S,2R)-1 -(3,5-difluorober^yl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-[(meth^sulfonyl)amino]-l,3-oxazole-4- 
20 carboxamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-t(3-ethynylbenzyl)amino]-2- 
hydroxypropyl} -5-methyl-2-[(meth^ 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hy*oxy-3-[(3- 
methoxybenzyl)amino]propyl}^-hydroxy-3-(l-pineridinylcarbonyl)bei^ 
25 N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroV3-[(3- 
iodobenzyl)amino]propyl}^-[(methylsulfo^ 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-iodobei%l)amino]propyl} -2- 
[(methy lsulfonyl)amino] - 1 ,3 -oxazole-4-carboxamide , 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3 
30 iodobenzyl)amino]propyl}-5-met^ 
carboxamide, 

N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)am^io]-2- 
hydroxypropyl}-4-hydroxy-3-(l-piperidinylcarbonyl)benzamide, 
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N- {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydrox^propyl } -4-[(methylsulfonyl)amino]- 1 ,3-oxazole-2-carboxamide, 

i( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl } -5-methyl-2- 

[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

5 N-{(lV2R)-l-(3,5-difluorobei^ 

hydroxypropyl^5-methyl-4-[(methyte^^ 

N-{(lS,2H)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}^-IWdroxy-3-(4-morpholinylcarbonyl)benzamide, 

| N-{(lS,2R)4^n,5-difluorobenzyl)-34(3-ethylbenzyl)am 

V 1 0 hy droxypropyl } -4- [(etny 1 sul fony l)amino] -1,3 -oxazole-2-carboxamide , 

^ N-{(lS,2R)-l-(3,Vdifluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}^-methyl-2-[(methylsulfonyl)amino]-l,3-oxazole-4- 

carboxamide, 

N- {(1 S,2R)- 1 -(3 ,5-diflk)robenzyl)-2-hydroxy-3 -[(3- 

15 iodobenzyl)amino]propyl}^-[(e\hylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N-{(lS,2R)4-(3,5-difluor^enzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}^-hydroxy-3-(4-moipholinylcarbonyl)benzamide J 

N-{(lS,2R)-l-(3,5-difluorobeiWl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-4-[(propylsulfo^ 

20 N- {( 1 S,2R)- 1 -(3,5-difluorobenzylV2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } -5 -methy 1-2- |(methy lsulfony l)amino] - 1 ,3 -oxazole-4- 

carboxamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-4-[(methylsulfo^ 

25 N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroW-3-[(3- 

methoxybenzyl)amino]propyl}-4-hydroxy-3-(l-pipen^inylcarbonyl)benzamide > 

N-{(lS,2R)-l-(3,5-difluorobenzy^^ 

hydroxypropyl } -4- [(methylsulfony l)amino] -1,3 -thiazole^S-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyO^ 

30 hydroxypropyl}-5-methyl-2-[(methylsulfo^ 

N-{(lS,2R)-l-(3,5Kiifluorobenzyl^^ 

hydroxypropyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-5-carboxamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzy l)-3 -[(3 -ethylbenzy l)amin^] -2- 

hydroxypropyl } -4-hydroxy-3 -( 1 -piperazinylcarbonyl)benzamide, 
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\ N-{(lS;2R)-l-(3,5-difluoroben^ 
hydrWypropyl}^-methyl-2-[(methylsulfonyl)amino]-l,3-oxazol^ 

V 4 - {( 1 S,2R)- 1 -(3 s 5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxy^pyl}-2-[(methylsulfonyl)amino]-l,3-oxazole^,5-dicarboxam 

N-{\lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)afnino]propyl} -2-[(methylsulfonyl)amino]- 1 ,3-oxazole-5-carboxamide, 
NM(l^R)-l-(3>difluorobe^ 

hydroxypropyl}^-hydroxy-N 3 -methylisophthalamide, 

N-{(lS,2R)-K(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propVl } ^ 
carboxamide, \ 

N- {( 1 S,2R)- 1 -(3,5-d^uorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(ethylsulf<^ 

N- {( 1 S,2R)- 1 -(3 ,5-diflu^ 
iodobenzyl)amino]propyl}-54(me^ls^ 

N 1 -{(lS,2R)-l-(3,5-difluorobWl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}^-hydro\v-N 3 -methylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzylV2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-methyl-5-[(m^ylsulfonyl)amino]-l,3-oxazole-2- 
carboxamide, \ 

N-{(lS,2R).l-(3,5^ifluoroben2yl)-2-hy^oxy-3-[(3- 
methoxybenzyl)amino]propyl } -2-[(e%lsulfonyl)\mino]- 1 ,3-oxazole-4-carboxamide, 

N- {( 1 S,2R)-1 -(3 ,5-difluorobenzyl)-3-[(3-etiWlbenzyl)amino]-2- 
hydroxypropyl}^-me%l-5-[(methylsulfo^ 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxyV[(3- 
methoxybenzyl)amino]propyl } -N 3 -ethyM-hydroxyisophthalamide, 

N-{(lS,2R)-l-(3,5^ifluorobenzyl)-3-[(3-ethylben^)amino]-2- 
hydroxypropyl} -5-[(methylsulfonyl)amino]- 1 ,3^xazole-2-carboxamide, 

N-{(lS,2R)-H3,5-difluorobenzyl)-2-hydroxy-3-[(3- \ 
iodobenzyl)amino]propyl}-2-[(e%lsulfo^ 

N-{(lS,2R)-l.(3,5-difluorobenzyl)-3-[(3-e%lbenzyl)ami^ 
hydroxypropyl } -5-[(methylsulfonyl)amino]-3-isoxazolecarboxamid\ 
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Nl-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydro^ypropyI}-N 3 -ethyl-4-hydroxyisophthalamide, 

-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenz^)amino]propyl}-5-[(methylsulfonyl)amino]-3-isoxazolecarboxamide, 

N-^S^-l^^-difluorobenzyl^-hydroxy^-tCS- 
iodobenzyl)a^ino]propyl}-2-[(propylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)aminoWopyl}-3-[(methylsulfonyl)amino]-5-isoxazolecarbox 

N 1 - {( 1 S 5 2R)\l -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[(3- 
iodobenzyl)amino]propyl } -N 3 -ethyl-4-hydroxyisophthalamide, 
N-{(lS,2R)-l-(3>difluorobenzyl)-3-[(3-ethylbenzyl)am 
hydroxypropyl}-3-[(methyr^lfonyl)amino]-5-isoxazolecarboxamide, 

N-{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-\-[(propylsulfonyl)amino]-l,3-oxazole-4- 
carboxamide, 

N- {( 1 S,2R)- 1 -(3,5-difluorobWyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-(hydrox^ethyl)-2-[(methylsulfonyl)amino]-l,3- 
oxazole-4-carboxamide, 

N 3 -(cyclopropylme%l)-N 1 -{(lS,2^-l-(3,5-difluorobenzyl)-2^ 
[(3-iodobenzyl)amino]propyl}^-hydroxyisophthalamide, 

5-cyclopropyl-N-{(lS,2R)-l-(3,5-difluotobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -2-[(methylsulfonyl)anW>]- 1 ,3-oxazole-4-carboxamide, 

N- {(1 S,2R)- 1 -(3 ,5^ifluorobenzyl)-3-[(3-ethVlbenzyl)amino]-2- 
hydroxypropyl}-2-[(propylsulfonyl)amino]-13-oxazoIe-4-carboxamide, 

N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3V3- 
iodobenzyl)amino]propyl}-5-isopropyl-2-[(methylsulfonyl)^mino]-13-oxazole^^ 
carboxamide, 

N 3 -(cyclopropylmethyl)-N 1 - {( 1 S,2R)- 1 -(3,5-difluorob^izyl)- 3 ~[( 3 - 
ethylbenzyl)amino]-2-hydroxypropyl}^-hydroxyisophthalamide\ 

N-[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(isopentyla^jino)propyl]-2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5^ifluorobenzyl).3-[(3^thylbenzyl)amino]-2- 
hydroxypropyl } -5-methyl-2-[(propylsulfonyl)amino]- 1 ,3-oxazole-4-carbo^mide, 
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N-[(lS,2R)-3-(cyclopropylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-2- 
[(mdtliylsulfonylJaminoj-ljS-oxazole^-carboxamide, 

-[(lS,2R)-3-[(3-ethylbenzyl)amino]-2-hydroxy-l-(4-hydroxybenzyl)propyl]- 

2- [(meth3Hsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N^-^S,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-^ 
hydroxypropylV4-hydroxy-N^-isobutylisophthalamide, 

2-{[(cyclOTropylmethyl)sulfonyl]amino}-N-{(lS s 2R)-l-(3,5-difluorobenzyl)- 

3- [(3 -ethylbenzyl)amino]-2-hydroxypropyl } - 1 ,3 -oxazole-4-carboxamide, 

f U J N 1 -{(lS,2R)-l\3,5-difluorobenzyl)-34(3-ethylbenzyl)am^ 



> 

10 hydroxypropyl}-4-hydroW- N^-isobutyl-N^-methylisophthalamide, 



P 

i : b 

7,1 



N-{(lS,2R)-l-(3,5-*fluorobenzyl)-3-[(3-ethylbenzyl)am^ 
^ hydroxypropyl}-2-[(isobutyls\dfonyl)amino]-l J 3-oxazole-4-carboxamide, 

0 N 3 -(cyclopropylme%l)V^ 
il \ 
ethy lbenzyl)amino] -2-hy droxypro 

15 N- {( 1 S,2R)-1 -(3 ,5-difluorobeWl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } -2- [(isobo^ylsul fonyl)amino] -1,3 -oxazole-4- 

carboxamide, 

N 1 - {(1 S,2R)- 1 -(3,5-difluorobenzyl)-k[(3-ethylbenzyl)amino]-2- 

hydroxypropylJ^-hydroxy-N^-methyl-N^-projwlisophthalamide, 
20 N-{(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydrW3-[(3- 

iodobenzyl)amino]propyl}-2-[(isobutylsulfonyl)amiTO]-13-oxazole^-carboxamide, 

Ni-iClS^RJ-l^^-difluorobenzyO^-hydroxyVKS- 
methoxybenzyl)amino]propyl } -4-hydroxy-ISp -methyl-N^ Wopy lisophthalamide, 
N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3\ 
25 iodobenzyl)amino]propyl}-2-[(phenylsulfonyl)amino]-l,3-oxa\ole^-carboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N3-ethyM-hydroxy-N3-propylisop\thalamide, 

N-{(lS,2R)-l.(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -2- { [(4-methylphenyl)sulfonyl]amino) - 1 ,3-o\azole-4- 
30 carboxamide, 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-N3-ethyl-4-hydroxy-N3-propylisophthalamide, 
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-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxy^ropyl}-2-{[(4-methylphenyl)sulfonyl]amino}-l,3-oxazole-4-carboxamide, 

N-{(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropxl}-2-[(phenylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

5 N^IClS^^-l^^-difluorobenzyO-S-fCS-ethylbenzyOamino]^- 
hydroxypropyl} -4thydroxy-N^, N^-dipropylisophthalamide, 

N-{(lS,2RW-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
. hydroxypropyl}-2-[nrethyl(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

yj N^fClS^RJ-l-W.S-difluorobenzyO^-hydroxy-S-^S- 

10 methoxybenzyl)amino]pKtt)yl}-4-hydroxy-N3, N^-dipropylisophthalamide, 
N- {( 1 S,2R)- 1 -(3,5 -difluorobenzyl)-2-hydroxy-3 -[(3 - 
iodobenzyl)amino]propyl } -2-\jnethyl(methylsulfonyl)amino]- 1 ,3-oxazole-4- 
carboxamide, 

N 1 -{(lS,2R)-l-(3,5-diflu^robenzyl)-2-hydroxy-3-[(3- 
1 5 iodobenzyl)amino]propyl } -4-hydroxy-N3 , N 3 -dipropylisophthalamide, 
N- {(1 S,2R)- 1 -(3,5-difluorobertzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-2-[(methylsulfonyl)amino]-l,3-thiazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl\3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(methylsulfonyl)amino]Al,3-thiazole-4-carboxamide, 
20 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3\(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -5-[(methylsulfonyl)amino]-N 3 ,M 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)4K3,5-difluorobenzyl)-3-[(3\thylbenzyl)amino]-2- 
hydroxypropyl}-5-[(ethylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
N 1 - {( 1 S.2R)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethyJbenzyl)amino]-2- 
25 hydroxypropyl}-N 3 ,N 3 -dipropyl-5-[(propylsulfonyl)amlno]isophthalamide, 
N'-fClS^RJ-lKS.S-difluorobenzylJ-S-tCS-ethylb^izyOamino]^- 
hydroxypropyl } -5-[(isopropylsulfonyl)amino]-N 3 ,N 3 -diprobylisophthalamide, 

^'-{(lS^RJ-l^.S-difluorobenzyO-S-lCS-ethylbenzy^amino]^- 
hydroxypropyl}-5-[(isobutylsulfonyl)amino]-N 3 ^ 3 -dipropylism)hthalamide, 
30 N , -{(lS,2R)-l-(3,5^ifluorobenzyl)-3-[(3^thylbenzyl)aniino]-2- 

hydroxypropyl}-N 3 ,N 3 ^ipropyl-5-[(thien-2-ylsulfonyl)amino]isophthalamide, 

N'-IClS^RJ-l-CS.S-difluorobenzyO-S-fCS-ethylbenzylJamindl-Z- 
hydroxypropyl}-5-[(2-furylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalaipide, 

435 



13615.25US^^ PATENT 

N l -{(lS,2R)-l-(3,5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydrox\propyl}-N 3 ,N 3 -dipropyl-5-[(l,3^ 

1 {(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypr^yl}-5-[(l^-oxazol-5-ylsulfonyl)am 
5 N'-{Hs,2R)-l-(3>difluorobenzyl^ 
hydroxypropylV5-[(l,3-oxazol-4-ylsulfonyl)am 

N 1 -{(lS ) ^)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-N^ 3 -dipropyl-5-[(l^-^ 

N 1 -{(lS,2R)-M3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
10 hydroxypropyl}-5-{[(l^ethyl-lH-imidazol-4-yl)sulfonyl]amino}-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 5 5-Sifluorobenzyl)-3-[(3-ethylbenzyl)amino]-2 
hydroxypropyl}-5-[(phenylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalam 

5- { [(5-cyanopyridin-2-y\sulfonyl]amino} -N 1 - {( 1 S,2R)- 1 -(3,5- 
1 5 difluorobenzyl)-3-[(3-ethylbenzylj^mino]-2-hydroxypropyl} -N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3 5 5-difluorobe^l)-3-[(3-ethylbenzyl)amino^ 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-({[5-^fifluoromethyl)pyridin-2- 
yl] sulfonyl } amino)isophthalamide, 
20 N-{(lS,2R)-l-(3,5-difluorobenzyl)-3^(3-ethylbenzyl)amino]-2 

hydroxypropyl } -3 - { [( 1 -methyl- 1 H-imidazol-4 Vl)sulfonyl]amino} benzamide , 

N-{(lS;2R)-l-(3,5-difluorobe^^ 
hydroxypropyl } -3 -( { [ 5 -(trifluoromethy l)pyridin-2 Vl] sulfonyl } amino)benzamide, 

3-{[(5-cyanopyridin-2-yl)sulfonyl]am 
25 3-[(3 -ethylbenzyl)amino]-2-hy droxypropyl } benzamidi 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbe\^l)amino]-2- 
hydroxypropyl}-3-[(phenylsulfonyl)amino]benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzy^amino]-2- 
hydroxypropyl } -3-[(methylsulfonyl)amino]benzamide, 
30 N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)ari^no]-2- 

hydroxypropyl}-3-[(ethylsulfonyl)amino]benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylben2yl)amino\-2- 
hydroxypropyl } -3 - [(propylsulfonyl)amino]benzamide, 
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N N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -3-[(isobutylsulfonyl)amino]benzamide, 

N-V I S,2R)- 1 -(3 ,5 -difluorobenzyl)-3 -[(3 -ethylbenzy l)amino]-2- 
hydroxypropyl}-3-[(isopropylsulfonyl)amino]benzamide, 

N- {( 1 S^R)- 1 -(3 ,5 -difluorobenzyl)-3 - [(3 -ethylbenzyl)amino] -2- 
hydroxypropyl } -3V { [( 1 -ethylpropy l)sulfonyl] amino } benzamide, 

3-[(cyclohe%lsulfo^ 
ethylbenzyl)amino]-2^hydroxypropyl}benzamide, 

N-{(lS,2R)-l-(^5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -3- { [( 1 -propylbutyl)sulfonyl]amino}benzamide, 

N-{(lS,2R)4-(3,5-^fluorobenzyl)-3-[(3-ethylbenzyl)amm^ 
hydroxypropyl}-3-[(thien-2-^sulfonyl)amino]benzamide, 

N- {(1 S,2R)-1 -(3,5-difli^robenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(2-furylsulfoiWl)amino]benzamide, 

N-{(lS,2R)-l-(3,5-difluorote^ 
hydroxypropyl}-3-[(isoxazol-5-ylsulfonyl)amino]benzamide, 

N-{(lS,2R)-l-(3,5-difluorote 
hydroxypropyl}-3-[(isoxazol-3-ylsulfonyl)amino]benzamide J 

N-{(lS,2R)-l-(3>difluorobe^ 
hydroxypropyl}-3-[(3-furylsulfonyl)amino]Denzamide, 

N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-3 -[(3-ethylbenzyl)amino]-2- 
hyckox>propyl}-3-[(tWen-3-ylsulfonyl)amino]b^nzamide, 

N-{(lS,2R)-l-(3,5-difluorobe^ 
hydroxypropyl}-3-[(l,3-thiazoM-ylsulfonyl)aminojbenzamide, 

N-{(lS,2R)-H3,5-difluorobenzy^ 
hydroxypropyl}-3-[(l,3-thiazol-5-ylsulfonyl)amino]ber^zamide, 

N- {(1 S,2R)-1 K3,5^ifluorobenzyl)-3-[(3-ethylbeA^l)amino]-2- 
hydroxypropyl}0-[(l^-thiazol-2-ylsulfonyl)amino]benzamide, 

N^(lS,2R)-l-(3,5-difluorobenzyl)-24iydro^ 
N 3 ,N 3 -dipropyl-5- { [(trifluoromethyl)sulfonyl]amino} isophthammide, 

N'-KlS^R^-amino-l^SKiifto^^^ 
dipropyl-5-{[(trifluoromethyl)sulfonyl]amino}isophthalamide, \ 

^-[(lS^R)^ -amino-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, \ 
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N 1 -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(isopentylamino)propyl]-5- 
[(hi^thylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

>^(tert-butyl)-N 3 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]- 
2-hydroxyprbpvl } isophthalamide, 

N'-(tert-bb^l)-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]- 
2-hydroxypropyl } -5-metiiylisophthalamide, 

5-bromo-N'-(tert-bi)^l)-N 3 -{(l S,2R)-1 -(3,5-difluorobenzyl)-3-[(3- 
ethylbenzyl)amino]-2-hydroxypi^8pyl}isophthalamide, 

34ert-butoxy-N-{(lS,2R)4-(3^difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}benzamide, 

3-tert-butoxy-N-{(lS,2R)4-(3,5-difluorbbenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-methylbenzamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethylbenzy4)amino]-2- 
hydroxypropyl} -3- { [(trifluoromethyl)sulfonyl]amino}benzamiabv 

N- {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]^3^ 
hydroxypropyl}-3-(trifluoromethoxy)benzamide, and \ 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -3-methyl-5-(trifluoromethoxy)benzamide . 



20 26. A protected compound of the formula (III) 



PROTECTING GROUP— HN 



O 

R^ 




(III) 



where Ri is: 

(I)C,-C 6 
substituents selected from 
substituted with C1-C3 a! 
-SH, -ON, -CF 3 , C1-C3 alkoxy, -. 



onally substituted with one, two or three 
consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
C 3 alkoxy), -F, -CI, -Br, -I, -OH, 
. a Ri-b where R|. a and R^are -H or C1-C6 alkyl, 



and -OC=0 NRuRi^ where Rj^ and R\j> are as defined above, 

(II) -CH 2 -S(O) 0 .2-(C,-C 6 aW 

(III) -CH2-CH 2 -S(0)o.2-(Ci-C\alkyl), 
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(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri- b where R]. a and Ri. b are - 
HorCi-C^lkyl, 

(V) C2-C6alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 >pi-C3 alkoxy, and -NRi_ a Ri-b where R|. a and Ri. b are -H or C r C 6 
alkyl, 

(VI) -(CH2)ni-(Ri-aryi) where ni is zero or one and where R| 
10 phenyl, 1-naphthyl, 2-nJrohthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 

optionally substituted witj^ one, two, three, or four of the following substituents on 
the aryl ring: 

(A) Ci^Ce alkyl optionally substituted with one, two or three 
substituents selected from the CTOttp consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 

1 5 -SH, and -NRi_ a Ri_ b where Ri. a q$(i\5>i. b are as defined above, -C=N, -CF 3 , C1-C3 
alkoxy, 

(B) C2-C6 alkekyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C^N, -CF 3 , C1-C3 alkoxy, and -NRi. a R^ where Ri_ a and Ri. b are ■ 

20 H or C,-C 6 alkyl, 

(C) C2-C6 alkynyl withWe or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, an\-NRi. a Ri_b where Ri_ a and Ri_ b are - 
HorCi-C 6 alkyl, 

25 (D)-F,Cl,-Bror-I, 

(F) -Ci-Ce alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NRn-2Rn-3 where Rn-2 and Rn-3 \re as defined below, 

(H) -OH, 

30 (I) -C^N, 

(J) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C^N, 
-CF 3 , Ci-C 3 alkoxy, and -NRi^Ru, where Ri_a and Ri-t,are -H or Ci-Ga alkyl, 
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(K)-CO-(Ci-C 4 alkyl), 

(L) -S02-NRi. a Ri-b where R], a and R]. b are as defined above, 
(M) -CO-NRi-aRi-b where Ri_ a and Ri.bare as defined above, or 
(N) -S0 2 -(Ci-C 4 alkyl), 
(VII) -(CH 2 )ni-(Ri-heteroaryi) where ni is as defined above and where 
Ri-heteroaryi is Selected from the group consisting of: 
pyridinyl, 
pyrimidinyl, 
quinolinyl, 
10 \ benzothienyl, 

vindolyl, 
l^dolinyl, 
pr^jdazinyl, 
pyraajnyl, 

15 isoinddlyl, 

isoquinoij 

quinazol 

quinoxal 

phthalazinyl, 
20 imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

25 indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofiiranyl, 
30 furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 
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triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

strahydroisoquinolinyl, 
isbindolinyl, 

isob^nzotetrahydrofuranyl, 
isobehz^etrahydrothienyl, 
isober 
benzo> 
pyridopyrid\ 
benzotetrahydtofiiranyl, 
benzotetrahydrotjiienyl, 
purinyl, 
benzodioxolyl, 
triazinyl, 
phenoxazinyl, 
phenothiazinyl, 
pteridinyl, 
benzothiazolyl, 
imidazopyridinyl, 
imidazothiazolyl, 
dihydrobenzisoxazinyl, 
benzisoxazinyl, 
benzoxazinyl, 
dihydrobenzisothiazinyl, 
benzopyranyl, 
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benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

iihydrocoumarinyl 

dmydroisocoumarinyl 

isoindolinonyl 

benzooioxanyl 

benzoxazplj 

pyrrolyl N£ 

pyrimidinyl 

pyridazinyl N-c 

pyrazinyl N-oxid^ 

quinolinyl N-oxide,\ 

indolyl N-oxide, 

indolinyl N-oxide, 

isoquinolyl N-oxide, 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 

benzimidazolyl N-oxide, 
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pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Rj-heteroaryi group is bonded to -(CH2) n i- by any ring 
atom of the parent Ri-heteroaryi group substituted by hydrogen such that the new bond to 
the Ri-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted ^dth one, two, three, or four: 

'i-Ce alkyl optionally substituted with one, two or three 
substituents selected from fbe group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoV* and -NRi. a Ri-b where Ri_ a and Ri_bare as defined 
above, 

(2) C2-C6 a^k^yl with one or two double bonds, optionally 
substituted with one, two or three ^bitituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C^N, -CF 3 , CiflCAalkoxy, and -NRi_ a Ri-b where Ri_ a and Ri_ b are 
-H orCi-Ce alkyl, 

(3) C2-C6 alkynyl $dth one or two triple bonds, optionally 
substituted with one, two or three substitueiats selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxAand -NRi- a Ri_ b where Ri. a and Rub are 



-H orCi-C 6 alkyl, 



of: -F, 



(4) -F, CI, -Br or -I, 
(6) -Ci-Ce alkoxy optionall A substituted with one, two, or three 



(7) -NRn-2Rn-3 where Rn-2 and IJLn-3 are as defined below, 

(8) -OH, 

(9) -C^N, 

(10) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF3, C1-C3 alkoxy, -NR^Ri^, where Ri_ a and Rj^are -H or G^-Ce alkyl, 

(11) -CO-(Ci-C 4 alkyl), 
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(12) -S02-NRi. a R|.b where Ri_ a and Ri, b are as defined above, 

(13) -CO-NRi. a Rub where R|. a and Ri^are as defined above, or 

(14) -S02-(CpC4 alkyl), with the proviso that when ni is zero 
Ri-heteroa\i is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH2)ni-(Ri-heterocycie) where ni is as defined above and 
Ri-heterocycie i^elected from the group consisting of: 
morpholinyl, 
thiomorpholinyl, 
thiomorpholinyl S-oxide, 
^thiomorpholinyl S,S-dioxide, 

iperazinyl, 
homopiperazinyl, 
pyrrolidinyl, 
pyrroliWl, 
tetrahydrbpyranyl, 
piperidinyl,\ 
tetrahydrofiirflnVl, 
tetrahydrothipn] 
homopiperidinyl, ^ 
homomorpholinyl, 
homothiomorpholinyl 
homothiomorpholinyl S^S-dioxide, and 
oxazolidinonyl, 
dihydropyrazolyl 
dihydropyrrolyl 
dihydropyrazinyl 
dihydropyridinyl 
dihydropyrimidinyl 
dihydrofiiryl 
dihydropyranyl 
tetrahydrothienyl S-oxide 
tetrahydrothienyl S,S-dioxide 
homothiomorpholinyl S-oxide 
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where the Ri-heterocycie group is bonded by any atom of the 
parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Rrsheterocycie group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, three, or four: 

(1) Ci-Ce alkyl optionally substituted with one, two or 
three sul&tituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, ^C=N, -CF3, C1-C3 alkoxy, and -NRi_ a Ri_b where Ri_ a and Ri_ b are as 
defined abov^y 

(2) C2-C6 alkenyl with one or two double bonds, 
10 optionally substituted with one, two or three substituents selected from the group 

consisting of -F, -Cl,\pH, -SH, -ON, -CF 3 , C,-C 3 alkoxy, and -NR|_ a Ri_b where 
Ri.a and Ri_ b are -H or (\-Ce alkyl, 

(3) C2-C6alkynyl with one or two triple bonds, 
optionally substituted with dne, two or three substituents selected from the group 

15 consisting of -F, -CI, -OH, -SH. -C-N, -CF 3 , C1-C3 alkoxy, and -NR^R^ where 
Ru and Ri_b are -H or C\-Ce allqfjf, 

(4J -P CI, -Br or -I, 

(5) Ci-foe alkoxy, 

(6) -Ci-Qs alkoxy optionally substituted with one, two, 



20 or three of -F, 
below, 



(7) -NRN-2Rt^$ where Rn-2 and Rn-3 are as defined 



(8) -OH, 

(9) -ON, 

25 (10) C3-C7 cycloalkyL optionally substituted with one, 

two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 
-C^N, -CF3, C1-C3 alkoxy, and -NRi_ a Ri_b where Ri_ a a\d Ri-b are -H or Ci-Ce alkyl, 

(11) -CO-(Ci-C4 alkyl), 

(12) -S02-NRi- a Ri_b where R^ and Ri-bare as defined 

30 above, 

(13) -CO-NRi- a Ri-b where Ri_ a arikj Ri^are as defined 

above, 

(14) -S0 2 -(Ci-C 4 alkyl), or 
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(15) =0, with the proviso that when ni is zero 
-heterocycie is not bonded to the carbon chain by nitrogen; 
where R 2 is: 

(I) -H, 

(II) C\-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C^N,*^, C1-C3 alkoxy, and -NR Ua Ri_ b where R Na and Rj. b are as defined 
above, 

(MI) -(CH 2 )o-4-R2-i where R 2 -i is Ri- ary i or Ri-heteroaryi where Ri- ary i and 
10 Ri-heteroaryi are as afefined above; 

(IV) fo-Ca alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -CsHL -CF 3 , C,-C 3 alkoxy, and -NRi_ a R,_b where R Ua and R^are - 
H or C r C 6 alkyl, -F, -Cl\OH, -SH, -ON, -CF 3 , Q-Qj alkoxy, and -NR,_ a R,_ b where 

15 R Ua and R^are -H or Ci-O* alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substiUAfot^elected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alko$,\|id -NRi_ a Ri_ b where R,. a and R,. b are -H or Ci-C 6 
alkyl, or 

(VI) -(CH 2 )<m- C 3 -C7Vycloalkyl, optionally substituted with one, two 
or three substituents selected from theVroup consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , d-C 3 alkoxy, and -NR^Ri_ b whete R Na and Ri_ b are -H or C r C 6 alkyl; 

where R 3 is: 

(I) -H, 

(II) Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alkoxy, and -NRi. a Ri-b \here Ri. a and Ru b are as defined 
above, 

(III) -(CH 2 )o^-R 2 _i where R 2 .i is Ri-a^or Ri. h eteroaiyi where R UaTy ) and 

30 

Ri-heteroaryi are as defined above; 

(TV) C 2 -Ca alkenyl with one or two double bonds, 
(V) C 2 -Ce alkynyl with one or two triple bohds, or 
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(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 



or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF3\c r C3 alkoxy, and -NR|_ a Ri-b where Ri_ a and Rj_ b are -H or Ci-C 6 alkyl, 
and where R2 and R 3 are taken together with the carbon to which they are attached to 
form a cVrbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SCV, and -NRn-2-, where Rn-2 is as defined below; 

wherevC! is -CI, -Br, -I, -O-tosylate, -O-mesylate, or -O-nosylate; 

where PROTECTING GROUP is selected from the group consisting of t- 
butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarobnyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbo»iyl, 4-chlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarboiWl, 2,4-dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, Vbromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-M-xenyl)isopropoxycarbonyl, 1 , 1 -diphenyleth- 1 - 
yloxycarbonyl, 1,1-diphenylprjQrl-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyI, 2- 
(p-toluyl)prop-2-yloxycarboi yl/wclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarb pnylVyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(metfiylsulfonyl)e / thoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fmorenylmethoxycarbonyl, 2- 
(trimethylsilyl)ethoxycarbonyl, allyloxyc&rbonyl, 1 -(trimethylsilylmethyl)prop- 1 - 
enyloxycarbonyl, 5-benzisoxalylmethoxycVbonyl, 4-acetoxybenzyloxycarbonyl, 
2,2,2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cyclopropylmethoxycarbonyl, 4-(decyloxyl)benzyloxycarbonyl, 
isobornyloxycarbonyl and 1-piperidyloxycarborWl, 9-fluorenylmethyl carbonate, 
-CH-CH=CH 2 and phenyl-C(=N-)-H. \ 



27. A protected compound of formula (III) according\o claim 26 where Ri is: 
-CH2-(Ri^ryO» or \ 

"CH2-(Ri-heterx)aTyl)- \ 
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28. A protected compound of formula (III) according to claim 27 where Ri- ary i is 
v phenyl. 

/ 

29NA protected compound of formula (III) according to claim 28 where phenyl is 
5 substituted with one, two or three -F, -CI, -Br or -I. 

/ 

30. A pnActed compound of formula (III) according to claim 29 where phenyl is 
substituted with one or two -F. 

/ 

10 31. A protected cWpound of formula (III) according to claim 30 where phenyl is 
substituted with tw\-F in the 3- and 5- positions giving 3,5-difluorophenyl. 



-5-13. 



32. A protected compound of formula (III) according to claim 26 where R 2 and R 3 are 
both -H. 

\ / 

33. A protected compound of formula (III) according to claim 26 where 
PROTECTING GROUP is /-bu^carbonyl. 

/ 

34. A protected compound of formula (III) according to claim 26 where 
20 PROTECTING GROUP is benzyloxycarbonyl. 

/ 

35. A protected compound of formula (III)\ccording to claim 26 where Xi is -CI or 
Br. 

/ 

25 36. A protected compound of formula (III) accor^ng to claim 26 which is selected 
from the group consisting of: 

tert-butyl(lS)-3-bromo-l-(3,5-difluoroben2ylV2-oxopropylcarbamate, 
tert-butyl (lS)-3-chloro-l-(3,5-difluorobenzyl)-2K)xopropylcarbamate, 
benzyl (lS)-3-bromo-l-(3,5-difluorobenzyl)-2-ox^ropylcarbamate and 

30 benzyl (1 S)-3-chloro-l -(3,5-difluorobenzyl)-2-oxoptopylcarbamate. 



37. An alcohol of the formula (IV) 



448 



13615.25USU 



PATENT 



PROTECTING GROUP— HN 



OH 



/ 



ft, R2 



(IV) 



where Ri is: 

\ (I) Ci-Ce alkyl, optionally substituted with one, two or three 
5 substituents selected from the group consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
substituted wit\c r C 3 alkyl and C r C 3 alkoxy), -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 >Ci-C3 alkoxy, -NRi_ a Ri-b where R,_ a and R^are -H or Ci-C 6 alkyl, 
and -OC=0 NRi^RV where Ri_ a and Ri. b are as defined above, 
(II) A 2 -S(0)o.2-(CrC 6 alkyl), 
10 (III) -ClLcH 2 -S(0)o.2-(CrC 6 alkyl), 

(IV) C2-C6 Vlkenyl with one or two double bonds, optionally 
substituted with one, two orSthree substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CFUev£ 3 alkox Y> and -NRi_ a Ri-b where Ri_ a and Ri_ b are - 
H or Ci-C 6 alkyl, V\\ 
1 5 (V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 

with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NJE^i- a Ri-b where Ri. a and Ri-bare -H or Q-Ce 
alkyl, \ 

(VI) -(CH2) n r(Ri-aryi) where nj is zero or one and where Ri-aryi is 
20 phenyl, 1-naphthyl, 2-naphthyl and indanyl, iniienyl, dihydronaphthalyl, or tetralinyl 
optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring: \ 

(A) Ci-Ce alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of Ci-GU alkyl, -F, -CI, -Br, -I, -OH, 

25 -SH, and -NRi. a Ri- b where Ri_ a and Ri_b are as defined above, -ON, -CF 3 , Ci-C 3 
alkoxy, \ 

(B) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from th^group consisting of 
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-F\-C1, -OH, -SH, -C=N, -CF 3) C1-C3 alkoxy, and -NRi. a Ri-b where R u and R,. b are - 
H o\C|-C 6 alkyl, 

(C) C2-C6alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

5 -F, -CI, -ON, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where R u and Ri. b are - 
H or C|-C 6 alkyl, 

(D) -F, CI, -Br or -I, 

(F) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

10 \(G) -NRn-2Rn-3 Rn-2 and Rn-3 are the same or different and are 

selected from the group\consisting of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
substituted selected from theVroup consisting of: 

15 V (i) -OH, and 

(ii)-NH 2 , 

(c) -C1-C6 alkyl optionally substituted with one 



to three -F, -Cl 5 -Br, or -I, 



bonds, 



one triple bond, 



above, 



(A -C3-C7 cycloalkyl, 

(e) \Ci-C 2 alkyl)-(C 3 -C 7 cycloalkyl), 

(f) -(C.-C 6 alkyl)-0-(C r C 3 alkyl), 

(g) -C2-VC6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -CpCe alkjd chain with one double bond and 

0) -Ri-aryi where Ki-aryi is as defined above, and 

(k) -Rl-heteroaryl where Rl-heteroaryl IS as defined 



(H) -OH, 

(I) -CNN, 

(J) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH^-SH, -ON, 
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C]-C3 alkoxy, and -NRi_ a Ri-b where R]. a and Ri.bare -H or d-C6 alkyl, 
(K) -CO-(C,-C 4 alkyl), 

(L) -SC^-NRi-aRi-b where Ri. a and R^are as defined above, 
(M) -CONRi. a Ri-b where Ri_ a and R^are as defined above, or 
(N) -S0 2 -(Ci-C 4 alkyl), 
(VII) -(CH2) n r(Ri-heteroaryi) where x\\ is as defined above and where 
Ri-heteroaryi is selected from the group consisting of: 
pyridinyl, 
pyrimidinyl, 
quinolinyl, 
benzothienyl, 
\indolyl, 
indolinyl, 
pryidazinyl, 
pyraMnyl, 

isoindo^ylj 
isoquir 
quinaz|)liriVl, 
quinoxalinyl, 
phthalazinyl^ 
imidazolyl, 
isoxazolyl, 
pyrazolyl, 
oxazolyl, 
thiazolyl, 
indolizinyl, 
indazolyl, 
benzothiazolyl, 
benzimidazolyl, 
benzofiiranyl, 
furanyl, 
thienyl, 
pyrrolyl, 
oxadiazolyl, 
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thiadiazolyl, 
triazolyl, 
tetrazolyl, 
oxazolopyridinyl, 
imidazopyridinyl, 
isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 
^isochromanyl, 

romanyl, 
tettahydroisoquinolinyl, 
isoindolinyl, 

isobenfeotetrahydrofuranyl, 

isobenzo#trahydrothienyl, 

isobenzrftMenyl, 

benzoxq 

pyridopyridin^l, 

benzotetrahydroniranyl, 

benzotetrahydrothi^nyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 
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benzopyranyl, 

benzothiopyrany 1 , 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

iihydroquinolinyl 

dmydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydrorsocoumarinyl 

isoindolinaiwl 

benzodioxjan&l 

benzoxazAlinofayl 

pyrrolyl N-oxide^, 

pyrimidinyl N-oxi£ 

pyridazinyl N-oxide ,^ 

pyrazinyl N-oxide, 

quinolinyl N-oxide, 

indolyl N-oxide, 

indolinyl N-oxide, 

isoquinolyl N-oxide, 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 
453 



13615.25USU4 



PATENT 



benzimidazolyl N-oxide, 
pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryi group is bonded to -(CH2) n r by any ring 
10 atom of the parent^. heteroaryi group substituted by hydrogen such that the new bond to 
the Ri-heteroaryi group\eplaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted writh one, two, three, or four: 

\Ci-C6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
15 -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri_ a and R14, are as defined 
above, 

(2) C2-C6 aBffifnyl with one or two double bonds, optionally 
substituted with one, two or three luostituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 tf^coxy, and -NRi_ a Ri-b where Ri_ a and Ri- b are 

20 -H or Ci-C 6 alkyl, 

(3) C2-C6 alkynyl witk one or two triple bonds, optionally 
substituted with one, two or three substituentsN^elected from the group consisting of 
-F, -CI, -OH, -SH, -C-N, -CF 3 , C1-C3 alkoxy, af^ -NRi. a Ri-b where R u and Ri_ b are 
-H orCi-C 6 alkyl, 

25 (4) -F, CI, -Br or -I, 

(6) -Ci-Ce alkoxy optionally suB^tituted with one, two, or three 

of: -F, 

(7) -NRn-2Rn-3 where R N -2 and R N -3 Ve as defined above, 

(8) -OH, 

30 (9) -C^N, 

(10) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF3, C1-C3 alkoxy, -NR^Ri-b where Ri. a and Ri-bare -H or C1-C6 alkyl, 
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(11) -C0-(C,-C 4 alkyl), 

(12) -S02-NRi- a Ri-b where Rj. a and Ri-bare as defined above, 

(13) -CO-NRi. a Ri-b where R|. a and R].bare as defined above, or 

(14) -S02-(C|-C4 alkyl), with the proviso that when ni is zero 
Ri-heteroa\i is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH 2 )ni-(Ri-heterocycie) where ni is as defined above and 
Ri-heterocycie i\ selected from the group consisting of: 
morpholinyl, 
thiomorpholinyl, 
10 \ thiomorpholinyl S-oxide, 

thiomorpholinyl S,S-dioxide, 
ypiperazinyl, 

pmopiperazinyl, 
pWolidinyl, 
15 pyrr^linyl, 

)dropyranyl, 
piperidir 

tetrahydip^ranyl, 
tetrahyd 

20 homopiperidii 

homomorpholin^ 

homothiomorphofinyl, 

homothiomorpholinyi S,S-dioxide, and 

oxazolidinonyl, 
25 dihydropyrazolyl 

dihydropyrrolyl 

dihydropyrazinyl 

dihydropyridinyl 

dihydropyrimidinyl 
30 dihydrofuryl 

dihydropyranyl 

tetrahydrothienyl S-oxide 

tetrahydrothienyl S,S-dioxide 

homothiomorpholinyl S-oxide 
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where the Ri-heterocycie group is bonded by any atom of the 
parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-hetebcycie group replaces the hydrogen atom and its bond, where heterocycle is 
optiona\|y substituted with one, two, three, or four: 

(1) Ci-Cg alkyl optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -CaeN, -CF3, C1-C3 alkoxy, and -NRi_ a Rj.b where Ri_ a and Ri^are as 
defined above, 

(2) C2-C6 alkenyl with one or two double bonds, 
10 optionally substituted with one, two or three substituents selected from the group 

consisting of -F, -CI, \)H, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri.b where 
Ri- a and Ri_ b are -H or C\Ce alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, 
optionally substituted with o\ie, two or three substituents selected from the group 

15 consisting of -F, -CI, -OH, -SR -C=N, -CF 3) C r C 3 alkoxy, and -NR^R^ where 
Ri. a and R^b are -H or d-Ce altf/l) 

(4}^kci,-Bror-I, 

(5) CVC 6 alkoxy, 

(6) -Ci^Ce alkoxy optionally substituted with one, two, 



20 or three of -F, 
above, 



(7) -NRn-2&n-3 where Rn-2 and Rn-3 are as defined 



(8) -OH, 

(9) -C-N, 

25 (10) C3-C7 cycloaltfyl, optionally substituted with one, 

two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 
-C=N, -CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri_b where RiAand Ri.bare -H or Ci-Ce alkyl, 

(11) -CO-(C r C 4 alkyl), 

(12) -S02-NRi. a Ri-b where\R.i_ a and Ri_ b are as defined 

30 above, 

(13) -CO-NRi-aRi-b where Riband Ri.bare as defined 

above, 

(14) -S02-(CrC4 alkyl), or 
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\ (15) =0, with the proviso that when ri| is zero 

R|-heteniyc!e is not bonded to the carbon chain by nitrogen; 
where R2 is: 
\ (I)-H, 

Vll) Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , G1-C3 alkoxy, and -NRi. a Ri-b where Ri_ a and R Nb are as defined 
above, \ 

(III) -(CH 2 )o^-R2-i where R 2 -i is Ri-aryi or R\ 

-heteroaryl where Ri- a ryi and 

Ri -heteroaryl are as definedVbove; 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF3KC1-C3 alkoxy, and -NR^R^ where R Na and R,_ b are - 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -C=N, -CF 3 , C,-C 3 alkoxy, and -NRi_ a Ri_b where 
Ri_ a and Ri_b are -H or Q-Ce alkylA A 

(V) C2-C6 alkynyl wifjtf wfe or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where Ri_ a and Ri.bare -H or Ci-Ce 
alkyl, or \ 

(VI) -(CH2)o^- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi^Ri_ b where R^ and Ri_ b are -H or Ci-Ca alkyl; 

where R 3 is: \ 

(I) -H, \ 

(II) Ci-Ce alkyl, optionally substitutes with one, two or three 
substituents selected from the group consisting of Cj-OU alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C^N, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ru and Ri-b are as defined 
above, \ 

(III) -(CH 2 )(m-R2-i where R 2 .i is Ri_aryi or Ri\ e teroaryi where R^ and 
Ri -heteroaryl are as defined above; \ 

(TV) C 2 -C6 alkenyl with one or two double bonofe, 
(V) C 2 -Ce alkynyl with one or two triple bonds, on 
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(VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 



or threeWbstituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C r 6N alkoxy, and -NRi. a R]. b where R^ and Ri_ b are -H or C r C 6 alkyl, 
and where Ro and R 3 are taken together with the carbon to which they are attached to 
form a carboctole of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NR N _2-, where R N . 2 is as defined above; 

where Xi is -tl, -Br, -I, -O-tosylate, -O-mesylate, or -O-nosylate; 

where PROTECTING GROUP is selected from the group consisting of t- 
butoxycarbonyl, benzyldxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl,2\methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbonyl, 4-fchlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4^dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, 3-bron*benzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xeSy»isopropoxycarbonyl ,1,1 -diphenyleth- 1 - 
yloxycarbonyl, 1,1-diphenylprop-l-ylWcarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(p-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcytlohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfofayl)ethoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsilyl)ethoxycarbonyl, allyloxycarbonyl, \-(trimethylsilylmethyl)prop- 1 - 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, Xacetoxybenzyloxycarbonyl, 
2,2,2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cyclopropylmethoxycarbonyl, 4-(decyloxyl)ben2yloxyckrbonyl, 
isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluotenylmethyl carbonate, - 
CH-CH=CH 2 and phenyl-C(=N-)-H. \ 



39. An alcohol of formula (IV) according to claim 38 where Ri^i is phenyl. 




38. An alcohol of formula (IV) according to claim 37 where Rfyis: 

-CH2-(Ri-aryi), OT \ 
-CH2-(R|-heteroaryl). 
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40. Anyalcohol of formula (IV) according to claim 39 where phenyl is substituted 
with one,\(wo or three -F, -CI, -Br or -I. 

41 . An alcohcJlof formula (IV) according to claim 40 where phenyl is substituted 
with one or two ^p. 

/ 

42. An alcohol of foAnula (IV) according to claim 41 where phenyl is substituted 
with two -F in the 3- anc^5- positions giving 3,5-difluorophenyL 

/ 

43. An alcohol of formula (J^) according to claim 37 where R 2 and R 3 are both -H. 

/ 

44. An alcohol of formula (IV) according to claim 37 where PROTECTING GROUP 
is f-butoxycarbonyl. 

/ 



45. An alcohol of formula (IV) accord 
is benzyloxycarbonyl. 



j; to claim 37 where PROTECTING GROUP 



46. An alcohol of formula (IV) according toVlaim 37 where Xi is -CI or -Br. 



47. An alcohol of formula (IV) according to claiip 37 which is selected from the 
group consisting of: 

tert-butyl (IS, 2S)-3-bromo-l-(3,5-difluorobdpzyl)-2- 
hydroxypropylcarbamate, 

tert-butyl (IS, 2S)-3-chloro-l-(3,5-difluorobenzj^)-2- 
hydroxypropylcarbamate, 

benzyl (IS, 2S)-3-bromo-l-(3,5-difluorobenzyl)-2-h^droxypropylcarbamate 

and 

benzyl (IS, 2S)-3-chloro-l-(3,5-difluorobenzyl)-2-hydr6xypropylcarbamate. 



48. An epoxide of the formula (V) 
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PROTECTING GROUP— HN 



O 

?* \ 
C :C 



/\ 



^1 



(V) 



whpre R2 is: 

(I) -H, 

(II) C\-Ce alkyl, optionally substituted with one, two or three 

5 substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 \Ci-C 3 alkoxy, and -NRi_ a Ri.b where Ri. a and R^are as defined 
above, 

(III) -(CH 2 )(m-R2-i where R 2 -i is Ri. ary i or Ri-heteroaryi where Ri- ary ! and 
Ri-heteroaryi are as defined above; 

(IV) C 2 -Ck alkenyl with one or two double bonds, optionally 



substituted with one, two < 
-F, -CI, -OH, -SH, -C=N, 
HorCi-C 6 alkyl, -F, -CI, 



10 

ee substituents selected from the group consisting of 

-C3 alkoxy, and -NRi_ a Ri_b where Ri_ a and Ri_ b are - 
-SH, -CsN, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where 
Ri- a and Rj.b are -H or C\-Ce alkyl, 
1 5 (V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 

with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF3, C1-C3 alkoxy, and -^Ri_ a Ri-b where Ri- a and Ri_ b are -H or Ci-Ce 
alkyl, or 

(VI) -(CH 2 )o^- C3-C7 cycldalkyl, optionally substituted with one, two 
20 or three substituents selected from the groun consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi. a Ri_ b where R^and Ri, b are -H or Ci-Ce alkyl; 
where R 3 is: 

(I) -H, 

(II) CpCe alkyl, optionally substituted with one, two or three 
25 substituents selected from the group consisting of C1VC3 alkyl, -F, -CI, -Br, -I, -OH, 

-SH, -C^N, -CF 3 , C1-C3 alkoxy, and -NRi^Ri.b where^i^ and R^are as defined 
above, 

(III) -(CH 2 ) 0 -4-R2-i where R 2 _i is R 1<By i or I^-heteroaryi where Ri-aryi and 
Ri-heteroaryi are as defined above; 
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(IV) C2-C6 alkenyl with one or two double bonds, 

(V) C2-C6 alkynyl with one or two triple bonds, or 

(VI) -(CH2)o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three subVtituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF3, C1-C3 awcoxy, and -NRi. a Ri_b where Ri_ a and R^are -H or C1-C6 alkyl, 
and where R2 a\d R3 are taken together with the carbon to which they are attached to 
form a carbocyclfct of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn V, where where Rn-2 and Rn-3 are the same or different and are 
selected from the groupS^onsisting of: 

(a) -H, 

(b) -Ci-Ce alkyl optionally substituted with one 
substituted selected from the^roup consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

>i-C6 alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



bonds, 



25 one triple bond, 



rC3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C3-C 7 cycloalkyl), 

(f) -(Ci\C 6 alkyl)-0-(C r C 3 alkyl), 

(g) -C2-CA alkenyl with one or two double 

(h) -C2-C6 alfynyl with one or two triple bonds, 

(i) -Ci-Ce alkyKchain with one double bond and 



(j) -Ri-aryi, and 

(k) -Rl-heteroaryl > 

where PROTECTING GROUP is selected from the koup consisting of t- 

butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 

30 dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 

phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 

4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chloroo^nzyloxycarbonyl, 

2-chloroben2yloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 

bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloXycarbonyl, 4- 
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cyahobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1 , 1 -diphenyleth-1 - 
yloxyVarbonyl, 1,1-diphenylprop-l-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(p-toluynprop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyciopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
(triphenylphospftino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsily l)ethoxycarbony 1, allyloxycarbonyl, 1 -(trimethylsily lmethyl)prop- 1 - 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 
2,2,2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cyclopropylmethoxycarbbnyl, 4-(decyloxyI)benzyloxycarbonyl 5 
isobornyloxycarbonyl and Vpiperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 
CH-CH=CH 2 and phenyl-COpN-)-H, 
where Ri is: \ 



52. An epoxide of formula (V) according to claim SlWhere ni is 1. 

53. An epoxide of formula (V) according to claim 48 whtere phenyl is substituted in 
the 3- and 5- positions giving 3,5-difluorophenyl. \ 



54. An epoxide of formula (V) according to claim 48 where RAand R 3 are both -H. 



-CH 2 -phenyl where -phenyl is substituted with two -F, 

-(CH2)nl-Rl-heteroaiyl V S\ 
-(CH2)nl-Rl-heterocycle- 



/ 




/ 



5 1 . An epoxide of formula (V) according to claim 48 where Rj is: 

■(CH2) n 1 "(R 1 -heterocycle) • \ 
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55. Y.n epoxide of formula (V) according to claim 48 where PROTECTING GROUP 
is <-binpxycarbonyl. 

/ 

56. An epo\ide of formula (V) according to claim 48 where PROTECTING GROUP 
5 is benzyloxycafbonyl. 

/ 

57. An epoxide oM>rmula (V) according to claim 48 which is selected from the 
group consisting of: 

tert-butyl (lS)-2V3,5-difluorophenyl)-l-[(2S)-oxiranyl]ethylcarbamate, and 
1 0 benzyl ( 1 S)-2-(3 , SNdifluoropheny 1)- 1 - [(2 S)-oxirany 1] ethy lcarbamate . 

58. A protected alcohol of theSformula (VII) 



OH 



4* a 



PROTECTING GROUP — HN\ 



CH NH 

No 

/\ 

R 2 R3 



(VII) 



15 where R 2 is: 

(I) -H, 

(II) C1-C6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of E1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri_ b whef^ Ri_ a and Ri. b are -H or C|-C 6 

20 alkyl, and -00=0 NRi. a Ri-b where Ri_a and Ri_b are as\defined above, 

(III) -(CH 2 )o^-R2-i where R 2 -i is Ri-aryi or\J 

M -heteroaryl > 

(IV) C2-C6 alkenyl with one or two double\bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NR^Ri J^liere Rj_ a and Ri_ b are 

25 H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy\and -NR^R^ where 
Ri* and Ru>are -H or Ci-Ce alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where Ri_ a and R^art^-H or C r C 6 

30 alkyl, or 
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(VI) -(CH 2 )(m- C3-C7 cycloalkyl, optionally substituted with one, two 
or tiifee substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF 3 , C\C3 alkoxy, and -NR^Ri-b where Ri_ a and Ri.bare -H or Q-C6 alkyl; 
jre R3 is: 
(I)-H, 

f II) Ci-Cg alkyl, optionally substituted with one, two or three 
substituents sele\ted from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , 6^i-C3 alkoxy, and -NRi_ a Ri-b where Ri. a and Ri_ b are as defined 
above, 

(III) -(CH 2 ) 0 -4-R2-i where R 2 -i is R]_ ary i or Ri 

-heteroaryl ? 

(IV) C 2 -CXalkenyl with one or two double bonds, 

(V) C 2 -Ce alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )o AC3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected frbm the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi_ a RV where Rj_ a and Ri^are -H or Ci-Ca alkyl, 

and where R 2 and R 3 are taken toget 1 sr^ifh the carbon to which they are attached to 
form a carbocycle of three, four, fiv s.ssix or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroAtoni selected from the group consisting of -0-, 
-S-, -SO2-, and -NR N - 2 -, where R N - 2 and K^. 3 are the same or different and are selected 
from the group consisting of: 

(a) -H, 

(b) -Ci-CeVlkyl optionally substituted with one 
substituted selected from the group consisting of? 

(i) -Ottk and 

(ii) -NH 2 \ 

(c) -C1-C6 alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



(d) -C3-C7 cycloalkyO 

(e) -(C,-C 2 alkyl)-(C 3 -c\cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(C,-C\ alkyl), 

(g) -C2-C6 alkenyl with one\r two double 



bonds, 



(h) -C2-C6 alkynyl with one or two triple bonds, 
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(i) -Ci-Ce alkyl chain with one double bond and 

one triple bond, 

(j) -Ri-aryi where Ri- ary i is as defined above, and 

(k) -Ri_heteroaryl Where Rl-heteroary! IS as defined 

5 above; 

where ftr is: 

(IjvCi-Cio alkyl optionally substituted with one, two or three 
substituents selecteci from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH 3 -C=N, -CF3, C\-Ct alkoxy, -O-phenyl, -NRi. a Ri-b where Ri_ a and Ri^are as 
10 defined above, -OCK) MRi_ a Ri_b where Ru a and Rj^are as defined above, -S(=0)o-2 
Ri- a where Ri_ a is as defined above, - NRi. a C=0 NRi. a Ri-b where R]_a and Ri_ b are as 
defined above, -C=0 NRi^Ri_b where Ri_a and Ri_ b are as defined above, and -S(=0)2 
NRi. a Ri_b where Ri_ a and Rj-b are as defined above, 

(II) -(CH 2 )o-3-(C3\C8) cycloalkyl where cycloalkyl can be optionally 
15 substituted with one, two or three \ubstituents selected from the group consisting of 

C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SaLc-N, -CF 3 , C r C 6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(Ci-C4 alkyl), and -NR J a Ri_b where Ri_ a and Ri-b are as defined above, 

(III) -(CRc-xRc- y )o-4-Rc-ai\ where Rc- X and Rc- y are 

-H, 

20 C1-C4 alkyl optionaliyssubstituted with one or two -OH r 

C1-C4 alkoxy optionally\ubstituted with one, two, or three of: 

-F, 

-(CH 2 )(M-C3-C7 cycloalkyl, 
C2-C6 alkenyl containing one o\ two double bonds, 
25 C2-C6 alkynyl contianing one or t^o triple bonds, 

phenyl-, 

and where Rc- X and Rc- y are taken together with the Wbon to which they are 
attached to form a carbocycle of three, four, five, six, or seven carbon atoms, 
optionally where one carbon atom is replaced by a heteroatom Selected from the 
30 group consisting of -0-, -S-, -S0 2 -, and -NRn- 2 - and Rc^iyi is theNsame as RN-aryi; 

(IV) -(CRc-xRc- y )o-4-Rc-heteroaryi and Rc- X and Rc- y arenas defined above, 

(V) -(CRc-xRc.y)o^-Rc-aryi-Rc-aryi where Rc- X and Rc-y a^e as defined 

above, 
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(VI) -(CRc-xRc-y)o^-Rc-aryi-Rc-heteroaryi where Rc- X and Rc- y are as 

defined above, 

(VII) -(CRc-xRc-y)o-t-Rc-heteroaryi-Rc-aryi where Rc-x and Ro y are as 

defined ^>ove, 

5 \ (VIII) -(CRc-xRc- y )o-4-Rc-heteroaryi-Rc-heteroaryi where Rc- X and Rc- y are as 

defined abo\ 

(IX) -(CRc-xRc-y)o^-Rc-aryi-Rc-heterocycie where Rc- X and Rc- y are as 

defined above 

(X) \(CRc- x Rc- y )o-4-Rc-heteroaiyi-Rc-heterocycie where Rc-x and Rc- y are as 

10 defined above, 

(XI) -(0^c- x Rc-y)o^-Rc-heterocycie-Rc-aryi where Rc- X and Rc- y are as 

defined above, 

(XII) -(CRc^Rc^o^-Rc-heterocycie-Rc-heteroaryi where Rc-x and Rc- y are as 

defined above, 

1 5 (XIII) KCRc-xR^o-4-Rc-heterocycie-Rc-hete rocy cie where Rc- X and Ro y are as 

defined above, 

(XIV) -(CRc- x R^:- y )V4-Rc-heteroc y cie where Rc-x and Rc-yare as defined 

above, 

(XV) -[C(Rc-i)(Rc-2)]iVCO-N-(Rc- 3 )2 where Rc-i and Rc-2 are the 
20 same or different and are selected from i{ie group consisting of: 

(A) -H, 

(B) -Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting, of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and^-NRi^R^ where Ri_a and Ri. b are as 

25 defined above, 

(C) C2-C6 alkenyl with one orWo double bonds, optionally 
substituted with one, two or three substituents selecteaSfrom the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r (\alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_ a and Ri_b are as defined above, 

30 (D) C2-C6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from thagroup consisting of 

C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , Ci-C 6 alkoxy^-O- phenyl, and 

-NRuaRi-b where Ri^ and R|.bare as defined above, 

(E) -(C^^i-S^^CrCe alkyl), 
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(F) -(CH2)o-4-C3-C7 cycloalkyl, optionally substituted with one, 
twoW three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -iNrOH, -SH, -CsN, -CF 3 , C r C 6 alkoxy, -O- phenyl, -NRi. a R,. b where R,. a and 
Ri_b are a\defined above, 

(G) -(C,-C4alkyl)-Re-aryi, 

(H) -(C r C 4 alkylJ-Rc-heteroao'l. 

(I) -(Cl-C4alkyl)-Rc-heterocycle, 
(J) -Rc -heteroaryU 
(K) -Rc-heterocyclej 

OA) -(CH 2 ) M -Rc^-(CH 2 )o^-Rc'-aryi where Rqa is -0-, -S- or 
-NRc-5- where Rc-s is cVCe alkyl, 

(N)\(CH 2 )M-Rc-4-(CH2)o^-Rc-heteroaryi where Rc^ is as defined 

above, and 

(O) -IS^Wyi, 

and where Rc-3 is the saW or different and is: 
(A)-H, 

^1 optionally substituted with one, two or three 
Consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
\enyl, and -NRi_ a Ri-b where Ru and Ri.bare as 



(B) -C,-C 6 \ 

substituents selected from the grot! 
-SH, -C-N, -CF 3 , Ci-C 6 alkoxy, -( 
defined above, 

(C) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C-N,\cF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_ a and R^are as defined abc 

(D) C2-C6 alkynyl with one>or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , c\-C 6 alkoxy, -O- phenyl, and 
-NRi.aRi-b where Ri. a and Rub are as defined above, 

(E) -(CH2)o-4-C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consistinaof C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -C=N, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, anX-NR^R^ where R^ 
and Ri^are as defined above, 

(F) -Rc^ryi, 
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\ (G) -Rc -heteroarylj 

\ (H)-Rc -heterocyclej 

\ (I) -(C,-C 4 alkyO-Rc-aryi, 

\ (J) -(C I -C 4 alkyl)-Rc-heteroaryl, Or 

5 \ (K) -(d-C 4 alkyl)-Rc -heterocycle? 

\ (XVI) -CH(Rc-aryi)2 where Rc-aryi are the same or different, 
\(XVII) -CH(Rc-heteroaryi)2 where Rc-heteroaryi are the same or different, 

(XVIII) -CH(Rc-aryl)(Rc-heteroaryl) 5 

(XIX) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or 
10 Rc-heteroaryi or Rc-hete\cycie where one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl 

is optionally replaced Vith NH, NRn-5, O, or S(=0)o-2 , and where cyclopentyl, 
cyclohexyl, or \ 

-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 

-ON, -CF 3 , Ci-Ce alkoxy, *eO, or -NR]. a Ri-b where Ri_ a and Ri_ b are as defined above, 
1 5 (XX) C2-C10 alkenyl containing one or two double bonds optionally 

substituted with one, two or threresubstituents selected from the group consisting of 

d-C 3 alkyl, -F, -CI, -Br, -I, -oJiASH, -C=N, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 

-NRi_ a Ri_b where Ri_ a and Ri_bare a\ defined above, 

(XXI) C2-C10 alkynyl containing one or two triple bonds optionally 
20 substituted with one, two or three substStuents selected from the group consisting of 

C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -CfeN, -CF 3 , d-C 6 alkoxy, -O- phenyl, and 

-NRi- a Ri.b where Ri_ a and Ri_ b are as defined above, 

(XXI) -(CH 2 )o-i-CHR c ^-(CH\o.rRc.ar y i and Rc-6 is -(CH 2 ) 0 -6-OH, 

(XXII) -(CH2)o-i-CHRc-6-(CH 2 V.i-Rc-heteroaryi where Rc-6 is as defined 
25 above, \ 

(XXIII) -CH(-Rc. ar yi or R C -heteroar y i)A:0-0(C,-C4 alkyl), 

(XXIV) -CH(-CH2-OH)-CH(-OH)-pftenyl-N0 2 , 

(XXV) (C,-C 6 alkyl)-0-(C,-C 6 alkyl)-QH, 
(XXVII) -CH 2 -NH-CH 2 -CH(-0-CH 2 -CH0 2 , 

30 (XXVIII) -H, or \ 

(XXIX) .(CH 2 )o^-C(=NR 1 . a )(NR,- a R l - b ) whete RuandRLbare as 
defined above; \ 
or a pharmaceutical^ acceptable salt thereof. \ 
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where PROTECTING GROUP is selected from the group consisting of t- 
butoxyoarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroaoetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloWcarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbbnyl, 2-(4-xenyl)isopropoxycarbonyl, 1 , 1 -diphenyleth- 1 - 
yloxycarbonyl, 1,1-dipnenylprop-l-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(p-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycaraonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonjd, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2\(methylsulfonyl)ethoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsilyl)ethoxycarbonyl, allylofcycarbonyl, 1 -(trimethylsilylmethyl)prop- 1 - 
enyloxycarbonyl, 5-benzisoxalylmetho^pfbonyl, 4-acetoxybenzyloxycarbonyl, 
2,2,2-trichloroethoxycarbonyl, 2-ethynyfl-2\propoxycarbonyl, 
cyclopropylmethoxycarbonyl, 4-(decyloxyl)benzyloxycarbonyl 3 
isobornyloxycarbonyl and 1-piperidyloxycarbpnyl, 9-fluorenylmethyl carbonate, - 
CH-CH=CH 2 andphenyl-C(=N-)-H. 
where Ri is: 

-CH2-phenyl where -phenyl is substituted with two -F, 

"(CH2)nI-Rl-heteroaiyl and 

-(CH2)ni-Ri-heterocycie> chemically acceptable salts thereof. 

/ 

59. A protected alcohol of formula (VII) according to claii^58 where Ri is: 

-(CH2) n 1 "(Rl -hetcroaryl) • 



30 



60. A protected alcohol of formula (VII) according to claim 59 where nj is 1. 

61 . A protected alcohol of formula (VII) according to claim 58 whe^Ri is: 

"(CH2) n 1 "(Rl-heterocycle)* 



/ 



62. A protected alcohol of formula (VII) according to claim 61 where nj is\ 
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63. A\protected alcohol of formula (VII) according to claim 58 where phenyl is 
substituted in the 3- and 5- positions giving 3,5-difluorophenyl. 



/ 

5 64. A protefyed alcohol of formula (VII) according to claim 58 where R2 and R3 are 
both -H. 

/ 

65. A protected a^ohol of formula (VII) according to claim 58 where PROTECTING 
GROUP is f-butoxy^arbonyl. 

/ 

66. A protected alcohol of formula (VII) according to claim 58 where PROTECTING 
GROUP is benzyloxycar^onyl. 

/ 

67. A protected alcohol of formula (VII) according to claim 58 where Rc is: 
-H, 

-C,-C 8 alkyl, 

-(CH 2 )o.3-(C 3 -C7»^cloalkyl, 
-(CRc-xRc-y)o-4-R«:-|wi, 

oaryl, 

-(CRc-xRc-y)o-4-Rc-heterdcycle) Or 

-cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle 

where Rc-aryi or Rc-\eteroaryi or Rc-heterocycie are as defined in claim 



1. 



/ 



68. A protected alcohol of formula (Yll) according to claim 67 where Rc is: 
-d-Cg alkyl, 

-(CH 2 )o-3-(C3-C 7 ) cycloalkyl, 

-(CRc- x Rc-y)o^-Rc-aryl» 
-(CRc- x Rc-y)o-4-RC.heteroaryl, 
-(CRc-xRc-y)o^"Rc-heterocycle> or 

- cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle* 

■ / 

69. A protected alcohol of formula (VII) according to claim\68 where Rc is: 
-Ci-Cg alkyl, 
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-(CRc-xRc-y)o-4-Rc-aryl, 
-(CRc-xRc-y)o-4~Rc-heteroaryl t 

- cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

Rc-heterocycle- 

/ 

70. A protected alcohol of formula (VII) according to claim 58 which is selected 
from the group consisting of: 

tert-butyl (IS, 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)Amino]propylcarbamate, 
1 0 tert-butyl n S,2R)- 1 -benzyl-3-(ethylamino)-2-hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-3-(benzylamino)-2-hydroxypropylcarbamate, 
tert-butyl (1 S,1R)-1 -benzyl-3-(tert-butylamino)-2-hydroxypropylcarbamate, 
tert-butyl (1 S,2RV 1 -benzyl-2-hydroxy-3-[(4- 
methylbenzyl)amino]prowlcarbamate, 
15 tert-butyl (lS,2R)-l*enzyl-2-hydroxy-3-{[2-(4- 

methoxyphenyl)ethyl]amino¥torapylcarbamate 

tert-butyl (1 S,2R)- 1 -bC%l-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyicarftamate, 

ethyl ({(2R,3S)-3-[(tert-butO|xycarbonyl)amino]-2-hydroxy-4- 
20 phenylbutyl} amino)(phenyl)acetate, 

tert-butyl (1 S,2R)-1 -benzyl-2-ltydroxy-3-[(2- 
phenylethyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydri^y-3-{[(lS)-2-hydroxy-l- 
(hydroxymethyl)-2-phenylethyl]amino}prop\lcarbamate, 
25 tert-butyl (1 S,2R)-1 -benzyl-3-[(2-chlor^benzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-3-[(4-chlorobe^zyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-{[2-(^- 
30 hydroxyethoxy)ethyl]amino}propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-3-(2,3-dihydro- 1 H-in\jen-l -ylamino)-2- 
hydroxypropylcarbamate 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(2- 
hydroxypropyl)amino]propylcarbamate, 
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tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(tetrahydro-2- 
furanylmethyl)amino]propylcarbamate, 

teVbutyl(lS,2R)-l-benzyl-3-[(2,2-diethoxyethyl)amino]-2- 
hydroxypropylcarbamate, 
5 tert-buwl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-(pentylamino)propylcarbamate, 

tert-butyl\lS,2R)-l-benzyl-3-(cyclohexylamino)-2-hydroxypropylcarbamate, 
tert-butyl ( rS,2R)- 1 -benzyl-2-hydroxy-3-[(2- 
pyridinylmethyl)amim>]propylcarbamate, 

tert-butyl (lS,2RV3-[(2-aminobenzyl)amino]-l-benzyl-2- 
1 0 hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -tWzyl-2-hydroxy-3-[(3- 
pyridinylmethyl)amino]propyloarbamate, 

tert-butyl ( 1 S,2R)- 1 -benz$J-2-hydroxy-3 - { [2-( 1 - 
pyrrolidiny^ethy^aminojpropylcarbamate, 
1 5 tert-butyl ( 1 S,2R)- 1 -benzyl-2\ydroxy-3-[(2-hydroxy-2- 

phenylethyl)amino]propylcarbamate, 

tert-butyl (1S,2R)-1 -benzyl-3-[(3y-b^toxypropyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy\$-[(3- 
20 isopropoxypropyl)amino]propylcarbamate 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-(iBopentylamino)propylcarbamate, 
tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[^ 
phenylpropyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3-[(2- 
25 methoxyethyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3-[(2- 
phenoxyethyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(2- 
propoxyethyl)amino]propylcarbamate, 
30 tert-butyl ( 1 S,2R)- 1 -benzyl-3-[(3 ,3-dimethylbutyl)amino] 

hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4- 
phenylbutyl)amino]propylcarbamate, 
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tert-butyl(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
iodoti^nzyl)amino]propylcarbamate, 

3rt-butyl ( 1 S,2R)- 1 -benzyI-2-hydroxy-3-[(4- 
nitrobenzyi)amino]propylcarbamate, 
5 tert-bWl (1 S,2R)-1 -benzyl-3-[(3-chlorobenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (KS,2R)-1 -benzyl-3-[(4-chlorobenzyl)amino]-2- 
hydroxypropylcarbar 

tert-butyl ( 1 S,2fti- 1 -benzyl-2-hydroxy-3- {[2-(2- 
1 0 pyridinyl)ethyl]amino}pro^ylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -b^nzyl-2-hydroxy-3-[(4- 
pyridinylmethyl)amino]propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyW2-hydroxy-3- { [2-( 1 -methyl-2- 
pyirolidinyl)ethyl]amino}propylcarDkmate, 
1 5 tert-butyl ( 1 S,2R)- 1 -benzyl-S-^^^dimethylbenzyOamino]^- 

hydroxypropylcarbamate, 

tert-butyl ( 1 S ,2R)- 1 -benzyl-2-hyflro^v-3- { [2- 
(trifluorome thoxy )benzyl] amino } propy lcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-[(2-chloro^-phenoxybenzyl)amino]-2- 
20 hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [4^ 
(trifluoromethyl)benzyl]amino}propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-[(2,3-dichlorobenz^J)amino]-2- 
hydroxypropylcarbamate, 
25 tert-butyl (lS,2R)-l-benzyl-3-[(3,5-dichlorobenzyl)ai^ino]-2- 

hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l«benzyl-3-[(3 5 5-difluorobenzyl)amino\-2- 
hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [4- 
30 (trifluoromethoxy)benzyl]amino}propylcarbamate, 

tert-butyl ( 1 S,2R)-3 - { [4-(aminosulfonyl)benzyl]amino} - 1 -benzyl^ 
hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4- 
methoxybenzyl)amino]propylcarbamate, 
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tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4- 
methylt9enzyI)amino]propylcarbamate, 

tek-buty^lS^R^l-benzyl^-hydroxy-S-fCS^^- 
trimethoxyofenzyl)amino]propylcarbamate, 
5 tert-bXl (lS,2R)-l-benzyl-2-hydroxy-3-{[3- 

(trifluoromethoxV)benzyl]amino}propylcarbamate, 

tert-butyl (\S,2R)-l-benzyl-3-[(3 5 5-dimethoxybenzyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (IS, 2R)- 1 -benzy 1-3 - [ (2 ,4 -dimethoxybenzy l)amino] -2 - 
1 0 hydroxypropylcarbamate 

tert-butyl ( 1 S,2R)-\-benzyl-3-[([ 1 J *-biphenyl]-3-ylmethyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -bdnzyl-3-[(3 ,4-dichlorobenzyl)amino]-2- 
hydroxypropylcarbamate, 
1 5 tert-butyl (1 S,2R)-1 -benz))b-^[(4-fluorobenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl ( I S,2R)- 1 -benzylp-^ydroxy-S- {[3- 
(1rifluoromethyl)benzyl]amino}propylaarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hy\oxy-3-[(2- 
20 methylbenzyl)amino]propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydro^-3- { [( 1 R)- 1 ■ 
phenylethyljaminojpropylcarbamate, 

tert-butyl (1 S,2R)- 1 -benzyl-2-hydroxy-3\{[(l S)-l - 
phenylethyl]amino}propylcarbamate, 
25 tert-butyl (lS,2R)-l-benzyl-3-{[3,5-bis(trifl^^^ 

hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)-1 -benzyl-2-hydroxy-3- {[2- 
(trifluoromethy l)benzyl] amino } propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzy l-2-hydroxy-3- {[( 1 S)- 1 -(\- 
30 naphthyl)ethyl]amino} propyl carbamate, 

tert-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3- {[(1 R)-l -(1 - 
naphthy l)ethy 1] amino } propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4-hydroxy-3- 
methoxybenzyl)amino]propylcarbamate, 
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\ tert-butyl (lS 5 2R)-l-benzyl-3-[(3,4-dihydroxybenzyl)amino]-2- 
hydro\ypropylcarbamate, 

Wbutyl(lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxypropyl)amino]propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [( 1 R)-2-hydroxy- 1 - 
methy le thy 1] amino } propy Icarbamate, 

tert-buty V 1 S,2R)- 1 -benzyl-2-hydroxy-3 - { [( 1 S)-2-hydroxy- 1 - 
methylethylJaminoVjropylcarbamate, 

tert-butyl ( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 -(2-propynylamino)propylcarbamate, 

tert-butyl (lS s 2rVl-benzyl^-{[2-(2-fluorophenyl)ethyl]amino}-2- 
hydroxypropylcarbamateA 

tert-butyl ( 1 S,2R)- 1 -Wizyl-3- { [2-(3-fluorophenyl)ethyl]amino} -2- 
hydroxypropylcarbamate, \ 

tert-butyl ( 1 S,2R)- 1 -beir^l-3- { [2-(4-fluorophenyl)ethyl] amino} -2- 
hydroxypropylcarbamate, \ 

tert-butyl (1 S 3 2R)-1 -benzyl-E^fe-(4-bromophenyl)ethyl]amino} -2- 
hydroxypropylcarbamate, u \ 

tert-butyl (lS,2R)-l-benzyl-f2-hydroxy-3-{[2-(3- 
methoxyphenyl)ethyl]amino}propylcarbarrxate, 

tert-butyl (1 S,2R)-1 -benzyl-3- { [2-(2Adichlorophenyl)ethyl]amino}-2- 
hydroxypropylcarbamate, \ 

tert-butyl ( 1 S ,2R)- 1 -benzyl-3 - { [2-(3 -chlotophenyl)ethyl]amino} -2- 
hydroxypropylcarbamate, \ 

tert-butyl ( 1 S,2R)- 1 -benzyl-3- { [2-(2,6-dimetHoxyphenyl)ethyl]amino} -2- 
hydroxypropylcarbamate, \ 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [2-(4- \ 
methylphenyl)ethyl]amino}propylcarbamate, \ 

tert-butyl ( 1 S,2R)- 1 -benzyl-3 - { [( 1 R)- 1 -benzyl-2-hydroxyethyl]amino } -2- 
hydroxypropylcarbamate, \ 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-{[3-(4- \ 
morpholinyl)propyl]amino}propylcarbamate, \ 

tert-butyl ( 1 S,2R)- 1 -benzyl-3-[(3 ,3-dimethylbutyl)amino]-2-\ 
hydroxypropylcarbamate, \ 
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\tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [2-(4- 

morphol\nyl)ethyl]amino}propylcarbamate, 

tertsbutyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[( 1 - 

hydroxyprop\l)amino]propylcarbamate, 

tert-butW ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(2- 

thienylmethyl)armno]propylcarbamate, 

tert-butyl (rS,2R)-l -benzyl-2-hydroxy-3-[(4- 

hydroxybutyl)amino]p)ropylcarbamate, 

tert-butyl ( 1 S,2R^- 1 -benzyl-2-hydroxy-3- { [( 1 S)-2-hydroxy- 1 - 

10 phenylethyl]amino} propjdcarbamate, 

tert-butyl (lS,2R)-l\enzyl-3-[(2,4-dichlorobenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benWl-2-hydroxy-3- { [( 1 R)-2-hydroxy- 1 - 

phenylethyljamino} propylcarbamate 

1 5 tert-butyl (1 S,2R)-1 -benzol Im(3-tert-butylbenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (1 S,2R)-1 -benzyl-2-h^roxy-3-[(l - 

phenylethyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydro^-3-{[(lR s 2S)-2-hydroxy-2,3-dihydro- 

20 1 H-inden- 1 -yljamino} propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-[(3,4-dime\Jiylbenzyl)amino]-2- 

hydroxypropylcarbamate, 

methyl 7-{[(2R,3S)-3-[(tert-butoxycarbonyl)\mino]-4-(3,5-difluorophenyl)-2- 

hydroxybutyl] amino } heptanoate, 

25 tert-butyl (1 S,2R)-l-(3,5-difluorobenzyl)-2-hydr^y-3-{[2-(isobutylamino)-l- 

methyl-2-oxoethyl]amino}propylcarbamate, 

tert-butyl (1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy- > 3- { [( 1 S)-2- 

(isobutylamino)-l-methyl-2-oxoethyl]amino}propylcarbamate^ 

tert-butyl (lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[^-(isobutylamino)- 

30 1,1 -dimethyl-2-oxoethyl]amino}propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 - { [2-(i^butylamino)-2- 

oxoethyl]amino}propylcarbamate, 

tert-butyl (1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-( {(1S)-1- 

[(isobutylamino)carbonyl]propyl } amino)propylcarbamate, 
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tdrt-butyl ( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-( {(1R)-1- 
[(isobutylimino)carbonyl]propyl}amino)propylcarbamate, 

tert*utyl (lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2- 
hydroxypropwcarbamate, 

tert-butyl ( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-(ethylamino)-2- 
hydroxypropylca\bamate, 

tert-butyl (\s,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- 
(isobutylamino)propylcarbamate, 

tert-butyl (lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[3-(isobutylamino)-2- 
methyl-3-oxopropyl]armno}propylcarbamate, 

tert-butyl (1 S,2R)\l -(3,5-difluorobenzyl)-3-{[4- 
(dimethylamino)benzyl]amino}-2-hydroxypropylcarbamate, 

tert-butyl (1 S,2R)-3-Y [( 1 S)-l -ben2yl-2-(isobutylamino)-2-oxoethyl]amino}-l - 
(3,5-difluorobenzyl)-2-hydrowpropylcarbamate, 

tert-butyl (1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-( {(1S)-1- 
[(i sobuty lamino)carbony 1] -3 -mefew 

tert-butyl ( 1 S ,2R)- 1 -bei^WS - { [2-(dimethylamino)ethyl]amino} -2- 
hydroxypropylcarbamate, I \ 

tert-butyl (lS,2R)-l-benzyl-2%droxy-3-[(3- 
pyridinylmethyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)-3- {[(1 S)-l -[(bdnzyloxy)methyl]-2-(isobutylamino)-2- 
oxoethyl]amino}-l-(3,5-difluorobenzyl)-2Jhydroxypropylcarbamate, 

tert-butyl ( 1 S ,2R)- 1 -benzyl-2-hydro w-3-[( 1 -methyl- 1 - 
phenylethyl)amino]propylcarbamate, \ 

tert-butyl ( 1 S,2R)- 1 -(3 } 5-difluorobenzylV2-hydroxy-3 -( {( 1 R)- 1 - 
[(isobutylamino)carbonyl]-3-methylbutyl}amino)propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2*ydroxy-3-( {(1 S)- 1 - 
[(isobutylamino)carbonyl]butyl } amino)propylcarbamate, 

tert-butyl ( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hy)iroxy-3-{[(l S)-l - 
(hydroxymethyl)-2-(isobutylamino)-2-oxoethyl]amino}WopylcaA^ 

tert-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3-[(2- \ 
phenylethyl)amino]propylcarbamate, \ 

tert-butyl (lS,2R)-3-{[2-(benzylaminoH 
difluorobenzyl)-2-hydroxypropylcarbamate, \ 
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t&t-butyl ( 1 S,2R)- 1 -benzyl-3- { [( 1 S)-2-(benzylamino)- 1 -methyl-2- 
oxoethyl]Wino}-2-hydroxypropylcarbamate, 

tert4>utyl ( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3- {[( 1 S)-2-(ethylamino)- 1 -methyl-2- 
oxoethyl]ammo}-2-hydroxypropylcarbamate, 

tert-butVl (lS,2R)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propylcarbamate, 

tert-butyl ( PS,2R)- 1 -benzyl-2-hydroxy-3- { [( 1 S)-2-(isobutylamino)-2-oxo- 1 - 
phenylethyl]amino}propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-(isopentylamino)propylcarbamate, 

tert-butyl ( 1 S,2RJ- 1 -benzyl-3-(cyclohexylamino)-2-hydroxypropy lcarbamate, 

tert-butyl (1 S,2R)\l -benzyl-3-(butylamino)-2-hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- l\benzyl-2-hydroxy-3-[(3- 
methoxypropyl)amino]propylcarbamate, 

tert-butyl (1 S,2R)- 1 -b^izyl-2-hydroxy-3-[(2-hydroxy-2- 
phenylethyl)amino]propylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benz\l-3 - { [(3R,5 S)-3 ,5-dimethoxycyclohexyl]amino} -2- 
hydroxypropylcarbamate, (Vr 

dimethyl (lR,3S)-5-({(2R 3^j-3-[(tert-butoxycarbonyl)amino]-2-hydroxy-4- 
phenylbutyl } amino)- 1 ,3 -cyclohe: :aneoicarboxylate, 

(lR,3S)-5-({(2R,3S)-3-[(tert-bi^xycarbonyl)amino]-2-hydroxy-4- 
phenylbutyl } amino)- 1 ,3-cyclohexanedicarboxylic acid, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydr\xy-3- { [( 1 R)- 1 - 
phenylpropyl]amino}propylcarbamate, \ 

tert-butyl (1 S,2R)- 1 -benzyl-3-[(3-chlobbenzyl)amino]-2- 
hydroxypropylcarbamate, \ 

tert-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3^.(3- 
methoxybenzyl)amino]propylcarbamate, \ 

tert-butyl ( 1 S,2R)- 1 -benzyl-3-[([ 1 , 1 '-biphenW-S-ylmethyOamino]^- 
hydroxypropylcarbamate, \ 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3-[(3- \ 
iodobenzyl)amino]propylcarbamate, \ 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3- \ 
methylbenzyl)amino]propylcarbamate, \ 
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srt-butyl (1 S,2R)-1 -benzyl-2-hydroxy-3-[(2- 
phenylpropyl)amino]propylcarbamate, 

tert-buty 1 ( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 -[( 1 ,3 -thiazol-5- 
ylmethyl)amino]propylcarbamate, 
5 tert-butyl(lS,2R)-l-benzyl-2-hydroxy-3-[(2- 
thienylmethyl)am\no]propylcarbamate, 

tert-butyl ( 1 !5,2R)- 1 -benzyl-2-hydroxy-3-[(5-methoxy- 1 ,2,3 ,4-tetrahydro- 1 - 
naphthalenyl)amino]propylcarbamate, 

tert-butyl (1 S,2m- 1 -benzyl-2-hydroxy-3-[(2- 
1 0 pyrazinylmethyl)amino]propylcarbamate, 

tert-butyl ( 1 S,2R)- l\benzyl-3-[(3 ,5-difluorobenzyl)amino]-2- 
hydroxypropylcarbamate, 

tert-butyl (lS,2R)-3-[(l\ t 3-benzodioxol-5-ylmethyl)amino]-l-benzyl-2- 
hydroxypropylcarbamate, 
15 tert-butyl (lS,2R)-l-benzy\-3-[(3,5-dimethoxybenzyl)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2 bVdroxy-3-{[3- 
(trifluoromethyl)benzyl]amino}prop}lmrbamate, 

tert-butyl (lS 3 2R)-l-benzyl-3-[(2^urylmethyl)amino]-2- 
20 hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydrox\-3-[(7-methoxy- 1 ,2,3 ,4-tetrahydro- 1 - 
naphthalenyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-2-hydroxy-3V[3- 
(trifluoromethoxy)benzyl]amino}propylcarbamate\ 
25 tert-butyl (lS,2R)-l-benzyl-3-[(3-fluoroben^l)amino]-2- 

hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3- 
isopropoxybenzyl)amino]propylcarbamate, 

tert-butyl (lS,2R)-l-benzyl-3-[(3-bromobenzyl)ami^o]-2- 
30 hydroxypropylcarbamate, 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [(5-methyl-2\ 
furyl)methyl] amino } propylcarbamate, and 

tert-butyl ( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(5-methoxy- 1 ,2,\4-tetrahydro- 1 - 
naphthalenyl)amino]propylcarbamate. 
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71 . An amine of the formula (VIII) 



OH 



H 2 N. CH 



NH 

1 /\ 

R 1 R 2 R3 



(VIII) 



x~ - 
S r 



wh&re R2 is: 

(II) CACe alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Q-CaVlkoxy, and -NR|_ a Ri. b where Rj. a and Ri.bare -H or Ci-Ce 

10 alkyl, and -OC=0 NRi^Rb, where Ri_ a and Ri_b are as defined above, 

(III) -(CH 2 )oyR2-i where R 2 -i is Ri. a ryi or Ri-heteroaryi ; 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or tW;ee substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , ^-C 3 alkoxy, and -NR^R^ where Rj. a and Ri_ b are 

15 H or C r C 6 alkyl, -F, -CI, -OH, -KM, -C=N, -CF 3 , C r C 3 alkoxy, and -NR], a Ri-b where 
Ri_ a and Ri_ b are -H or Ci-Ce alktl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C^N, -CF 3 , Ci-C 3 alkoxy, and -NI\i. a Ri-b where Rj. a and Ri. b are -H or Ci-Ce 

20 alkyl, or 

(VI) -(CH 2 )<m- C 3 -C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C^N, 
-CF 3 , Ci-C 3 alkoxy, and -NRi-Jli-b where Ri_a ^id Ri. b are -H or C1-C6 alkyl; 

where R 3 is: 
25 (I)-H, 

(II) Ci-Ce alkyl, optionally substituteckwith one, two or three 
substituents selected from the group consisting of CpO* alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alkoxy, and -NRi^Ri_ b where R\ a and Ri_b are as defined 
above, 
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(III) -(CH 2 )o-4-R2-i where R 2 -i is Ri- ary i or Ri-heteroaryi where Ri-aryi and 
Ri-het^oaryi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, 

(V) C2-C6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )cm- C3-C7 cycloalkyl, optionally substituted with one, two 
or three sub&ituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF3, C1-C3 alkoxy, and -NRi. a Ri.b where Ri_ a and Ri.bare -H or C\-C(> alkyl, 

and where R 2 and R3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -O-, 
-S-, -SO2-, and -NRA2-, where Rn- 2 and Rn-3 are the same or different and are selected 
from the group consisijng of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
substituted selected from i^ie group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -C\-Ce alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



bonds, 



one triple bond, 



(d) -C3-C7 cycloalkyl, 
e) -(Ci-C 2 alkylHC 3 -C 7 cycloalkyl), 
(V(Ci-C 6 alkyl)-0-(C r C 3 alkyl), 

(g) VC2-C6 alkenyl with one or two double 

(h) -CACe alkynyl with one or two triple bonds, 

(i) -Ci-Oft alkyl chain with one double bond and 

(j) -Ri-aryi where Ri-aryi is as defined above, and 
(k) -Ri-heteroar\where Ri-heteroaryi is as defined 



30 above; 



where Rc is: 

(I)-C|-Cio alkyl optionally substituted wfth one, two or three 
substituents selected from the group consisting of C1-C3 a^kyl, -F, -CI, -Br, -I, -OH, 
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-SH,v-C=N, -CF3, C1-C6 alkoxy, -O-phenyl, -NR|. a Ri-b where R|_ a and Ri. b are as 
defined above, -OC=0 NR). a Ri-b where Ri. a and Ri_ b are as defined above, -S(=0)o-2 
Ri. a whW Ru a is as defined above, - NR]_ a C=0 NRi_ a Ri_ b where Ri_ a and Ri-bare as 
defined aV>ve, -C=0 NR Ua R]_ b where Ri. a and Ri_ b are as defined above, and -S(=0)2 
NRi. a Ri_ b \^iere Ri. a and Ri_ b are as defined above, 

(II) -(CH2)<kt(C3-C8) cycloalkyl where cycloalkyl can be optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F,\ci, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(Ci-Oi alkyl), and -NRi_ a Ri-b where Ri. a and Ri_ b are as defined above, 

(III) \(CR C -xRoy)o-4-Rc-aryi where Rc-x and Rc- y are 
-H, 

1-C4 alkyl optionally substituted with one or two -OH„ 
Ci\C4 alkoxy optionally substituted with one, two, or three of: 



in 



1 5 -(CH2V4-C3-C7 cycloalkyl, 

C2-C6 alkenyl containing one or two double bonds, 
C2-C6 alkjjjj|wl contianing one or two triple bonds, 
phenyl-, 

and where Rc- X and Rc- y are tkken together with the carbon to which they are 
20 attached to form a carbocycle of three\four, five, six, or seven carbon atoms, 
optionally where one carbon atom is replaced by a heteroatom selected from the 
group consisting of -0-, -S-, -SO2-, and -NRn-2- and Rc-aryi is the same as Rw-aryi; 

(IV) -(CRc-xRc-y)o^-Rc-heteAyi where Rc-heteroaiyi is the same as R N - 
heteroaryi an d Rc-x and Rc- y are as defined abo\ 
25 (V) -(CRc- x Rc- y )o^-Rc^ryi-Rc-ai^ where Rc-aiyi, Rc-x and Rc- y are as 

defined above, 

(VI) -(CRc-xRc^o^-Rc-aryi-Rc-heteroVy 1 where , Rc-x and Rc. y are as 

defined above, 

(VII) -(CRc-xRc-y)o^-Rc-heten)aryi-Rc-ary^vhere Rc-x and Rc- y are as 

30 defined above, 

(VIII) -(CRc.xRc-y)o^-Rc.heteroaTyi-Rc4ieteroaVi where Rc- X and Rc- y are as 

defined above, 

(IX) -(CRc-xRc.y)o^-Rc-aryi-Rc-heterocycie wher^Rc-x and Rc- y are as 

defined above, 
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(X) -(CRc-xRc- y )o-4-Rc-heteroaryi-Rc-heterocycie where Rc-x and Rc- y are as 

defined abov^ 

I) -(CRc-xRc-y)o^-Rc-heterocycie-Rc-aryi where Rc- X and Ro y are as 

defined above, 

-(CRc-xRc-y)o-4-Rc-heterocycie-Rc-heteroaryi where Rc- X and Rc- y are as 

defined above, 

(XIII) \(CRc- x Rc-y)o-4-Rc-heterocycie-Rc-heterocycie where, Rc- X and Rc-y are 
as defined above, 

(XIV) -(0^c. x Rc-y)o-4-Rc-heterocycie where, Rc- X and Rc- y are as defined 

10 above, 

(XV) -[C(Rc\i)(Rc-2)]u3-CO-N-(Rc. 3 )2 where Rc-i and Rc- 2 are the 
same or different and are selected from the group consisting of: 

(A) -H, 

(B) -Ci-CX alkyl, optionally substituted with one, two or three 
15 substituents selected from the groWconsisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 

-SH, -C^N, -CF3, Ci-Ce alkoxy, -(/phenyl, and -NRi. a Ri_b where Ri- a and Ri.bare as 
defined above, 

(C) C2-C6 alkenVl with one or two double bonds, optionally 
substituted with one, two or three substrtuents selected from the group consisting of 

20 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -<>N, -CF 3 , C,-C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_b where Ri_ a and Ri_bare as defined above, 

(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, Y)F 3 , Ci-C 6 alkoxy, -O- phenyl, and 

25 -NRi_ a Ri.b where Ri. a and Ri_b are as defined above, 

(E) -(CH 2 ) I . 2 -S(O) 0 .2-(Ci-a alkyl), 

(F) -(CH 2 )o-4-C3-C7 cycloalkw, optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, <=N, -CF 3 , Ci-C 6 alkoxy, -O- phen\l, -NRi_ a Ri_ b where Ri_ a and 

30 Ri _b are as defined above, 

(G) -(Ci^alkyO-Rc ^u 

(H) -(Ci-C 4 alkyl)-Rc-heteroary], 

(I) KCl-C 4 alkyl)-Rc.hetcrocyc1e, 
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(J) -Rc-heteroaryl> 
(K)-R c -heterocyclej 

(M) -(CH 2 )M-Rc^-(CH 2 )o-4-Rc'-aryi where Rc-4 is -0-, -S- or 
-NRc-5- yhere Rc-s is Cj-C6 alkyl, and where Rc-aryi is as defined above, 

(N) -(CH 2 )M-Rc^-(CH 2 )o-4-Rc-heteroaryi where Rc-4 is as defined 

above, and 

(O) -Re-aryl, 

and whei^ Rc-3 is the same or different and is: 

(A) -H, 

(B) -Ci-Ce alkyl optionally substituted with one, two or three 
substituents selected W the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, Ci-C\ alkoxy, -O- phenyl, and -NRi_ a Ri-b where Ri^ and Ri_bare as 
defined above, 

(C) ^7^6 alkenyl with one or two double bonds, optionally 



substituted with one, two o 
C1-C3 alkyl, -F, -CI, -Br, -I 



:e substituents selected from the group consisting of 
:, -SH, -C=N, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
■NRi- a Ri.b where Ri_ a and Ri-bare as defined above, 

(D) C 2 -Ce alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SlK -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRuaRi-b where Rj. a and R^are as denned above, 

(E) -(CH 2 )(m-C3-C\ cycloalkyl, optionally substituted with one, 
two or three substituents selected from theVroup consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -C=N, -CF 3 , Ci-C 6 alkoxy^-O- phenyl, and -NR^R^ where R x * 
and Ri_b are as defined above, 

(F) -Rc'-aryl, 

(G) -Rc-heteroaryl) 

(H) -Rc-heterocycle, 

(I) -(Ci-C 4 alkyl)-Rc^aryi, 
(J) -(C1-C4 alkyl)-Rc4ieter^i, or 

(K) -(C1-C4 alkyl)-Rc4ieterocycle s 

(XVI) -CH(Rc-aryi) 2 where Rc-aryi are the saitVe or different, 

(XVII) -CH(Rc-heteroaryi)2 where Rc-heteroaryi are the same or different, 
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(XVIII) -CHCRc-aryOCRc-heteroaryl), 

(XIX) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or 
Rc-he\roaryi or Rc-heterocyde where one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl 
is optionally replaced with NH, NRn-5, O, or S(=0)o- 2 , and where cyclopentyl, 
cyclohexVl, or 

-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 
-C=N, -CF 3 , ^i-C6 alkoxy, =0, or -NRi. a Ri-b where Ri_ a and Ri.bare as defined above, 

0 C2-C10 alkenyl containing one or two double bonds optionally 
substituted with &ne, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -c\ -Br, -I, -OH, -SH, -C=N, -CF 3 , C|-C 6 alkoxy, -O- phenyl, and 
-NRi. a R|-b where RjAand Ri.bare as defined above, 

(XXI) Oe-Cto alkynyl containing one or two triple bonds optionally 
substituted with one, twa or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -V -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri.b where Ri_ a and RVb are as defined above, 

(XXI) -(CH 2 )^ 
above and Rc-6 is -(CH 2 )o-6-0 1\ 

(XXII) -(CH 2 ),_ 



!Rc^-(CH 2 )o-rRc-aryi where Rc-aryi is as defined 
IRc^-(CH 2 )o-i-Rc-heteroaryi where Rc-e is as defined 



above, 



30 



(XXIII) -CH(-Rc-aryl Ok R C -hete ro aryl)-CO-0(C,-C 4 alkyl), 

(XXIV) -CH(-CH 2 -OHACH(-OH)-phenyl-N0 2 , 

(XXV) (Ci-C 6 alkyl)-0-((Si-C6 alkyl)-OH, 

(XXVII) -CH 2 -NH-CH 2 -C^(-0-CH 2 -CH 3 ) 2 , 

(XXVIII) -H, or 

(XXIX) -(CH 2 )o^-C(=NRi- a )GS^i-aRi-b) where Ri_ a andRi. b are as 
defined above; and 
where Ri is: 

-CH 2 -phenyl where -phenyl is substituted with two -F, 

-(CH 2 )nl-Rl-heteroajyl Or 

-(CH 2 )nrRi^eterocycie, and chemically acceptable salts thereof. 



72. An amine of formula (VIII) according to claim 71 wftpre Ri is: 

-(CH 2 ) n 1 -(Ri -heteroaryl)- 
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73. amine of formula (VIII) according to claim 72 where nj is 1. 

/ 

74. An\*mine of formula (VIII) according to claim 71 where Ri is: 

-(CH2) n 1 "(Rl -heterocycle)- 

x / 

75. An ami^e of formula (VIII) according to claim 74 where ni is 1. 

/ 

76. An amine 6f formula (VIII) according to claim 71 where phenyl is substituted in 
the 3- and 5- positions giving 3,5-difluorophenyl. 

\ / 

77. An amine of fo^nula (VIII) according to claim 71 where R 2 and R 3 are both -H. 

/ 

78. An amine of formula (VIII) according to claim 71 where Rc is: 

H, 

15 -Ci-CgalkVl, 

-(CH 2 )o. 3 -(4- c 7) cycloalkyl, 



-(CRc-xRc-y. 
-(CRc-xRc-y) 
-(CRc-xRc-y) 



:-aryl, 
C-heteroaryl, 
)\ )-4~Hc-heterocycle? Or 

20 -cyclopentyl, -cyckthexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaiyl or Rc-heterocycle 

/ 

79. An amine of formula (VIII) according to claim 78 where Rc is: 
-Ci-C 8 alkyl, 
25 -(CH 2 )o-3-(C3-C7) cycloa%l, 

-(CRc-xRc-y^^-Rc-aryl, 

-(CRc- x Rc-y)o^-Rc-h eteroaryl, 

-(CRc- x Rc-y)o-4-Rc-h eterocycle 

- cyclopentyl, -cyclohexyl, or -dycloheptyl ring fused to Rc-aryi or Rc- 

30 hetcroaiyl Or Rc-heterocycle- 



/ 



80. An amine of formula (VIII) according to claimy 9 where Rc is: 
-d-Cg alkyl, 

-(CRc-xRc-y)o-4-Rc-aryU 
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-heteroaryl, or 

- cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Re- 

heteroaryl -heterocycle- 



10 



15 



20 



25 



30 



81 . An arriine of formula (VIII) according to claim 71 which is selected from the 
group consisting of: 

(2R,3S\|-3-amino-4-(3 J 5-difluorophenyl)-l-[(3-methoxybenzyl)amino]-2- 
butanol, 

(2R,3 S)-3\amino- 1 -(ethylamino)-4-phenyl-2-butanol, 
(2R3S)-3-amino-l-(benzylamino)-4-phenyl-2-butanol ) 
(2R,3S)-3-amino-l-(isopropylamino)-4-phenyl-2-butanol, 
(2R,3 S)-3 -amiho- 1 -[(4-methylbenzyl)amino]-4-phenyl-2-butanol ) 
(2R,3S)-3-amin6- 1 - { [2-(4-methoxyphenyl)ethyl]amino} -4-phenyl-2-butanol, 
(2R,3 S)-3 -amino->l -[(3 -methoxybenzyl)amino] -4-phenyl-2-butanol s 
ethyl {[(2R,3S)-3-amino-2-hydroxy-4-phenylbutyl]amino}(phenyl)acetate, 
(2R,3S)-3-amino^-|^nyl-l-[(2-phenylethyl)amino]-2-butanol, 
(2S)-2-{[(2R3S)-3Mno-2-hydroxy-4-phenylbutyl]amino}-l-(4- 
nitrophenyl)- 1 ,3-propanediil, 

(2R,3S)-3-amino-l-[(2-ciUorobenzyl)amino]-4-phenyl-2-butanol, 
(2R3S)-3-amino-l-[(4-chlVobenzyl)amino]-4-phenyl-2-butanol s 
(2R,3 S)-3 -amino- 1 - { [2-(2-h\droxyethoxy)ethyl]amino } -4-phenyl-2-butanol, 
(2R3S)-3-amino-l-(2,3-dihyctto-lH-inden-l-ylamino)-4-phenyl^ 
(2R,3S)-3-amino-l-[(2-hydrox>^)ropyl)amino]-4-phenyl-2-butanol 3 
(2R3S)-3-amino-4-phenyl-l-[(tetohydro-2-furanylmethyl)amino]-2-butanol, 
(2R,3 S)-3 -amino- 1 -[(2,2-diethoxye\hyl)amino]-4-phenyl-2-butanol, 
(2R3S)-3-amino-l-(butylamino)-4-iAenyl-2-butanol, 
(2R,3S)-3-amino-l-(cyclohexylamino)U-phenyl-2-butanol ) 
(2R,3S)-3-amino-4-phenyl-l-[(2-pyridiriylmethyl)amino]-2-butanol, 
(2R3S)-3-amino-l-[(2-aminobenzyl)amiiro]-4-phenyl-2-butanol, 
(2R 5 3S)-3-amino-4-phenyl-l-[(3-pyridinylmethyl)amino]-2-butanol, 
(2R^S)-3-amino-4-phenyl-l-{[2-(l-p^ 

(2R3S)-3-amino-l-[(2-hydroxy-2-phenyle%l)\mino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[(3-butoxypropyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[(3-isopropoxypropyl)amino]-4^phenyl-2-butanol s 
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(2R,3S)-3-amino-l-(isopentylamino)-4-phenyl-2-butanol, 
(2R,3S)-3-amino-4-phenyl-l-[(3-phenylpropyl)amino]-2-butanol ) 
f2R,3S)-3-amino-l-[(2-methoxyethyl)amino]-4-phenyl-2-butanoI, 
(4R,3S)-3-amino- 1 -[(2-phenoxyethyl)amino]-4-phenyl-2-butanol, 
(2R,3S)-3-amino-4-phenyl- 1 -[(2-propoxyethyl)amino]-2-butanol, 
(2R,^S)-3-amino-l-[(3 s 3-dimethylbutyl)amino]-4-phenyl-2-butanol J 
(2R ) 3S^-3-amino-4-phenyl-l-[(4-phenylbutyl)amino]-2-butanol, 
(2R J 3Sw-amino-l-[(3-iodobenzyl)amino]-4-phenyl-2-butanol J 
(2R,3S)-3\amino- 1 -[(4-nitrobenzyl)amino]-4-phenyl-2-butanol, 
(2R,3S)-3-amino-l-[(3-chlorobenzyl)amino]-4-phenyl-2-butanol, 
(2R,3S)-3 -amino- 1 - { [2-(4-chlorophenyl)ethyl]amino} -4-phenyl-2-butanol, 
(2R,3 S)-3-amirio-4-phenyl- 1 - { [2-(2-pyridinyl)ethyl] amino } -2-butanol, 
(2R, 3 S)-3 -amincM-phenyl- 1 - [(4-pyridinylmethyl)amino] -2-butanol, 
(2R,3 S)-3 -amino- 1^ { [2-( 1 -methyl-2-pyrrolidinyl)ethyl]amino } -4-phenyl-2- 
butanol, 

(2R,3S)-3-amino-l-[^^dimethylbenzyl)amino]-4-phenyl-2-butanol, 
(2R3S)-3-amino-4-t/he^l-l-{[2-(trifluoromethoxy)benzyl]a 
(2R3S)-3-amino-l-g(2-chloro-6-phenoxybenzyl)amino]-4-phenyl-2-butanol, 
(2R,3S)-3-amino-4-phenyl-V{[4-(trifluoromethyl)benzyl]amino}-2-butanol, 
(2R,3S)-3-amino-l-[(23-dichlorobenzyl)amino]-4-phenyl-2-butanol, 
(2R,3 S)-3 -amino- 1 -[(3 ,5-dichlo\obenzyl)amino]-4-phenyl-2-butanol , 
(2R,3 S)-3 -amino- 1 -[(3 ,5-difluorobenzyl)amino]-4-phenyl-2-butanol, 
(2R,3 S)-3 -amino-4-phenyl- 1 - { [4-(frifluoromethoxy)benzyl] amino } -2-butanol, 
4-( {[(2R,3S)-3-amino-2-hydroxy-4-\ 
phenylbutyl]amino}methyl)benzenesulfonam\de, 

(2R,3S)-3-amino-l-[(4-methoxybenzyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[(4-methylbenzyl)am\no]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-4-phenyl-l-[(3,4,5-trimethoxybenzyl)amino]-2-butanol, 

(2R,3S)-3-amino-4-phenyl-l-{[3-(trifluoromfithoxy)benzyl]amino}-2-butanol^ 

(2R,3S)-3-amino-l-[(3,5-dimethoxybenzyl)amino]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[(2,4-dimethoxybenzyl)ammo]-4-phenyl-2-butanol, 

(2R,3S)-3-amino-l-[([l,r-b^ 

(2R,3S)-3-amino-l-[(3,4-dichlorobenzyl)amino]-4^3henyl-2-butanol, 

(2R,3S)-3-amino- 1 -[(2-fluorobenzyl)amino]-4-phenyl N -2-butanol, 
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(2R,3S)-3-amino-4-phenyl- 1 - { [3-(trifluoromethyl)benzyl]amino} -2-butanol, 
r2R ) 3S)-3-amino-l-[(2-methylbenzyl)amino]-4-phenyl-2-butanoI, 
(2^,3 S)-3-amino-4-phenyl- 1 - { [( 1 R)- 1 -phenylethy l]amino} -2-butanol, 
J S)-3 -amino-4-phenyl- 1 - { [( 1 S)- 1 -phenylethy 1 ] amino } -2-butanol, 
(2R 3 3^)-3-amino-l-{[3,5-bis(trifluoromethyl)benzyl]amino}-4-phenyl-2- 
butanol, 

(2R,3 S)-3Wiino-4-phenyl- 1 - { [2-(trifluoromethyl)benzyl]amino } -2-butanol, 
(2R,3 S)-3-aikino- 1 - { [( 1 S)- 1 -( 1 -naphthyl)ethyl] amino} -4-phenyl-2-butanol, 
(2R,3S)-3-am^o-l-{[(lR)-l-(l-naphthyl)ethyl]amino}-4-phenyl-2-butanol, 
4-({[(2R,3S)-3-ahiino-2-hydroxy-4-phenylbutyl]amino}methyl)-2- 
methoxyphenol, 

4-({[(2R,3S)-3-ami^)-2-hydroxy-4-phenylbutyl]amino}methyl)-l,2- 
benzenediol, 

(2R,3S)-3-amino-l-[(3-kethoxypropyl)amino]-4-phenyl-2-butanol, 
(2R,3S)-3-amino-l - {[( 1 R)^2-hydroxy- 1 -methylethyl]amino} -4-phenyl-2- 
butanol, 



(2R,3S)-3-amino-l-{[(lS)-2 



butanol, 



>cy- 1 -methy lethyl] amino } -4-phenyl-2- 



(2R,3S)-3-amino-4-phenyl-l-(2-pk)pynylamino)-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [2-(2-fluorophmyl)ethy l]amino } -4-phenyl-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [2-(3 -fluorophenVl)ethyl]amino} -4-phenyl-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [2-(4-fluoropheny fyethy l]amino } -4-phenyl-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [2-(4-bromophenyl)ethyl]amino} -4-phenyl-2-butanol, 
(2R,3 S)-3 -amino- 1 - { [2-(3 -methoxyphenyl)qthyl]amino } -4-phenyl-2-butanol, 
(2R,3S)-3-amino- 1 - { [2-(2,4-dichlorophenyl)ethyl]amino} -4-phenyl-2-butanol, 
(2R, 3 S)-3 -amino- 1 - { [2-(3 -chlorophenyl)ethyl ]amino } -4-pheny 1-2-butanol, 
(2R,3S)-3-amino-l-{[2-(2,5-dimethoxyphenyl)ethyl]amino}-4-phenyl-2- 



butanol, 



(2R J 3S)-3-amino-l-{[2-(4-methylphenyl)ethyl]aminoi-4-phenyl-2-butanol, 
(2R,3S)-3-amino-l-{[(lR)-l-benzyl-2^^ 



butanol, 



(2R,3S)-3-amino- 1 - { [3-(4-morpholinyl)propyl]amino} -4-^henyl-2-butanol, 
(2R,3S)-3-amino- 1 -(isobutylamino)-4-phenyl-2-butanol, 
(2R,3S)-3-amino-l-{[2-(4-morpholinyl)ethyl]amino}-4-phen^-2-butanol, 
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y(2R,3S)-3-amino-4-phenyl-l-[(2-hydroxybutyl)amino]-2-butanol, 

ZR,3S)-3-amino-4-phenyl-l-{[2-(2-thienyl)ethyl]amino}-2-butanol ) 
4^[(2R,3S)-3-amino-2-hydroxy-4-phenylbutyl]amino} - 1 -butanol, 

^3S)-3-amino- 1 - { [( 1 S)-2 -hydroxy- 1 -phenylethyl]amino} -4-pheny 1-2- 

5 butanol, 

(2R,3S\-3-amino-l-[(2 ) 4-dichlorobenzyl)amino]-4-phenyl-2-butanol ) 
(2R,3 S)-Yamino- 1 - { [( 1 R)-2-hydroxy- 1 -phenylethyl] amino} -4-phenyl-2- 
butanol, 

(2R,3S)-3-ahrino- 1 -[(4-tert-butylbenzyl)amino]-4-phenyl-2 -butanol, 
10 (2R,3S)-3-amino-4-phenyl-l-[(l-phenylethyl)amino]-2-butanol, 

(1 R,2S)-1 - {[(2^,3S)-3-amino-2-hydroxy-4-phenylbutyl]amino} -2,3-dihydro- 
lH-inden-2-ol, 

(2R,3S)-3-amino-^[(3,4-dimethylbenzyl)amino]-4-phenyl-2 -butanol, 
methyl 7- { [(2R,3 S)-l3 -amino-4-(3,5-difluorophenyl)-2- 
1 5 hydroxybutyl]amino} heptancmte, 

2- {[(2R,3S)-3-amino-4^5-difluorophenyl)-2-hydroxybutyl]amino} -N- 
isobutylpropanamide, 

(2S)-2-{[(2R,3S)-3-amiJio-^-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
isobutylpropanamide, 
20 2- {[(2R,3S)-3-amino-4-(3,5-d^fluorophenyl)-2-hydroxybutyl]amino} -N- 

isobutyl-2-methylpropanamide, 

2- {[(2R,3S)-3-amino-4-(3,5-diflu\jrophenyl)-2-hydroxybutyl]amino} -N- 
isobutylacetamide, 

(2S)-2-{[(2R,3S)-3-amino-4-(3,5-dif\uorophenyl)-2-hydroxybutyl]amino}-N- 
25 isobutylbutanamide, 

(2R)-2- { [(2R,3 S)-3 -amino-4-(3 ,5-difluc^ophenyl)-2-hydroxybutyl]amino } -N- 
isobutylbutanamide, 

(2R,3S)-3-amino- 1 -(benzylamino)-4-(3 ,5-difluorophenyl)-2-butanol, 

(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-(khylamino)-2-butanol, 
30 (2R,3S)-3-amino^-(3,5-difluorophenyl)-l-(isobutylamino)-2-butanol 5 

3- {[(2R,3S)-3-amino^-(3,5Klifluorophenyl)-2-\ydroxybutyl]amino} -N- 
isobutyl-2-methylpropanamide, 

(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-{[4- 

(dimethylamino)benzyl]amino} -2-butanol , 
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!S)-2-{[(2R,3S)-3-amino-4-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
isobutyl-iVphenylpropanamide, 

(2S)S2-{[(2R3S)-3-amino^-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
isobutyl-3-metiiylbutanamide, 
5 (2R3S)^-amino^-(3,5-difluorophenyl)-l-{[2-(dimethylamino)ethyl]amino}- 
2-butanol, 

(2R,3S)-3-a^iino-4-(3,5-difluorophenyl)-l-[(3-pyridinylmethyl)aniino]-2- 
butanol, 

(2S)-2-{[(2R3^-3-amino^-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-3- 
1 0 (benzyloxy)-N-isobutylpropanamide, 

(2R,3 S)-3 -amino-4\3 ,5-difluorophenyl)- 1 -[( 1 -methyl- 1 -phenylethyl)amino]- 
2-butanol, 

(2R)-2-{[(2R3S)-3-an\jno-4-(3,5-difluorophenyl)-2-hydroxybutyl]amino}-N- 
isobutyl-3 -methylbutanamide, 
15 (2S)-2-{[(2R,3S)-3-amin()^-(3>difluoropte 
isobutylpentanamide, 

(2S)-2-{[(2R,3S)-3-amino-£%5-difluorop^ 
hydroxy-N-isobutylpropanamide, 

(2R,3 S)-3 -amino-4-(3 ,5-difluorohhenyl)- 1 -[(2-phenylethyl)amino]-2-butanol , 
20 (2S)-2-{[(2R,3S)-3-amino-4-(3,5-<^ 
benzylpropanamide, 

(2R,3 S)-3 -amino-4-(3 ,5 -difluorophen^)- 1 - { [( 1 S)- 1 -phenylpropyl]amino } -2- 
butanol, 

(2S)-2-{[(2R,3S)-3-amino-4-(3,5-difluoro^ 
25 ethylpropanamide, 

(2R,3 S)-3 -amino-4-(3 ,5-difluorophenyl)- 1 -[(^-methoxybenzyl)amino]-2- 
butanol, 

(2S)-2-{[(2R3S)-3-amino-4-(3,5-difluorophenyl)^2-hydroxybutyl]amino}-N- 

isobutyl-2-phenylethanamide, 
30 (2R^3S)-3-amino-4-(3,5-difluorophenyl)-l-(isopentyfemino)-2-butanol, 
(2R,3S)-3-amino-l-(cyclohexylamino)-4-(3 J 5-difluorobhenyl)-2-butanol, 
(2R,3 S)-3 -amino- 1 -(butylamino)-4-(3 ,5 -difluoropheny 1) y-butanol, 
(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-[(3-methoxypr\pyl)amino]-2- 

butanol, 
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\(2R3S)-3-amino^-(3,5-difluorophenyl)-l-[(2-hydroxy-2-phenylethyl)amin 
2-butanol, 

(2V3S)-3-amino-4-(3,5-difluorophenyl)-l-{[(3R ) 5S)-3,5- 
dimethoxycvclohexyljamino} -2-butanol, 
5 dimetJy (lR,3S)-5-{[(2R,3S)-3^^ 

hydroxybutyl]amino} -1 ,3-cyclohexanedicarboxylate, 

(lR,3S)-5\{[(2R,3S)-3-amino-4-(3^^ 
l,3-cyclohexanedi<Vboxylic acid, 

(2R,3S)-3-am\io-4-(3,5-difluorophenyl)-l-{[(lR)-l-phenylpropyl]amino}-2- 
10 butanol, 

(2R, 3 S)-3 -amino-^ - [(3 -chlorobenzyl)amino] -4-(3 , 5 -difluoropheny l)-2- 
butanol, 

(2R3S)-3-amino^-(^5-difluorophenyl)-l-[(3-methoxybenzyl)amino]-2- 
butanol, 

15 (2R,3S)-3-amino-l-[([l,\ , -biphenyl]-3-ylmethyl)amino]-4-(3,5- 
difluorophenyl)-2-butanol, 

(2R,3S)-3-amino^-(3,5-dijffl^ophen^ 

(2R,3S)-3-amino^-(3,5-dipu\rophenyl)-l-[(3-methylbenzyl)amino]-2- 
butanol, 

20 (2R,3S)-3-amino-4-(3,5-difluoro^enyl)-l--[(2-phenylpropyl)amino]-2- 
butanol, 

(2R,3S)-3 -amino-4-(3 ,5-difluorophefyyl)- 1 -[( 1 ,3-thiazol-5-ylmethyl)amino]-2- 
butanol, 

(2R,3S)-3-amino^-(3,5-difluorophenyl)^l-[(2-1hienylmethyl)amino]-2- 
25 butanol, 

(2R3S)-3-amino^-(3,5-difluorophenyl)-l-\(5-methoxy--l,2,3 J 4-tetrahydro-l- 
naphthalenyl)amino]-2-butanol, 

(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-[(2^)yrazinylmethyl)amino]-2- 
butanol, 

30 (2R 5 3S)-3-amino-l-[(3,5^ifluorobenzyl)amino]-^(3,5-difluorophenyl)-2- 
butanol, 

(2R,3S)-3-amino-l-[(l,3-benzodioxol-5-ylmethyl)ai^ino]-4-(3,5- 
difluorophenyl)-2-butanol, 
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(2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-[(3,5-dimethoxybenzyl)amino]-2- 



butar 



r2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-{[3- 
(trifluoromethyl)benzyl]amino}-2-butanol, 
5 (2&3S)-3-amino-4-(3,5-difluorophenyl)-l-^ 

(2R 3 ^)-3-amino-4-(3 s 5-difluorophenyl)-l-[(7-methoxy-l,2,3 ) 4-tetrahydro-l- 
naphthalenyl)^mino]-2-butanol ) 

(2R,3S)-Vamino-4-(3,5-difluorophenyl)-l-{[3- 
(trifluoromethoxy)benzyl]amino} -2-butanol , 
10 (2R,3S)-3-amino-4-(3,5-difluorophenyl)-l-^ 

(2R3S)-3-ami^o^-(3 J 5-difluorophenyl)-l-[(3-isopropoxybenzyl)amino]-2- 
butanol, 

(2R3S)-3-amino-l\[(3-bromobenzyl)amino]-4-(3,5-difluorophenyl)-2- 
butanol, 

1 5 (2R,3 S)-3 -amino-4-(3 ,^-difluorophenyl)- 1 - [(5 -methy 1-2-furylmethy l)amino] - 

2-butanol, and 

(2R,3S)-3-amino-4-(3,5-<$^orop 
naphthalenyl)amino] -2-butanol. 



20 82. A protected ketone of formula (XI) * 



PROTECTING GROUP — HN 



Ri 



O 
n 

^ NH 

/\ 

i ^2 ^3 



(XI) 



where R2 is: 
(I)-H, 

25 (II) Cj-Ce alkyl, optionally substituted ^ith one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where RiAnd Ri-bare -H or Ci-C 6 
alkyl, and -OOO NR^R^, where R^ and Ri^are as defined above, 
(III) -(CH 2 ) 0 ^-R2-i where R 2 .i is Rj-aryi or Ri-hetV^ i 
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(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -\)H, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NR]_ a Ri_ b where R]. a and Ri_ b are - 
H or C]-c}\alkyl, -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi_ a R|. b where 
Ri. a and Ri- b \re -H or C1-C6 alkyl, 

(y ) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or fjjree substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF3, C\-C 3 alkoxy, and -NRi. a Ri-b where Ri_ a and R]_ b are -H or Ci-Ce 
alkyl, or 

10 (VI) -(CH2)(m- C 3 -C7 cycloalkyl, optionally substituted with one, two 

or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri- b where Ri. a and Ri_ b are -H or Ci-Ce alkyl; 
where R 3 is: 
(I)-H, 

15 (II) C1-C6 alkyl, dptionally substituted with one, two or three 

substituents selected from the group consisting of Ci-C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alkoxy, a i^j£JRi- a Ri.b where Ri_ a and Ri_ b are as defined 
above, 

(III) -(CH 2 )o-4-R2-i wherfe R 2 -i is Ri_ aryl or Ri 

-heteroaryl j 

20 (IV) C 2 -C6 alkenyl with one or two double bonds, 

(V) C 2 -C6 alkynyl with one W two triple bonds, or 

(VI) -(CH2)o-4- C 3 -C7 cycloalleyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , Ci-C 3 alkoxy, and -NRi^Ri_ b where Ri_a ahd Ri. b are -H or C1-C6 alkyl, 

25 and where R2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn-2-, where Rn-2 and Rn- 3 are the same or different and are selected 
from the group consisting of: 
30 (a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
substituted selected from the group consisting of: 

(i) -OH, and 
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10 



15 



20 



25 



30 



to three -F,YC1, -Br, or -I, 



bonds, 



one triple bond, 



above; 



(ii) -NH 2 , 

(c) -Ci-Ce alkyl optionally substituted with one 

(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C3-C 7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(C,-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-C 6 alkyl chain with one double bond and 

(j) -Ri-aryi where Ri-aryi is as defined above, and 
(k) -Ruheteroaryi where Ri-heteroaryi is as defined 



where Rc is: 

(I) -Ci-Cio alkyl optionally substituted with one, two or three 
substituents selected from the group ^consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, C\-Ce alkoxy, ~0-p\jBP$L, -NRi. a Ri-b where Ri. a and Ri-bare as 
defined above, -0C=O NRi_ a Ri_b whejfe &'i_ a and Ri^are as defined above, -S(=0)o-2 
Ri-a where Rj. a is as defined above, -jNRi_aC=0 NRi. a Ri_b where Ri. a and Ri^are as 
defined above, -C=0 NRi^Ri-b where Ri_ a and Ri^are as defined above, and -S(=0)2 
NRi. a Ri_b where Ri_ a and Ri^are as defined appve, 

(II) -(CH 2 )o-3-(C 3 -C8) cycloalkyl where cycloalkyl can be optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF3,\CrC6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(Ci-C4 alkyl), and -NRi. a Ri-b where Ri_ a Vnd R|_b are as defined above, 

(III) -(CRc-xRc-y)(M-Rc-aryi where Rc-x al^d Rc- y are 

-H, 

C1-C4 alkyl optionally substituted ^ith one or two -OH, 
C1-C4 alkoxy optionally substituted with one, two, or three of: 



-F, 



-(CH2V4-C3-C7 cycloalkyl, 

C2-C6 alkenyl containing one or two doutile bonds, 

C2-C6 alkynyl contianing one or two triple \jonds, 
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phenyl-, 

aikl where Rc- X and Rc- y are taken together with the carbon to which they are 
attached to TOrm a carbocycle of three, four, five, six, or seven carbon atoms, 
optionally wHtere one carbon atom is replaced by a heteroatom selected from the 
5 group consistinkof -O-, -S-, -SO2-, and -NR N -2-; 

(IV^ -(CRc-xRc-y)o^-Rc-heteroaryi where Rc- X and Rc-y are as defined 

above, 

(V) -(C^lc.xRc-y)o^-Rc-aryi-Rc-aryi where Rc- X and Rc-y are as defined 

above, 

1 0 (VI) -(CR^xRc-y)o^-Rc-aryi-Rc-heteroaryi where Rc- X and Rc-y are as 

defined above, 

(VII) -(CRc-xR\- y )o^-Rc-heteroaryi-Rc-aryi where Rc- X and Rc- y are as 

defined above, 

(VIII) -(CRc-xRc^V-Rc -heteroaryl" Rc-heteroaryi where Rc- X and Rc-y are as 

15 defined above, 

(IX) KCRc- x Rc- y )o4-R^!Vi-Rc-heterocycie where Rc- X and Rc-y are as 
defined above - r\ 

(X) -(CRc-xRc-y)o-4-Rc(heterdaryi-Rc-heterocycie where Rc- X and Rc- y are as 

defined above, 

20 (XI) -(CRc-xRc- y )o^-Rc-heterocyc\-Rc-aryi where Rc- X and Rc-y are as 

defined above, 

(XII) -(CRc- x Rc- y )o^-Rc-heterocycie-%-heteroaryi where Rc- X and Rc- y are as 

defined above, 

(XIII) -(CRc. x Rc-y)o^-Rc-heterocycie-Rc^terocyc!e where Rc- X and Rc- y are as 

25 defined above, 

(XIV) -(CRc- x Rc-y)o4-Rc-heterocycie where ^c. x and Rc- y are as defined 

above, 

(XV) -[C(Rc-i)(Rc-2)]i.3-CO-N-(Rc. 3 )2 wherfe Rc-i and Rc- 2 are the 
same or different and are selected from the group consisting \f: 

30 (A)-H, 

(B) -Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C r C 3 alkyl, -FA-Cl, -Br, -I, -OH, 
-SH, -ON, -CF3, Ci-Ce alkoxy, -O- phenyl, and -NRi^R|_b where and Ri-b are as 
defined above, 
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(C) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 a%l, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NR]. a Ri_bVhere Ri- a and R^are as defined above, 

(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted wife one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F,\C1, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ru b where and R]. b are as defined above, 

(E) -(CH 2 ) 1 . 2 -S(0)o-2-(C r C 6 alkyl), 
10 VF) -(CH 2 )o-4-C3-C7 cycloalkyl, optionally substituted with one, 

two or three substituent^ selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -ON, \CF 3 , C r C 6 alkoxy, -O- phenyl, -NRi_ a Ri. b where R Na and 
Ri-bare as defined above, 

(G) -(^-C 4 alkyl)-Rc-aryi where Rc-aiyi, 

1 5 (H) -(Ci\C 4 alkyl)-Rc-heteroaryl, 

(I) -(Ci-C^alkyl)-Rc-heterocyc!e 9 
(J) -Rc-heterJ 
(K) -Rc-heteft>cy<?te> 

(M) -(CH 2 ) M -R^-(CH 2 )o-4-Rc^aryi where Rc-4 is -0-, -S- or 
20 -NRc-5- where Rc-5 is Ci-C 6 alkyl, 

(N) -(CH 2 )i-4-Rc^-(^H 2 ) 0 ^-Rc-heteroaryi where Rc-4 is as defined 

above, and 

(O) -Rc 

and where Rc-3 is the same or different a^jd is: 
25 (A)-H, 

(B) -C1-C6 alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of CiV^ alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF3, C|-Ce alkoxy, -O- phenyl, and -NRi^Ri-b where Ri_a and Ri^are as 
defined above, 

30 (C) C2-C6 alkenyl with one or two double bonds, optionally 

substituted with one, two or three substituents selected fron\the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri-b where Rj-a and Ri^are as defined above, 
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(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C|-C 6 alkoxy, -O- phenyl, and 
-NR t . a Ri.b where Ri. a and Ri.bare as defined above, 

(E) -(CH2)o-4-C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH,V=N, -CF 3 , C|-C 6 alkoxy, -O- phenyl, and -NRi. a Ri-b where R Ua 
and R).b are as defined above, 

H ) -Rc'-aryl) 
(Gj) -Rc-heteroary]> 

(H) V C-heterocycle, 

(I) -(O1-C4 alkyO-Rc'-aryi, 
(J) -(Ci^C 4 alkyl)-Rc-heteroaryl, Or 
(K) -(C1-CS4 alkyO-Rc-heterocycle, 

(XVI) -CH(Rc-aryi)2ywhere Rc-aryi are the same or different, 

(XVII) -CH(Rc-heteroa\y02 where Rc-heteroaryi are the same or different, 



(XVIII) -CH(Rc-aryl)( 

(XIX) -cyclopentyl, -iy< 



eteroarylX 

ilohexyl, or -cycloheptyl ring fused to Rc-aryi or 
Rc-heteroaryi or Rc-heterocycie where one carbom of cyclopentyl, cyclohexyl, or -cycloheptyl 
is optionally replaced with NH, NRn-s, 0,\r S(=0)o-2 , and where cyclopentyl, 
cyclohexyl, or 

-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 
-C=N, -CF3, CrCe alkoxy, =0, or -NRj^Ri^ where Ri. a and Ri-bare as defined above, 

(XX) C2-C10 alkenyl containing one or two double bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Gi-C 6 alkoxy, -O- phenyl, and 
-NRi.aRi-b where R|. a and R|_bare as defined above, 

(XXI) C2-C10 alkynyl containing one or tWo triple bonds optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , Ci-C 6 tfjkoxy, -O- phenyl, and 
-NRi. a Ri_b where Ri* and Ri^are as defined above, 

(XXI) -(CH 2 )o.i-CHRc-6-(CH 2 )o.i-Rc^yi Rc« is \(CH 2 ) 0 -6-OH, 
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(XXII) -(CH 2 )o-i-CHRc^-(CH2)o-i-Rc-heteroaryi and Rc-6 is as defined 



above, 



(XXIII) -CH(-Rc-aryl Of R C -heteroaryl)-CO-0(C 1 -C 4 alkyl), 

(XXIV) -CH(-CH 2 -OH)-CH(-OH)-phenyl-N0 25 

(XXV) (Ci-C 6 alkyl)-0-(C r C 6 alkyl)-OH, 
(3DCVII) -CH 2 -NH-CH 2 -CH(-0-CH2-CH3) 2l 
(XXVIII) -H, or 

(XXM) -(CH 2 )o^-C(=NRi. a )(NRi. a Ri. b ) where Ri_ a andRi. b are as 
defined above\and 
where R] is: 

-CH 2 -phetyl where -phenyl is substituted with two -F, 

-(CH 2 )nl-Rl Wroaryl , Or 
"(CH 2 )n l -Ri -heterocycle, 

where PROTECTINGVjROUP is selected from the group consisting of t- 
butoxycarbonyl, benzyloxycarobnyl, formyl, trityl, acetyl, trichloroacetyl, 



dichloroacetyl, chloroacetyl, trifl 
phenylbenzyloxycarbonyl, 2-me 



^acetyl, difluoroacetyl, fluoroacetyl, 4- 
Denzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbonyl 5 4-ctflor&>enzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, 3-bromoben^yloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1 , 1 -diphenyleth- 1 - 
yloxycarbonyl, 1,1-diphenylprop-l-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(p-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanvloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclonexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyNethoxycarbonyl, 2- 
(triphenylphosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsilyl)ethoxycarbonyl, allyloxycarbonyl, 1 -Otrimethylsilylmethyl)prop-1- 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-afcetoxybenzyloxycarbonyl, 
2,2,2-trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbbnyl, 
cyclopropylmethoxycarbonyl, 4-(decyloxyl)benzyloxycaroonyl, 
isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluore\}ylmethyl carbonate, 
CH-CH=CH 2 andphenyl-C(=N-)-H. 
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%\ A protected ketone of formula (XI) according to claim 82 where Rj is: 

-(CH2)nl-(Rl -heteroary I ) • 

/ 

84. A fcfotected ketone of formula (XI) according to claim 83 where ni is 1. 

/ 

85. A prot^ted ketone of formula (XI) according to claim 82 where Ri is: 

-(CH2) n 1 "(R 1 -heterocycle) * 



/ 



86. A protected ketone of formula (XI) according to claim 85 where ni is 1. 

\ / 

87. A protected ketone of formula (XI) according to claim 82 where phenyl is 
substituted in the 3- ana 5- positions giving 3,5-difluorophenyl. 



88. A protected ketone of^ormula (XI) according to claim 82 where R2 and R3 are 
15 both-H. 

/ 

89. A protected ketone of fon^i^(XI) according to claim 82 where PROTECTING 
GROUP is /-butoxycarbonyl. 

/ 

20 90. A protected ketone of formica (3&) according to claim 82 where PROTECTING 



GROUP is benzyloxycarbonyl. 



91. A protected ketone of formula (XI) according to claim 82 where Rc is: 

-H, 

25 -Ci-Cgalkyl, 

-(CH 2 )o-3-(C3-C 7 ) cycloalkyl, 

-(CRc-xRc-y)<M-Rc-ary1, 
-(CRc-xRc-y)o-4-Rc-heteroaryl, 
-(CRc_ x Rc-y)o-4-Rc-heterocycIe> or 

30 -cyclopentyl, -cyclohexyl, or -cycloheAtyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle where Rc-aryi or Rc-heteroaryi or Rc-h\tcn)cycie are as defined above. 

/ 

92. A protected ketone of formula (XI) according to clair^j 91 where Rc is: 
-Ci-C 8 alkyl, 
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heteroaryl Or . 



-(CH 2 )o.3-(C3-C 7 ) cycloalkyl, 
-(CRc-xRc- y )<M-Rc 

-(CRc-xRc-y)o-4-Rc-heteroaryl, 
-(CRc-xRc-y)o-4-Rc-heterocycle 5 OT 

- cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Re- 

fieterocycle- 

/ 

93. A protectedNketone of formula (XI) according to claim 92 where Rc is: 
-CVCg alkyl, 

-(CRV. x Rc-y)o-4-Rc-aryl J 
•(CRc-V^C-y)o-4-Rc-heteroaryl, 

1, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle- 



1.5 94. A protected ketone of fdrmula (XI) according to claim 82 which is ter/-butyl 
( 1 S)-l -(3,5-difluorobenzyl)-3^[(3-methoxybenzyl)amino]-2-oxopropylcarbamate. 

95. A protected azide of formula < 



PROTECTING GROUP — HIST 



20 



25 



30 



N 3 



CH 

/\ 

R 2 R3 



(XII) 



where Rj is: 

(I) Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting 0VC1-C3 alkyl, C1-C7 alkyl (optionally 
substituted with C r C 3 alkyl and C r C 3 alkoxy), -By -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, -NRu a Ri-b where R\ a and Ri_ b are -H or Ci-C 6 alkyl, 
and -OC=0 NRi_ a Ri-b where R k and R^ are -H or dVC 6 alkyl, and -OC=0 NR^Ri-b 
where Ru and Ri_b are as defined above, 

(II) -CH 2 -S(O) 0 -2-(C,-C 6 alkyl), 

(III) -CH 2 -CH 2 -S(0)o.2-(Ci-C 6 alkyl), 
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(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi_ a R]_ b where and R Nb are - 
Hor<\-C 6 alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, Wo or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N,\CF 3 , C]-C 3 alkoxy, and -NRi_ a Ri-b where Ri_ a and Ri. b are -H or Ci-C 6 
alkyl, 

I) -(CH 2 ) n r(Ri-aryi) where ni is zero or one and where Ri- ary ] is 
10 phenyl, 1-naphth^l, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substituted with one, two, three, or four of the following substituents on 
the aryl ring: 

) Ci-Ce alkyl optionally substituted with one, two or three 
substituents selected froik the group consisting of Ci-C 3 alkyl, -F, -CI, -Br, -I, -OH, 
15 -SH, and -NRi. a Ri_ b where\Ri. a and Ri-bare as defined above, -C^N, -CF 3 , CrC 3 
alkoxy, 

(B) C2ff$f alkenyl with one or two double bonds, optionally 
substituted with one, two or firee substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , Oj-C 3 alkoxy, and -NRi. a Ri-b where Ri_ a and Ri- b are - 

20 H or Ci-C 6 alkyl, 

(C) C2-C6 alkenyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri^ where Ri_ a and Ri_ b are 
HorCj-C 6 alkyl, 

25 (D) -F, CI, -Br or 

(F) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NRn-2Rn-3 where R\i and Rn- 3 are as defined below, 

(H) -OH, 

30 (I) -C=N, 

(J) C 3 -C7 cycloalkyl, optionallv substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , Ci-C 3 alkoxy, and -NR^R^ where Ri_a and Ri. b are -H or Q-Ce alkyl, 
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15 



(K) -CO-(C r C 4 alkyl), 

(L) -S02-NR]- a Ri-b where Ri_ a and Ri-bare as defined above, 
(M) -CO-NR]. a Ri-b where Ri_ a and Ri^are as defined above, or 
(N) -S0 2 -(Ci-C 4 alkyl), 
(VII) -(CH2)ni-(Ri-heteroaryO where ni is as defined above and where 
Ri-heteroaryl\{s selected from the group consisting of: 
pyridinyl, 
pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 
pryidazinyl, 
razinyl, 
idolyl, 
isoquinolyl, 



20 



25 



30 



laziiWl, 
imidazolyl/ 
isoxazolyl, 
pyrazolyl, 
oxazolyl, 
thiazolyl, 
indolizinyl, 
indazolyl, 
benzothiazolyl, 
benzimidazolyl, 
benzofuranyl, 
furanyl, 
thienyl, 
pyrrolyl, 
oxadiazolyl, 
thiadiazolyl, 
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triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 

naphthyridinyl, 

cinnolinyl, 

carbazolyl, 

beta-carbolinyl, 

isochromanyl, 

chromanyl, 

i tetrahydroisoquinolinyl, 
soindolinyl, 

isabenzotetrahydrofiiranyl, 
isorenzotetrahydrothienyl, 



isobe: 
benzo 
pyridc 



thienyl, 

yi, 

inyl, 

benzotetrahVdrofuranyl, 

benzotetrahyq-othienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 
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benzothiopyranyl, 
coumarinyl, 
isocoumarinyl, 
chromonyl, 
chromanonyl, and 
pyridinyl-N-oxide 
tetrahydroquinolinyl 
dihydroquinolinyl 
dihydroquinolinonyl 
dihydroisoquinolinonyl 
dihydrocoumarinyl 
dihydroisocoumarinyl 
isoindolinonyl 
penzodioxanyl 
Snzoxazolinonyl 
pynolyl N-oxide, 
pyrimjdinyl N-oxide, 
pyn^jazyfyl N-oxide, 
pyraamyuyN-oxide, 
quinqliny 1 \l-oxide, 
indolyl N-ox\de, 
indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxrde, 
quinoxalinyl N-oxide 
phthalazinyl N-oxide, 1 
imidazolyl N-oxide, 
isoxazolyl N-oxide, 
oxazolyl N-oxide, 
thiazolyl N-oxide, 
indolizinyl N-oxide, 
indazolyl N-oxide, 
benzothiazolyl N-oxide, 
benzimidazolyl N-oxide, 
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pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryi group is bonded to -(CH2) n i- by any ring 
atom of the parent Ri-heteroaryi group substituted by hydrogen such that the new bond to 
10 the Ri-heteroaryi grpup replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or four: 

(1) C|-Ce alkyl optionally substituted with one, two or three 
substituents selected npm the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, Ci-C3\ilkoxy, and -NRi_ a Ri-b where Ri_ a and Ri^are as defined 

1 5 above, 

(2) CVCe alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C-N, -CF3V&1-C3 alkoxy, and -NRi. a Ri-b where Ri_ a and R Ub are 
-H orC r C 6 alkyl, 

20 (3) C2-C| allJvnyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 a\koxy, and -NRi_ a Ri_b where Ri_ a and R^are 
-H orCi-C 6 alkyl, 

(4) -F, CI, -Br or 

25 (6) -Ci-Ce alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NRn-2Rn-3 where Rn-\ and Rn-3 where R N , 2 and R N -3 are the 
same or different and are selected from the group\onsisting of: 

(a)-H, 

30 (b) -C1-C6 alkyl\pptionally substituted with one 

substitutent selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 
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\to three -F, -CI, -Br, or -I, 



bonds, 



10 one triple bond, 



above, 



(c) -Ci-Ce alkyl optionally substituted with one 

(d) -C3-C7 cycloalkyl, 

(e) -(CrC 2 alkyl)-(C3-C 7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(C,-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 

(j) -Ri-aryi where Ri- ary i is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaryi is as defined 



(8VOH, 

(9) W 

(10) C\C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected fronrihe group consisting of -F, -CI, -OH, -SH, -C=N, 



-CF 3 , C1-C3 alkoxy, -NRi_ a Ri- b wl 

(11) -CO-(( 

(12) -SO2- 



jje Ri_a and Ri.bare -H or Ci-Ce alkyl, 
?4 alkyl), 

iftjli-b where Ri_ a and Ri. b are as defined above, 

(13) -CO-NRi_ a Ru.b where Ri_ a and Ri_ b are as defined above, or 

(14) -SC>2-(Ci-C4 alkyl), with the proviso that when ni is zero 
Ri-heteroaryi is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH2)ni-(Ri-heterocycie) where ni is as defined above and 
Ri-heterocycie is selected from the group consisting of: 
morpholinyl, 
thiomorpholinyl, 
thiomorpholinyl S-oxide, 
thiomorpholinyl S,S-dioxide, 
piperazinyl, 
homopiperazinyl, 
pyrrolidinyl, 
pyrrolinyl, 
tetrahydropyranyl, 
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piperidinyl, 
tetrahydrofuranyl, 
tetrahydrothienyl, 
homopiperidinyl, 
homomorpholinyl, 
homothiomorpholinyl, 
homothiomorpholinyl S,S-dioxide, and 
oxazolidinonyl, 
dihydropyrazolyl 
10 \ dihydropyrrolyl 

dihydropyrazinyl 
dihydropyridinyl 
ydropyrimidinyl 
/drofiiryl 

1 5 dihwopyranyl 

tetrahydrothienyl S-oxide 
tetrahydityhienyl S,S-dioxide 
homothioiAgfbholinyl S-oxide 
where the I : nnCerocycie group is bonded by any atom of the 
20 parent Ri-heterocycie group substitute i bV hydrogen such that the new bond to the 
Ri-heterocycie group replaces the hydrogen, atom and its bond, where heterocycle is 
optionally substituted with one, two, threew or four: 

(1) Ci-Ce alkyi optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 

25 -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NR^ub where R Ua and Ri_b are as 
defined above, 

(2) C2-C6 alkenyl with\>ne or two double bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alko%, and -NRi_ a Ri-b where 

30 Ri-a and Ri_ b are -H or Ci-C 6 alkyl, 

(3) C2-C6 alkynyl with one or tWo triple bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , d-C 3 alkoxy, and -^R^R^ where 
Ri-a and Ri_ b are -H or C1-C6 alkyl, 
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or three of -F, 
above, 



(4) -F, CI, -Br or -I, 

(5) Ci-C 6 alkoxy, 

(6) -C1-C6 alkoxy optionally substituted with one, two, 

(7) -NR N -2Rn-3 where Rn-2 and R N -3 are as defined 



(8) -OH, 

(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
10 two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 

-C^N, -CF 3 , C1-C3 alkoxy, and -NRi^Ri-b where Ri_ a and Rub are -H or C r C 6 alkyl, 

(11) -CO-(C r C 4 alkyl), 

(12) -S02-NRi- a Ri-b where Ri. a and Ri-bare as defined 

above, 

15 (13) -CO-NRi-aRi-b where Ri. a and Ri^are as defined 

above, 

(14) -S0 2 -(C,-C 4 alkyl), or 

(15) =0, with the proviso that when ni is zero 
Ri-heterocycie is not bonded to the carbon chain by nitrogen; 

20 where R2 is: 

(I)-H, 

• (II) C\-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri.bare as defined 
25 above, 

(III) -(CH 2 )o-4-R2-i where R 2 -i is Ri. ary i or Ri-heteroaryi where Ri-aiyi and 
Ri-heteroaryi are as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

30 -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi-aRi-b where R Ua and R^ are - 
H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, -C-N, -CF 3 , C,-C 3 alkoxy, and -NR^Ri. b where 
Ri 4 and Rj. b are -H or Ci-Ce alkyl, 
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(V) C2-C6alkynyl with one or two triple bonds, optionally substituted 
with dne, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C^I, -CF 3 , CrC 3 alkoxy, and -NR|. a Ri. b where Ri. a and R,. b are -H or C ( -C 6 
alkyl, or 

(VI) -(CH 2 )o^»- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF3, C1-C3 alkoxy, and -NR|. a R|.b where R\. a and R^are -H or C\-Ct alkyl; 

where R3 is: 

(I) -H, 

(II) Ci-Ck alkyl, optionally substituted with one, two or three 
substituents selected from\the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF3, C1-C3 alkoxy, and -NRi_ a Ri_b where Ri. a and Ri^are as defined 
above, 

(III) -(CH 2 )(m-RVi where R 2 -i is Ri-aryi or Ri-heteroaryi where Ri-aryi and 
Ri-heteroaryi are as defined above; 

(IV) C2-C6 alkenyl &ith one or two double bonds, 



(V) C 2 -C 6 alkynyl wi 

(VI) -(CH 2 ) 0 -4-C3-C 7 1 



me or two triple bonds, or 
cycloalkyl, optionally substituted with one, two 
or three substituents selected from the grbup consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi^Ri_ b where Ki_ a and Ri_ b are -H or Q-Ce alkyl, 
and where R 2 and R3 are taken together witfMhe carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -S0 2 -, and -NRn- 2 -, where Rn- 2 is as defined above, 

where PROTECTING GROUP is selected horn the group consisting of t- 
butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacVtyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl, 
4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3\chlorobenzyloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl\4- 
bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1 , 1 -dtohenyleth- 1 - 
yloxycarbonyl, 1,1-diphenylprop-l-yloxycarbonyl, 2-phenylprop-Vyloxycarbonyl, 2- 
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-toluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
toluylsulfonyl)ethoxycarbonyI, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
5 (triphenytahosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 

(trimethylsilVl)ethoxycarbonyl, allyloxycarbonyl, 1 -(trimethylsilylmethyl)prop-l - 
enyloxycarboiwl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 
2,2,2-txichloroetnoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
cyclopropylmethoxVcarbonyl, 4-(decyloxyl)benzyloxycarbonyl, 
10 isobornyloxycarbonyKand 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 
CH-CH=CH 2 andphen^l-C(=N-)-H. 

/ 

96. A protected azide of formula (XII) according to claim 95 where R\ is: 

-CH2-(Ri-aryl), V 
1 5 -CH2-(R i -heteroary l) 

97. A protected azide of formula iftff). according to claim 96 where Ri. ar yi is phenyl. 

/ 

98. A protected azide of formula (XII)\according to claim 97 where phenyl is 
20 substituted with one, two or three -F, -Cl\-Br or -L 

/ 

99. A protected azide of formula (XII) accoi^ing to claim 98 where phenyl is 
substituted with one or two -F. 



25 100. A protected azide of formula (XII) according to claim 99 where phenyl is 
substituted with two -F in the 3- and 5- positions gi\ing 3,5-difluorophenyl. 

/ 

101. A protected azide of formula (XII) according to c^aim 95 where R2 and R3 are 
both -H. 

/ 

102. A protected azide of formula (XII) according to claim\?5 where PROTECTING 
GROUP is /-butoxycarbonyl. 



30 
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103. A protected azide of formula (XII) according to claim 95 where PROTECTING 
GRC(UP is benzyloxycarbonyl. 

/ 

104. A Wotected azide of formula (XII) according to claim 95 which is: 
tert-Butyl-(lS, 2R)-3-azido-l-(3,5-difluoroben2yl)-2-hydroxypropylcarbamate, or 
benzyl-(lS)»2R)r3-azido-l-(3,5-difluorobenzyl)-2-hydroxypropylcarbamate 



10 



105. A protectedNamine of formula (XIII) 



OH 



PROTECTING GROUP— HN CH NH 2 

CH 

! /\ 

Ri R2 ^3 



(XIII) 



15 



20 



25 



30 



where R2 is: 

(I) -H s 

(II) Ci-C 6 alkyl, op^ 
substituents selected from the groi 
-SH, -ON, -CF 3 , C1-C3 alkoxy, aj 



illy substituted with one, two or three 
nsisting of C r C 3 alkyl, -F, -CI, -Br, -I, -OH, 
'd -&Ri_ a Ri-b where Ri_ a and Ri_b are -H or Ci-Ce 
and] 



alkyl, and -OC=0 NRi. a Ri-b where Ru^ind Ri^are as defined above, 

(III) -(CH 2 )(M-Rm Where R^.i is Ri_aryl Or Rl-heteroaryl ; 

(TV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, And -NR,. a Ri_b where R,_ a and Rubare - 
H or Ci-C 6 alkyl, -F, -CI, -OH, -SH, ON, -CF 3 \Ci-C 3 alkoxy, and -NR^R^ where 
Ri- a and Ri-bare -H or Ci-Ce alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , Q-C 3 alkoxy, and -NRi_ a Ri_b where and Ri^are -H or Ci-Ce 
alkyl, or 

(VI) -(CH 2 )(m- C 3 -C7 cycloalkyl, optionallA substituted with one, two 
or three substituents selected from the group consisting of -t, -CI, -OH, -SH, -C=N, 
-CF 3 , Ci-C 3 alkoxy, and -NRi^Ri. b where Rj-a and R^are -l\or Ci-Ca alkyl; 
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where R3 is: 
0)-H, 

(II) Cj-Ce alkyl, optionally substituted with one, two or three 
substitutes selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N^-CF 3 , C1-C3 alkoxy, and -NR|_ a Ri_b where Ri_ a and R^are as defined 
above, 

(III) -(CH 2 )o-4-R2-i where R 2 _i is Ri- ary i or Ri-heteroaryi ; 
(I\Q C2-C6 alkenyl with one or two double bonds, 

(V) G^-Ce alkynyl with one or two triple bonds, or 

(VI) -(GH2)o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF3, C1-C3 alkoxy, and -NRi_ a Ri_b where Ru and Ri.bare -H or Q-Ca alkyl, 

and where R2 and R3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a hereroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn-2-» where RN^^pd Rn-3 are the same or different and are selected 
from the group consisting of: 

-H, 

VCe alkyl optionally substituted with one 
substituted selected from the group consisting of: 

i) -OH, and 
(tfO-NH 2 , 

(c) -C1-C6 \lkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



bonds, 



one triple bond, 



(d) -C3-C7 cycloalkyl, 

(e) -(CrC 2 alkyY(C3-C 7 cycloalkyl), 

(f) -(Ci-C 6 alkyl)V)-(Ci-C 3 alkyl), 

(g) -C 2 -Ce alkenyl with one or two double 

(h) -C 2 -C6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 

(j) -Ri^iyi where Ri-aryi is aSudefined above, and 



513 



13615.25USU4 



PATENT 



t (k) -R] -heteroaryl where R l -heteroaryl IS as defined 

W)ve; 

\ where PROTECTING GROUP is selected from the group consisting of 

r-butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
5 dichlotoacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 

phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4-ethoxybenzyloxycarbonyl s 
4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chlorobenzyloxycarbonyl, 
2-chlorobenzVloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4- 
bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 

1 0 cyanobenzyloxyckrbonyl, 2-(4-xenyl)isopropoxycarbonyl , 1 , 1 -diphenyleth- 1 - 

yloxycarbonyl, l,l^iphenylprop-l -yloxycarbonyl, 2-phenylprop-2 -yloxycarbonyl, 2- 
(p-toluyl)prop-2 -yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
methylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1- 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 

15 toluylsulfonyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 

(trimethylsilyl)ethoxycarbonyl, klwtoxycarbonyl, 1 -(trimethylsilylmethyl)prop- 1 - 
enyloxycarbonyl, 5-benzisoxalylnfemoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 
2,2,2-trichloroethoxycarbonyl, 2-lthwiyl-2-propoxycarbonyl, 
20 cyclopropylmethoxycarbonyl, 4-(decyh>xyl)benzyloxycarbonyl, 

isobornyloxycarbonyl and 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 
CH-CH=CH 2 andphenyl-C(=N-)-H;and\ 
where Rj is: \ 

-CH2-phenyl where -phenyl is substituted with two -F, 

25 -(CH2)nl-Rl-heteroaiyl, \ 

-(CH2)nl-Rl-heterocycle- \ 

\ / 

106. A protected amine of formula (XIII) according to claim 105 where R\ is: 

-(CH2) n 1 "(R 1 -heteroaryl) • \ 

30 \ / 

107. A protected amine of formula (XIII) according to clarm 106 where ni is 1 . 

V 

108. A protected amine of formula (XIII) according to claim F05 where Rj is: 

-(CH 2 ) n 1 "(Rl -heterocycle)- \ 
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10Y A protected amine of formula (XIII) according to claim 108 where ni is 1 . 

/ 

1 10. A protected amine of formula (XIII) according to claim 105 where phenyl is 
5 substituted in the 3- and 5- positions giving 3,5-difluorophenyL 

✓ 

1 1 1 . A protected amine of formula (XIII) according to claim 105 where R2 and R3 are 
both -H. 

/ 

10 1 12. A protected aViine of formula (XIII) according to claim 105 where 
PROTECTING GRC^UP is /-butoxycarbonyl. 

/ 

1 13. A protected amine\of formula (XIII) according to claim 105 where 
PROTECTING GROUp\s benzyloxycarbonyl. 

IS \ / 

1 14. A protected amine of firaiula (XIII) according to claim 105 which is ter/-butyl 
(1 S,2R)-3-amino-l -(3,5-difluWqenzyl)-2-hydroxypropylcarbamate. 



115. An unprotected azide of fbnnula (XIV) 



OH 



Nh 



CH 

/\ 

R, F 



N 3 



(XIV) 



where Ri is: 

25 (I) C1-C6 alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
substituted with C1-C3 alkyl and C1-C3 alkoxy), \f, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, -NRi^Rh, where Ri. a and Ru,are -H or Ci-C 6 alkyl, 
and -OC=0 NRi^Ru, R^ and R } ± are -H or Ci-C 6 alkyl, and -OC=0 NR^R^ where 

30 Ri . a and R\ are as defined above, 

(II) -CH 2 -S(0)o-2-(C,-C 6 alkyl), 
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(III) -CH 2 -CH 2 -S(0)o-2-(Ci-C 6 alkyl), 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -tl, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri_ b where R,_ a and R|. b are - 

5 H or \-C 6 alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, Wo or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N,\CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where Ri_ a and R]_ b are -H or Ci-C 6 
alkyl, 

10 (Vl) -(CH 2 )ni-(Ri-aryO where nj is zero or one and where Ri-aryi is 

phenyl, 1 -naphthyL 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substitute^ with one, two, three, or four of the following substituents on 
the aryl ring: 

) C1-C6 alkyl optionally substituted with one, two or three 
15 substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, and -NRi_ a Ri_ b where and Ri_ b are as defined above, -C=N, -CF3, C1-C3 
alkoxy, 

(B) C2/QfkMkenyl with one or two double bonds, optionally 
substituted with one, two or tnreeXsubstituents selected from the group consisting of 

20 -F, -CI, -OH, -SH, -ON, -CF 3 , C r \ 3 alkoxy, and -NRi_ a Ri_ b where R Na and R,_ b are 
HorCi-C 6 alkyl, 

(C) C2-C6 alkynyWith one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a R Nb where Ri_ a and R t . b are - 

25 H or C,-C 6 alkyl, 

(D) -F, CI, -Br or -I, 

(F) -CpCe alkoxy optionall^substituted with one, two, or three 

of: -F, 

(G) -NR N -2Rn-3 where Rn-2 and ^.3 are the same or different 
30 and are selected from the group consisting of: 

(a) -H, 

(b) -Ci-Ca alkyl optionijly substituted with one 
substitutent selected from the group consisting of: 
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to three -F, >C1 5 -Br, or -I, 



bonds, 



one triple bond, 



(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-Ce alkyl optionally substituted with one 

(d) -C3-C7 cycloalkyl, 

(e) -(C1-C2 alkyl)-(C 3 -C 7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(C,-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chain with one double bond and 



/I, optionally substituted with one, two or 
1 consisting of -F, -CI, -OH, -SH, -ON, 
Ri^a and Ri_b are -H or Ci-Ca alkyl, 



0) -Ri-aryi where Ri-aryi is as defined above, and 

(k) -Rl-heteroaryl Where Rl-heteroaryl IS as defined 

15 above, 

(H) -OH, 

(I) ON, 
(J) C3-C7 cyctt 

three substituents selected from the ; 
20 -CF 3 , C1-C3 alkoxy, and -NRi^Rw, 

(K)-CO-(C r C 4 att 

(L) -S02-NRi^Ri-b wl^ere Ri_a and Ri.bare as defined above, 
(M) -CO-NRi-aRi-b wh&je Ri^ and Rj^are as defined above, or 
(N)-S0 2 -(C r C 4 alkyl), 
25 (VII) -(CH2X11 -(Ri-heteroaryi) where fij is as defined above and where 

Ri-heteroaryi is selected from the group consisting of: 
pyridinyl, 
pyrimidinyl, 
quinolinyl, 
30 benzothienyl, 

indolyl, 
indolinyl, 
pryidazinyl, 
pyrazinyl, 
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isoindolyl, 

isoquinolyl, 

quinazolinyl, 

quinoxalinyl, 

phthalazinyl, 

imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

Denzofuranyl, 



oxadiazolyl, 
thiadiazol} 
triazolyl, 
tetrazolyl, 
oxazolopyridinylX 
imidazopyridinyl, 
isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 
isochromanyl, 
chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 
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isobenzotetrahydrothienyl, 
isobenzothienyl, 
benzoxazolyl, 
pyridopyridinyl, 
benzotetrahydrofiiranyl, 
benzote trahy drothieny 1 , 
purinyl, 
benzodioxolyl, 
triazinyl, 
phenoxazinyl, 

henothiazinyl, 
p\eridinyl, 
ben^othiazolyl, 

;opyridinyl, 
imida&othiazolyl, 
dihydrobenzisoxazinyl, 



isothiazinyl, 




benziso: 
benzoxai 
dihydro! 
benzopj^anyf 
benzothiopyrai 
coumarinyl, 
isocoumarinyl, 
chromonyl, 
chromanonyl, and 
pyridinyl-N-oxide 
tetrahydroquinolinyl 
dihydroquinolinyl 
dihydroquinolinonyl 
dihydroisoquinolinonyl 
dihydrocoumarinyl 
dihydroisocoumarinyl 
isoindolinonyl 
benzodioxanyl 
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benzoxazolinonyl 
pyrrolyl N-oxide, 
pyrimidinyl N-oxide, 
pyridazinyl N-oxide, 
pyrazinyl N-oxide, 
quinolinyl N-oxide, 
indolyl N-oxide, 
indolinyl N-oxide, 
isoquinolyl N-oxide, 
\guinazolinyl N-oxide, 
inoxalinyl N-oxide, 
phmalazinyl N-oxide, 
imid^olyl N-oxide, 
isoxazOiJyl N-oxide, 
oxazolylNN-oxide, 
thiazolyl Nrjoxide, 



indolizinylM^oxide, 
indazolyl ijf-d^jde, 
benzothia2blyl Nroxide, 
20 benzimidazolyl N^xide, 

pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
25 tetrazolyl N-oxide, 

benzothiopyranyl S-oxide, ; 
benzothiopyranyl S,S-dioxide,^ 

where the Ri-heteroaiyi group is bonded to -(CH 2 ) n r by any ring 
atom of the parent Ri-heteroaryi group substituted by hydrogen such that the new bond to 
30 the Ri-heteroaryi group replaces the hydrogen atom and its bfyid, where heteroaryl is 
optionally substituted with one, two, three, or four: 

(1) C|-C6 alkyl optionally substituted ^ith one, two or three 
substituents selected from the group consisting of C1-C3 alkyl\F, -CI, -Br, -I, -OH, 
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SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NR|. a Ri-b where R|. a and R|.bare as defined 
aboVe, 

(2) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

5 -F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR|. a Ri-b where R(. a and R|. b are 
-H orCi-c\alkyl, 

(3) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH\ -CsN, -CF 3 , C1-C3 alkoxy, and -NR ( . a Ru, where Ri. a and Ri. b are 

10 -HorCi-C 6 alkyl, 

V(4)-F, CI, -Br or -I, 
^) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -^TRn-2Rn-3 where Rn-2 and Rn-3 are as defined above, 
15 (8)-( 

(9) -C^ 

(10) Ca-feCdy 0 ^ 03 ^^ optionally substituted with one, two or 
three substituents selected frorm th^ group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF3, C1-C3 alkoxy, -NRi_ a Ri-b where Ri_ a and Ri.bare -H or Ci-Ce alkyl, 

20 (ll)-CO-(CiA alkyl), 

(12) -S02-NRi. a Rj.b where Ri_ a and Ri.bare as defined above, 

(13) -CO-NRi^Ri.\where Ri_ a and Ri^are as defined above, or 

(14) -S02-(Ci-C4 alkyl), with the proviso that when nj is zero 
Ri-hetcroaryi is not bonded to the carbon chain qy nitrogen, or 

25 (VIII) -(CH 2 ) n i-(Ri-heterocycie) wttere ni is as defined above and 

Ri-heterocycie is selected from the group consistingNpf: 

morpholinyl, 

thiomorpholinyl, 

thiomorpholinyl S-oxide, 
30 thiomorpholinyl S,S-dioxide, 

piperazinyl, 

homopiperazinyl, 

pyrrolidinyl, 
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pyrrolinyl, 
tetrahydropyranyl, 
piperidinyl, 
tetrahydrofuranyl, 
tetrahydrothienyl, 
homopiperidinyl, 
homomorpholinyl, 
homothiomorpholinyl, 
homothiomorpholinyl S,S-dioxide, 
oxazolidinonyl, 
dihydropyrazolyl, 
dihydropyrrolyl, 
iihydropyrazinyl, 
dmydropyridinyl, 
dihwlropyrimidinyl , 
dihydtafuryl, 



dihydro] 
tetrahy 
tetrahyd 
homothi 



ranyl, 

S-oxide, 
ienyl S,S-dioxide, and 



•mor 



yl S-oxide 

where the Ri-hetWycie group is bonded by any atom of the 
parent Ri-heterocyci^group substituted by hydrogen such that the 
new bond to the Ri\ e terocycie group replaces the hydrogen atom 
and its bond, where n^terocycle is optionally substituted with 
25 one, two, three, or 1 

(1) Ci-Ce alkyl optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -C=N, -CF 3 , Q-C3 alkoxy, and -NR,_ a R\ where Ri. a and Ri^are as 
defined above, 

30 (2) C2-C6 alkenyl with onfeor two double bonds, 

optionally substituted with one, two or three substituents Selected from the group 
consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy,\nd -NRi. a Ri-b where 
Ri.a and Ri. b are -H or Ci-C 6 alkyl, 
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(3) C2-C6 alkynyl with one or two triple bonds, 

r 



Dtionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NR]. a R]. b where 
Ri-a ajjd Rub are -H or Q-Ce alkyl, 

(4) -F, CI, -Br or -I, 

(5) C r C 6 alkoxy, 

(6) -C1-C6 alkoxy optionally substituted with one, two, 



or three of - 



10 below, 



(7) -NRn-2Rn-3 where Rn-2 and Rn- 3 are as defined 



(8) -OH, 

(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituent^vselected from the group consisting of -F, -CI, -OH, -SH, 

15 -ON, -CF 3) C1-C3 alkoxy\and -NRi- a Ri_b where Ri_ a and Ri, b are -H or C\-Ce alkyl, 

(11) -CO-(CrC 4 alkyl), 
-S02-NRi_ a Ri-b where Ri_ a and R^are as defined 



above, 
20 above, 



(13\-CO-NRi. a Ri.b where Ri_ a and Ri-bare as defined 



(14) .S0 2 -(Ci-C 4 alkyl), or 

(15) =0, with the proviso that when ni is zero 
Ri-heterocycie is not bonded to the carbon cnpn by nitrogen; 

where R2 is: 
25 (I)-H, 

(II) Ci-Ce alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF3, C1-C3 alkoxy, and -NRi- a Ri_ b wjiere Ri-a and Ri-bare as defined 
above, 

30 (III) -(CH 2 )o-4-R2-i where R2-1 is Ri-aA or Ri-heteroaiyi ; 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi. a Rg_b where Ri. a and R]. b are - 
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W or C,-C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 , Q-C3 alkoxy, and -NRi. a Ri. b where 
KV a and R|. b are -H or C|-C 6 alkyl, 

\ (V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 

with Otoe, two or three substituents selected from the group consisting of -F, -CI, -OH, 
5 -SH, -C^N, -CF 3 , C1-C3 alkoxy, and -NRi_ a R|. b where Ri_ a and R|. b are -H or Ci-C 6 
alkyl, or \ 

Vvi) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy^and -NRi_ a Ri- b where Ri. a and Ri_ b are -H or C r C 6 alkyl; 
10 where R 3 is: \ 

(I) -H, \ 

(II) C1-C6 aUcyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy and -NRi_ a Ri_ b where Rj. a and Ri. b are as defined 

15 above, \ . 

(III) -(CH 2 ) 0 -4-R2-l V"^ re R 2-l is R l-aryl Or Ri-heteroaryl ; 

(IV) C2-C6 alkenyl ff^none or two double bonds, 

(V) C2-C6 alkynyl lone or two triple bonds, or 

(VI) -(CH2)o-4- C3-C7 cycloalkyl, optionally substituted with one, two 
20 or three substituents selected from the grom) consisting of -F, -CI, -OH, -SH, -C=N, 

-CF 3 , C1-C3 alkoxy, and -NRi^Ri_ b where RL* and Ri_ b are -H or Ci-Ce alkyl, 
and where R 2 and R3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or sevfen carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selectedVrom the group consisting of -0-, 

25 -S-, -SO2-, and -NRn- 2 -, where Rn-2 is as defined aoove; 

where PROTECTING GROUP is selected frtoi the group consisting of t- 
butoxycarbonyl, benzyloxycarbonyl, formyl, trityl, acetyl, trichloroacetyl, 
dichloroacetyl, chloroacetyl, trifluoroacetyl, difluoroacetyl, fluoroacetyl, 4- 
phenylbenzyloxycarbonyl, 2-methylbenzyloxycarbonyl, 4Jethoxybenzyloxycarbonyl, 

30 4-fluorobenzyloxycarbonyl, 4-chlorobenzyloxycarbonyl, 3-chloroben2yloxycarbonyl, 
2-chlorobenzyloxycarbonyl, 2,4-dichlorobenzyloxycarbonyl, 4\ 
bromobenzyloxycarbonyl, 3-bromobenzyloxycarbonyl, 4-nitrobenzyloxycarbonyl, 4- 
cyanobenzyloxycarbonyl, 2-(4-xenyl)isopropoxycarbonyl, 1 , 1 -diphe^yleth- 1 - 
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yfbxycarbonyl, 1,1-diphenylprop-l-yloxycarbonyl, 2-phenylprop-2-yloxycarbonyl, 2- 
(/?Apluyl)prop-2-yloxycarbonyl, cyclopentanyloxycarbonyl, 1- 
metnylcyclopentanyloxycarbonyl, cyclohexanyloxycarbonyl, 1 - 
methylcyclohexanyloxycabonyl, 2-methylcyclohexanyloxycarbonyl, 2-(4- 
5 toluylsuMbnyl)ethoxycarbonyl, 2-(methylsulfonyl)ethoxycarbonyl, 2- 
(triphenymhosphino)ethoxycarbonyl, fluorenylmethoxycarbonyl, 2- 
(trimethylsuyl)ethoxycarbonyl, allyloxycarbonyl, 1 -(trimethylsilylmethyl)prop- 1 - 
enyloxycarbonyl, 5-benzisoxalylmethoxycarbonyl, 4-acetoxybenzyloxycarbonyl, 
2,2,2 -trichloroethoxycarbonyl, 2-ethynyl-2-propoxycarbonyl, 
1 0 cyclopropylmethWycarbonyl, 4-(decyloxyl)benzyloxycarbonyl, 

isobornyloxycarborwl and 1-piperidyloxycarbonyl, 9-fluorenylmethyl carbonate, - 
CH-CH=CH 2 and pHenyl-C(=N-)-H. 



1 16. An unprotected azide of formula (XIV) according to claim 115 where Ri is: 

-CH2-(Rl-aryO, Or 
-CH2-(R I -heterokryl) • 



1 17. An unprotected azide of for 
phenyl. 



!) according to claim 1 16 where Ri- ar yi is 



/ 



1 18. An unprotected azide of formula \XIV) according to claim 117 where phenyl is 
substituted with one, two or three -F, -C\ -Br or -I. 

/ 

1 19. An unprotected azide of formula (XIV)\according to claim 118 where phenyl is 
25 substituted with one or two -F. 

/ 

120. An unprotected azide of formula (XIV) according to claim 119 where phenyl is 
substituted with two -F in the 3- and 5- positions gi^jng 3,5-difluorophenyl. 

/ 

30 121. An unprotected azide of formula (XIV) according \o claim 1115 where R2 and R3 
are both -H. 

/ 

122. An unprotected azide of formula (XIV) according to claim 1 1 5 which is 

(2R, 3S)-3-amino-l -azido-4-(3,5-difluorophenyl)-2-butanol. 
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128. An azide of formula (XV) 



OH 



NH \ / CH \ / N ' 



Ri 



c 

/\ 

R 2 R3 



(XV) 



where Ri is 

(I) C\^C 6 alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
substituted with C r C 3 a%l and C r C 3 alkoxy), -F, -CI, -Br, -I, -OH, 

10 -SH, -C=N, -CF 3 , C1-C3 alkWy, -NRi. a Ri_ b where R u and Ri_ b are -H or Ci-C 6 alkyl, 
and -OC=0 NRi_ a Ri_ b where and Ri_ b are -H or Ci-C 6 alkyl, and -OC=0 NR^R^ 
where Ri_ a and Ri_ b are as defined above, 

(II) -CH 2 -S(O) 0 -2-WrC6 alkyl), 

(III) -CH 2 -CH2-S(0)L-(CrC6 alkyl), 

1 5 (IV) C2-C6 alkenyl witl i/6foe or two double bonds, optionally 

substituted with one, two or three subs fmipnts selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , Ci-C 3 j alk^y, and -NRi^R^ where Ri_ a and Ri_ b are - 
HorCi-C 6 alkyl, 

(V) C2-C6 alkynyl with one or Wo triple bonds, optionally substituted 
20 with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 

-SH, -C=N, -CF 3 , Ci-C 3 alkoxy, and -NRi. a Ri-b w^ere Ri_ a and Ri_ b are -H or Ci-C 6 
alkyl, 

(VI) -(CH 2 ) n r(Ri-aryi) where ni is zerik or one and where Ri-aryi is 
phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, oihydronaphthalyl, or tetralinyl 

25 optionally substituted with one, two, three, or four of tfip following substituents on 
the aryl ring: 

(A) Ci-Ce alkyl optionally substitute^ with one, two or three 
substituents selected from the group consisting of CrC 3 alkj\ -F, -CI, -Br, -I, -OH, 
-SH, and -NRi^Ri^, where Ri_ a and Ri_ b are as defined above, -^=N, -CF 3 , C1-C3 
30 alkoxy, 
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(B) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -Gl, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR|. a R|* where R|. a and R|. b are - 
H or c\c 6 alkyl, 

5 \ (C) C2-C6 alkynyl with one or two triple bonds, optionally 

substitutedVith one, two or three substituents selected from the group consisting of 
-F, -CI, -OHASH, -ON, -CF 3 , C1-C3 alkoxy, and -NR|. a R,. b where Ri. a and Ri. b are - 
HorCi-C 6 alk5 

(D)-F, CI, -Br or -I, 

10 \ (F) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

) -NRn-2Rn-3 where Rn-2 and Rno are as defined below, 
(HV-OH, 
(I)-C^N, 

15 (J) C3-(^7 cycloalkyl, optionally substituted with one, two or 

^roup consisting of -F, -CI, -OH, -SH, -C=N, 
vhere Ri. a and Ri^are -H or C1-C6 alkyl, 
4 alkyl), 

(L) -S02-NRi_jRi-b where Ri. a and R^are as defined above, 
20 (M) -CO-NRi_ a RU where Ri. a and Ri_b are as defined above, or 

(N) -S0 2 -(CrC 4 aVyl), 
(VII) -(CH2)ni-(Ri-heteroaryi) where ti\ is as defined above and where 
Ri-heteroaryi is selected from the group consisting of: 
pyridinyl, 

25 pyrimidinyl, 

quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 

30 pryidazinyl, 

pyrazinyl, 
isoindolyl, 
isoquinolyl, 



three substituents selected froirffttfe 1 
-CF3, C1-C3 alkoxy, and -NRi_ a 
(K) -CO 
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quinazolinyl, 
quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
isoxazolyl, 
pyrazolyl, 
oxazolyl, 
thiazolyl, 
indolizinyl, 
yindazolyl, 

enzothiazolyl, 
benzimidazolyl, 
benzQfuranyl, 
furany 
thienyl^ 
pyrrolyl, 1 
oxadiazoH 
thiadiazowl^ 
triazolyl, 
tetrazolyl, 
oxazolopyridinyl,\ 
imidazopyridinyl, 
isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 
isochromanyl, 
chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofiiranyl, 
isobenzotetrahydrothienyl, 
isobenzothienyl, 
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benzoxazolyl, 
pyridopyridinyl, 
benzotetrahydrofuranyl, 
benzotetrahydrothienyl, 
purinyl, 
benzodioxolyl, 
triazinyl, 
phenoxazinyl, 
phenothiazinyl, 
pteridinyl, 
Denzothiazolyl, 
imidazopyridiny 1 , 
imidazothiazolyl, 
dihyfirobenzisoxazinyl, 
benzisbxazinyl, 
benzoxazinyl, 
dihydrc bje 
benzop 
benzotl jop^ 
coumarmyl, 
isocoumarinyl, 
chromonyl, 
chromanonyl, and^ 
pyridinyl-N-oxide 
tetrahydroquinolinyl 
dihydroquinolinyl 
dihydroquinolinonyl 
dihydroisoquinolinonyl 
dihydrocoumarinyl 
dihydroisocoumarinyl 
isoindolinonyl 
benzodioxanyl 
benzoxazolinonyl 
pyrrolyl N-oxide, 
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pyrimidinyl N-oxide, 
pyridazinyl N-oxide, 
pyrazinyl N-oxide, 
quinolinyl N-oxide, 
indolyl N-oxide, 
indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
juinoxalinyl N-oxide, 
1 0 pl^thalazinyl N-oxide, 

izolyl N-oxide, 
isox^zolyl N-oxide, 
oxazolyl N-oxide, 
thiazolylyN-oxide, 
1 5 indolizinyl N-oxide, 

indazolyl NUoxide, 
benzothiazaJM^oxide, 
benzimida^lj\jN-oxide, 
pyrrolyl N* 

20 oxadiazolyl N-oxide, 

thiadiazolyl N-oxic 
triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
25 benzothiopyranyl S,S-diQxide, 

where the Ri-heteroaryi groupyis bonded to -(CH2) n r by any ring 
atom of the parent Ri-heteroaryi group substituted by nydrogen such that the new bond to 
the Ri-heteroaryi group replaces the hydrogen atom an^its bond, where heteroaryl is 
optionally substituted with one, two, three, or four: 
30 (1) Ci-Ce alkyl optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 \lkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi^Ri-b where Rj. a \nd Ri.bare as defined 
above, 
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(2) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -C1,V)H, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NR]. a Rj.b where R^ and R,. b are 
-HorCi-G^alkyl, 

(3) C2-C6alkynyl with one or two triple bonds, optionally 
substituted wfth one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi. a R Nb where Rj. a and R^are 
-H orC r C 6 alkylN 

(4) -F, CI, -Br or -I, 
-CpCe alkoxy optionally substituted with one, two, or three 



of: -F, 



In-2Rn-3 where Rn-2 and Rn- 3 are as defined below, 



three substituents selected from 
-CF 3 , C r C 3 alkoxy, -NR^R^ 
(11) -CO 



ay 

(8) 

(9) -C^ 

(10) C 3 -(5^ cycloalkyl, optionally substituted with one, two or 
jp consisting of -F, -CI, -OH, -SH, -ON, 

: Ri-a and R^are -H or Q-C6 alkyl, 
alkyl), 

(12) -S02-NRi_aAj-b where Ru and Ri_ b are as defined above, 

(13) -CO-NRi-aRi-Y where Ri_ a and Ri_bare as defined above, or 

(14) -S02-(Ci-C4 alkyl), with the proviso that when ni is zero 
Ri-heteroaryi is not bonded to the carbon chain by nitrogen, or 

(VIII) -(CH2)ni-(Ri-hetcrocycie) wli^re n\ is as defined above and 
Ri-heterocycie is selected from the group consisting \f: 
morpholinyl, 
thiomorpholinyl, 
thiomorpholinyl S-oxide, 
thiomorpholinyl S,S-dioxide, 
piperazinyl, 
homopiperazinyl, 
pyrrolidinyl, 
pyrrolinyl, 
tetrahydropyranyl, 
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^ piperidinyl, 

tetrahydrofuranyl, 
tetrahydrothienyl, 
homopiperidinyl, 
homomorpholinyl, 
homothiomorpholinyl, 
homothiomorpholinyl S,S-dioxide, and 
oxazolidinonyl, 
dihydropyrazolyl 
10 \ dihydropyrrolyl 

^dihydropyrazinyl 
ihydropyridinyl 
dilWdropyrimidinyl 
dihydrofuryl 
15 dihydropyranyl 

tetrahydWuenyl S-oxide 
tetrahyditfttirenyl S,S-dioxide 
homothiomoMiolinyl S-oxide 

where the Ri-Lterocycie group is bonded by any atom of the 

* \ 

20 parent Ri-heterocycte group substituted by hydrogen such that the new bond to the 

Ri-heterocycie group replaces the hydrogenvatom and its bond, where heterocycle is 
optionally substituted with one, two, threa or four: 

(1) C1-C6 alkVl optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 

25 -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NR^ a Ri-b where Ri. a and Ri* are as 
defined above, 

(2) C2-C6 alkenyl wfth one or two double bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkpxy, and -NRi_ a Ri-b where 

30 Ri_a and Ru, are -H or Q-Ce alkyl, 

(3) C2-C6 alkynyl with one dr two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, an\-NRi. a R,_ b where 
Ri_ a and R|.b are -H or C1-C6 alkyl, 
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or three of -F, 



below, 



(4) -F, CI, -Br or -I, 

(5) Ci-C 6 alkoxy, 

(6) -C|-C6 alkoxy optionally substituted with one, two, 

(7) -NRn-2Rn-3 where Rn-2 and Rn-3 are as defined 



(8) -OH, 

(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
two or three substituents\selected from the group consisting of -F, -CI, -OH, -SH, 
-CsN, -CF 3 , C1-C3 alkoxy^ and -NRi. a Ri- b where R Ua and Ri. b are -H or C t -C 6 alkyl, 

(11) -CO-(Ci-C 4 alkyl), 

(12) -S02-NRi. a Ri-b where Ri^ and Ri-bare as defined 

above, 

1^3) -CO-NRi. a Ri.b where Ri_ a and Ri_bare as defined 

above, 

) 2 -(Ci-C 4 alkyl), or 



(15 



\ 9 with the proviso that when ni is zero 
l chain by nitrogen; 



Ri-heterocycie is not bonded to the cep 
where R2 is: 

(I) -H, 

(II) CpCe alkyl, optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi- a l\i.b where Ri. a and R^are as defined 
above, 

(III) -(CH 2 )<m-R2-i where R 2 .| isl^i-aryi or R]-heteroaiyi where Ri-aryi and 
Ri-heteroaiyi are as defined above; 

(IV) C2-C6 alkenyl with one or two Rouble bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri_b where R^ and R^are 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -ON, -CF 3 > C r C 3 Vlkoxy, and -NR^Ri. b where 
Ri- a and Ri^are -H or Ci-Ce alkyl, 
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(V) C2-C6alkynyl with one or two triple bonds, optionally substituted 
with one, t^p or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -§F 3 , C1-C3 alkoxy, and -NRi. a Rub where Ri_ a and R|_bare -H or Ci-Ca 
alkyl, or 

5 (^TI) -(CH 2 )o^- C3-C7 cycloalkyl, optionally substituted with one, two 

or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C]-C3 alkoxy \and -NRi_ a Ri.b where Ri_ a and R^are -H or C\-C$ alkyl; 
where R 3 is: 
(I)-H, 

10 (II) Ci-CX alkyl, optionally substituted with one, two or three 

substituents selected froiAthe group consisting of Ci-C 3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, Ci-C 3 alftpxy, and -NRi_ a Ri_b where Ri_ a and Ri_bare as defined 
above, 

(III) -(CH 2 )o4-^2-i where R 2 .i is Ri- ary i or Ri-heteroaryi where Ri_ aryI and 
15 R, -heteroaryi are as defined above 

(IV) C2-C6 alkenirl With one or two double bonds, 

(V) C2-C6 alkynjfi with one or two triple bonds, or 

(VI) -(CH 2 )o-4- C3-G7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from tiie group consisting of -F, -CI, -OH, -SH, -C=N, 

20 -CF 3 , Ci-C 3 alkoxy, and -NRi^Rub where Ri* and Rub are -H or C1-C6 alkyl, 

and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom\selected from the group consisting of -0-, 
-S-, -SO2-, and -NRn-2-» where Rn-2 is as affined below; 

25 where Rn is: 

(I) Rn-i-Xn- where Xn is selected from the group consisting of: 

(A) -CO-, 

(B) -SO2-, 

(C) -(CR'R")i^6 where R\and R" are the same or different and 

30 are -H or C1-C4 alkyl, 

(D) -CO-(CR'R")i-6-X N .i Where X N -i is selected from the group 
consisting of -O-, -S- and -NR'- and where R' and are as defined above, and 

(E) a single bond; 
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where R N -i is selected from the group consisting of: 
(A) RN-aryi where RN-aryi is phenyl, 1 -naphthyl, 2 -naphthyl, 
tetralinyl,Nndanyl, dihydronaphthyl or 6,7,8,9-tetrahydro-5H-benzo[a]cycloheptenyl, 
optionally substituted with one, two or three of the following substituents which can 
be the same o\ different and are: 

(1) CpCe alkyl, optionally substituted with one, two or 
three substituent^ selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON,\CF 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where R]. a and Ri- b are as 
defined above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I, 

(5) -CO-OH, 
,(6) -ON, 

M) -(CH2)o-4-CO-NRn-2Rn-3 where Rn-2 and Rn-3 are the 
same or different and are selected from the group consisting of: 



substitutent selected from the groijp 



to three -F, -CI, -Br, or -I, 



bonds, 



one triple bond, 



above, 



)-H, 

^)) -Ci-Ce alkyl optionally substituted with one 
nsisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -£i-C6 alkyl optionally substituted with one 

(d) -C3-C7 cycloalkyl, 

(e) -(CrQ2alkyl)-(C3-C7 cycloalkyl), 

(f) -(CrQVlkyO-O-CCi^ alkyl), 

(g) -C2-C6 allcenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-Ca alkyl ch\in with one double bond and 

(j) -Ri-aiyi where Ri^Ais as defined above, and 
(k) -Rj-heteroaryi where RiWroaryi is as defined 
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double bonds), 
5 three triple bon^is), 

above, 
10 defined above, 
defined above, 



(8) -(CHjWCO^CrCnalkyl), 

(9) -(CH 2 )o-4-CO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 )o^-CO-(C 2 -Ci2 alkynyl with one, two or 

(11) -(CH 2 )o^-CO-(C 3 -C 7 cycloalkyl), 

(12) -(CH 2 )o-4-CO-Ri-aryi where Ri- ary i is as defined 

(13) -(CH 2 )o-4-CO-Ri-heteroary] where Rl-heteroaryl IS aS 

(14) -(CH 2 )o-4-CO-Ruheterocyc!e where Rl-heterocycle is as 



(15) -(CH 2 ) 0 ^-CO-Rn-4 where R N -4 is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
1 5 homomorpholinyl, homothiomorpholinyl, homothiomorpholinyl S-oxide, 



20 



25 



homothiomorpholinyl S,S-dioxid 
optionally substituted with one, 

(14 

the group consisting of: 



above, 
bonds, 
bonds, 



30 



defined above, 



as defined above, 



olinyl and pyrrolidinyl where each group is 
ee, or four of: C1-C6 alkyl, 
H 2 )o-4-CO-0-Rn-5 where Rn-s is selected from 

(aXCi-C 6 alkyl, 

(b) ^CH 2 )o. 2 -(Ri-aryi) where Ri_ a ryiis as defined 

(c) C 2 -&6 alkenyl containing one or two double 

(d) CrCe alkynyl containing one or two triple 

(e) C3-C7 cycloalkyl, and 

(f) -(CH 2 ) 0 - 2 -(Al-heteroaryl) where Ri -heteroaryl IS as 

(17) -(CH 2 )o^-S0 2 -NRn -W3 where R N . 2 and R N . 3 are 

(18) .(CH 2 ) 0 ^-SO-(CrC 8 alkyl), 

(19) -(CH 2 ) 0 ^SO 2 .(C r C 12 alWl), 

(20) -(CH 2 ) 0 ^-SO 2 -(C 3 -C 7 cycloalkyl), 
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(21) -(CH 2 )o-4-N(H or R N . 5 )-CO-0-R N -s where R N - 5 can 
be the same\or different and is as defined above, 

(22) -(CH 2 ) 0 .4-N(H or R N - 5 )-CO-N(R N . 5 ) 2 , where R N . 5 
can be the same^or different and is as defined above, 

5 \ (23) -(CH 2 )<m-N-CS-N(R N -5)2, where R N . 5 can be the 

same or different an\j is as defined above, 

(24) -(CH 2 ) 0 ^t-N(-H or R N .5)-CO-R N . 2 where R N . 5 and 
Rn- 2 can be the same or\Jifferent and are as defined above, 

(25) -(CH 2 )o-4-NRn- 2 Rn-3 where Rn- 2 and Rn-3 can be the 
10 same or different and are asNdefined above, 

(26) -(CH 2 )o-4-Rn-4 where Rn-4 is as defined above, 
(2V) -(CH 2 )o^-0-CO-(C,-C 6 alkyl), 
(28\-(CH 2 )o^-0-P(0)-(bRN.aryi-i) 2 where R^,., is -H 



15 



20 



or C r C 4 alkyl, 

above, 

above, 

defined above, 



(29) -(OH 2 ) 0 ^-O-CO-N(R N . 5 ) 2 where R N . 5 is as defined 



(30) -(C 



4-0-CS-N(Rn-s)2 where Rn-s is as defined 



(31) -(CH 2 )o-4-\)-(Rn-5)2 where Rn-s is as defined above, 

(32) -(CH 2 )o-4-(A( Rn-5)2-COOH where R N . 5 is as 



(33) -(CH2)o-4-S-( ^.5)2 where Rn-s is as defined above, 

(34) -(CH 2 ) 0 -4-O-(Ci-\;6 alkyl optionally substituted 
with one, two, three, four, or five -F), 

25 (35)C 3 -C 7 cycloalkyl, 

(36) C 2 -C6 alkenyl with oAe or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRi_ a Ri_ b where Ri. a and Rub are as defined above, 

(37) C2-C6 alkynyl with one orWo triple bonds 

30 optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 3 
alkoxy, or -NRi_ a Ri-b where Ri. a and Ri_b are as defined above, 

(38) -(CH 2 )(m-N(-H or R N -s)-S0 2 -%2 where R N -s and 
Rn-2 can be the same or different and are as described above, or 

(39) -(CH 2 )<m- C 3 -C 7 cycloalkyl, 
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15 



20 



25 



30 



(B) -R N -heteroary] where R N -heteroaryi is selected from the group 

pyridinyl, 
pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 
indolinyl, 
pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 
quinazolinyl, 
uinoxalinyl, 
pkthalazinyl, 



pyr*:o| 
oxazolyl\ 
thiazolyl, 
indolizinyl, 
indazolyl, 

benzothiazolyO 

benzimidazolyl, 

benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 
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10 



15 



20 



25 
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isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 
isochromanyl, 
chromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofiiranyl, 
isobenzotetrahydrothienyl, 
isobenzothienyl, 
benzoxazolyl, 
Dyridopyridinyl, 
pnzotetrahydrofuranyl, 
itetrahydrothienyl, 

puj 

bejfcofiioxolyl, 
tnazinyk 
phenoxazWl, 
phenothiazqiyl, 
pteridinyl, 
benzothiazolyt 
imidazopyridin> 
imidazothiazolyl^ 
dihydrobenzisoxazi^ 
benzisoxazinyl, 
benzoxazinyl, 
dihydrobenzisothiazinyl,\ 
benzopyranyl, 
benzothiopyranyl, 
coumarinyl, 
isocoumarinyl, 
chromonyl, 
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chromanonyl, and 

pyridinyl-N-oxide, 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

dihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzoxazolinonyl 

{ pyrrolyl N-oxide, 

^yrimidinyl N-oxide, 

pypdazinyl N-oxide, 

pyra^inyl N-oxide, 

quinq^nyr in -oxide, 

indolMW-oxide, 

indq|linyl\N-oxide, 

isoquinolyl\^-oxide, 

quinazolinyl ^N-oxide, 

quinoxalinyl N\oxide, 

phthalazinyl N-o^ide, 

imidazolyl N-oxidq 

isoxazolyl N-oxide,^ 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 

benzimidazolyl N-oxide, 

pyrrolyl N-oxide, 

oxadiazolyl N-oxide, 

thiadiazolyl N-oxide, 

triazolyl N-oxide, 
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tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 
where the Rivi-heteroaryi group is bonded by any atom of 
the parent RWteroary] group substituted by hydrogen such that the new bond to the R N . 
heteroaryi group Yeplaces the hydrogen atom and its bond, where heteroaryl is optionally 
substituted witmpne, two, three, or four of: 

(1) Ci-Ce alkyl, optionally substituted with one, two or 
three substituents sheeted from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, - 

10 OH, -SH, -ON, -CF^ C1-C3 alkoxy, -NRuRi-b where R Ua and R Kb are as defined 
above, 

(2) -OH, 

(3) -NO2, 

V(4) -F, -CI, -Br, or -I 
15 ^)-CO-OH, 

2)o-4-CO-NRn-2Rn-3 where R N -2 and Rno are the 
l the group consisting of: 
ta)-H, 

20 (b) -C1-C6 alkyl optionally substituted with one 

substituted selected from the group consisting of: 

(i) -OH, and 
V(ii) -nh 2 , 

(c) -Ci-CCe alkyl optionally substituted with one 



same or different and are selecte 



25 to three -F, -CI, -Br, or -I, 



30 bonds, 



one triple bond, 



(d) -C3-C7 Gvcloalkyl, 

(e) -(Ci-C 2 alkyl)-(C3-C7 cycloalkyl), 

(f) -(C,-C 6 al^l)-0-(Ci-C 3 alkyl), 

(g) -C 2 -C6 alkenYl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chaimwith one double bond and 



(j) -Ri-aryi where Ri-aryi is\as defined above, and 
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5 double bonds 



three triple bonds 



10 above, 

defined above, 
defined above, 

15 




(k) -Ri-heteroaryi where Ri-heteroaryi is as defined 

(8) -(CH 2 WCO-(CrC I2 alkyl), 

(9) -(CH2)o-4-CO-(C2-C] 2 alkenyl with one, two or three 

(10) -(CH 2 )o-rCO-(C2-Ci2 alkynyl with one, two or 

(1 1) -(CH 2 )o^CO-(C3-C 7 cycloalkyl), 

(12) -(CH2)<M-CO-Ri-aryi where Ri. ar yi is as defined 



(13) -(CH 2 )o^-CO-Ri-heteroaryl where Ri-heteroaryi IS as 
14) -(CH 2 ) 0 -4-CO-Ri.heterocycle where Ri-heterocycle IS as 

(\y\ -(CH 2 )o-4-CO-Rn-4 where R N ^ is selected from the 



group consisting of morpholinyl, thfomorpholinyl, piperazinyl, piperidinyl, 
homomorpholinyl, homothiomorpHoMnyl, homomorpholinyl S-oxide 3 
homothiomorpholinyl S,S-dioxide/pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Ci-Ce alkyl, 
20 (16) -(CH 2 )oV-CO-0-R N -5 where R N . 5 is selected from 

the group consisting of: 

(a) C,-Ck alkyl, 

(b) -(CH2to-2-(Ri-aryi) where Ri-aryi is as defined 



25 



30 



above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(c) C2-C6 alkenyl containing one or two double 

(d) C2-C6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkylX 

(f) -(CHa^-CRl-heteroa^l) where Ri-heten>aryl IS as 

(17) -(CH 2 )o-4-S02-NR n . 2 Rn-3 wh^re R N . 2 and R N _ 3 are 

(18) -(CH 2 )o^-SO-(Ci-C 8 alkyl), 
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(19) -(CH 2 )m-S02-(Ci-Ci2 alkyl), 

(20) -(CH 2 WS0 2 -(C3-C 7 cycloalkyl), 

(21) -(CH 2 )o^-N(H or R N _ 5 )-CO-0-R N - 5 where R N , 5 is 
selected^from the group consisting of: 

(a) Ci-C 6 alkyl, 

(b) -(CH2)o-2-(Ri-aryi) where R\. ary \ is as defined 



10 



bonds, 



defined above, 



(c) C2-C6 alkenyl containing one or two double 

(d) C2-C6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, and 

(f) -(CH 2 )o-2-(Rl-heteroary!) where Rl-heteroaryl is as 



15 



(CH 2 ) 0 ^-N(H or R N _ 5 )-CO-N(R N . 5 ) 2 , where R N . 5 
can be the same or different and fer^s defined above, 

(23^CH 2 )o^-N-CS-N(R N -5)2, where R N . 5 can be the 
same or different and is as defined abpve, 

)o-4-N(-H or Rn-s)-CO-Rn-2 where Rn-s and 
20 Rn-2 can be the same or different and are\as defined above, 

(25) -(CH 2 )(^4-NRn-2Rn-3 where R N -2 and R N o can be the 
same or different and are as defined above, 

(26) -(CH 2 )(M-f^-4 where R N _4 is as defined above, 

(27) <CH 2 ) 0 ^-O-(£O-(Ci-C6 alkyl), 

(28) -(CH 2 )o^-0-POED)-(ORN.aryi-i)2 where R N _ a ryi-i is -H 



25 



orC r C 4 alkyl, 
above, 
30 above, 

defined above, 



(29) KCH 2 ) 0 ^-O-CO-N(Rn-5)2 where R N _ 5 is as defined 

(30) -(CH 2 ) 0 ^-O-CS-N(R N \) 2 where R N . 5 is as defined 

(31) -(CH 2 ) 0 .4-O(Rn-5)2 where R n _ 5 is as defined above, 

(32) -(CH 2 )cm-0-( Rn- 5 )2-COOH where R N _ 5 is as 

(33) -(CH 2 )o-4-S-( Rn-s)2 where RN-\is as defined above, 
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(34) -(CH 2 )o^-0-(Ci-C 6 alkyl optionally substituted 
with o\e, two, three, four, or five of: -F), 

(35) C3-C7 cycloalkyl, 

(36) C2-C6 alkenyl with one or two double bonds 

5 optionally substituted with Ci-C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NF\_ a R]_b where Ri_ a and Ri_ D are as defined above, 

(37) C2-C6 alkynyl with one or two triple bonds 
optionally substituted with C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 3 
alkoxy, or -NRi_ a Ri_bWhere Ri_ a and Ri.bare as defined above, or 

10 \ (38) -(CH 2 ) 0 ^-N(-H or R n . 5 )-S0 2 -Rn-2 where R N . 5 and 

Rn-2 can be the same or different and are as described above, or 

(39) -(CH 2 ) 0 -4- C3-C7 cycloalkyl, 

(C) RVaryi-W-RN-aryi, where RN-aryi is defined as above, 

(D) RN\ryl-W-RN-heteroaryl, where Rw-aryl and RN-heteroaryl are as 

15 defined above, 

(E) RN-aryl-^/^N-l-heterocycle, where RN-heterocycle is defined as 

Ri-heterocycie, is defined above, 

(F) RN-heteroa^W-RN-aryl, where R N -aryiand Rn-heteroaryl are as 

defined above, 

20 (G) RN-heteroaryl-W\R N -heteroaryl 3 where RN-heteroaryl IS as defined 

above, 

(H) RN-heteroaryl" W-R^ \l-heterocycle> 

where RN-i-heterocycie is as 
defined as Ri-heterocycie is as defined above, ana where RN-heteroaryi is as defined above, 

(I) RN-heterocycle" W-R N ^ry\ Where RN-heterocycle is as defined as R]_ 

25 heterocycie is defined and where RN-aryi are as defined above, 

(J) RN-heterocyc!e-W-R N -heteroar^, where R N -heterocycle is as defined aS 

Ri -heterocycie as defined above and RN-heteroaryi are as aefined above, and 

(K) RN-heterocycle-W-RN-l -heterocycie, where RN-heterocycle and Rn- 

heteroaryi are as defined above, 
30 where W is 

(6) -(CH 2 ) 0 .4-, 

(7) -O-, 

(8) -S(0)o- 2 -, 

(9) -N(Rn-s)- where R N -s is as v defined above, or 
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(10) -CO-i 

(II) -CO-(Ci-Cioalkyl) where alkyl is optionally substituted with one, 
two, or thre\substitutents selected from the group consisting of: 
(A) -OH, 

5 \ (B)-Ci-C 6 alkoxy, 

(C) -Ct-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N -s is -H, Ci-C 6 alkyl or -phenyl, 
E) -CO-NRn-2Rn-3 where Rn-2 and R N -3 are the same or 

different and are as defmed above, 
10 (FVCO-Rn^ where R N -4 is as defined above, 

(G) W-(Ci-C 8 alkyl), 

(H) -SP2-NRN-2RN-3 where Rn-2 and Rn-3 are the same or 
different and are as defined abWe, 

(I) -NH-GO-(Ci-C6 alkyl), 

15 (J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 

(K) -NRn-2I%-3 where Rn-2 and Rn-3 are the same or different 
and are as defined above, 



(L) -Rn^ whe: 
(M) -O-CO-Opi 



{J^4 is as defined above, 
. 6 alkyl), 

20 (N) -0-CO-NRn-8^n-8 where Rn-8 are the same or different and 

are as defined above, 

(O) -0-(Ci-C 5 alkyl)-tOOH, 

(P) -0-(CrC6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 
25 (Q) -NH-S02-(Ci-C6a%l),and 

(R)-F, or -CI 

(III) -CO-(CrC 6 alkyl)-0-(CrC6 alkylWhere alkyl is optionally 
substituted with one, two, or three substitutents selecipd from the group consisting of: 
(A) -OH, 

30 (B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where Rn_ 8 is -H, C\-C 6 alkyl or -phenyl, 

(E) -CO-NRn-2Rn-3 where Rn-2 and are the same or 
different and are as defined above, 
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(F) -CO-Rnm where Rn^ is as defined above, 

(G) -S0 2 -(C,-C 8 alkyl), 

(H) -SO2-NRN-2RN-3 where Rn-2 and Rn-3 are the same or 
different \nd are as defined above, 

(I) -NH-CO-(C,-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 
(K) -NRn-2Rn-3 where Rn-2 and Rn-3 are the same or different 
and are as define^ above, 

(L) -Rn-4 where Rn-4 is as defined above, 
(M) -0-CO-(C r C 6 alkyl), 
i) -0-CO-NRn-8Rn-8 where the Rn-ss are the same or different 

and are as defined above 

(0) VO-(C,-C 5 alkyl)-COOH, 

(P) -0^(Ci-C6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 

(Q) .NH^P2-(C!-C 6 alkyl), 

(R) -F, -Cl^ 

-S-(Ci-C6 alkyl) where alkyl is optionally 
substituted with one, two, or thr^e sub^titutents selected from the group consisting of: 

(A) -OH, 

(B) -Ci-C 6 alkoxy, 1 

(C) -Ci-C 6 thioalkox^ 

(D) -CO-O-Rn-8 where ^Rn^ is as defined above, 

(E) -CO-NRn- 2 Rn-3 where^RN-2 and Rn-3 are the same or 
different and are as defined above, 

(F) -CO-Rn-4 where Rn-4 is a^ defined above, 

(G) -S0 2 -(Ci-C 8 alkyl), 
, (H) -S0 2 -NRn-2Rn-3 where RN- 2 ^nd Rn-3 are the same or 

different and are as defined above, 

(1) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 

(K) -NRn-2Rn-3 where Rn-2 and Rn-3 ar\the same or different 

and are as defined above, 

(L) -R N -4 where Rn-4 is as defined above, 
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(M) -0-CO-(C,-C 6 alkyl), 

(N) -0-CO-NRn-8Rn-8 where Rn-8 are the same or different and 

are as defined above, 

(0) -0-(Ci-C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
three of: -F, -01, -Br, -I), 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), 

(R) -F, or -CI, 

(V) -CO-CH(-(CH 2 )o.2-0-R N -!o)-(CH 2 )o.2-RN-ary|/RN-heteroaryl) where R N . 

10 ary i and RN-heteroaryi are a\ defined above, where Rn-io is selected from the group 
consisting of: 

(A) - 

(B) C^C 6 alkyl, 

(C) C3-O7 cycloalkyl, 

1 5 (D) C2-C6\lkenyl with one double bond, 

(E) C2-C6 alBynyl with one triple bond, 

(F) Ri-aryi wrf^^Ri-aryi is as defined above, and 

(G) RN-heteroLi vbere RN-heteroaryi is as defined above, or 

(VI) -CO-(C3-Cg cycloal^l) where alkyl is optionally substituted with 
20 one or two substitutents selected from theWoup consisting of: 

(A) -(CH 2 ) 0 ^-OH, 

(B) -(CH 2 ) 0 ^-C r C 6 alkoxy, 

(C) -(CH 2 )o-4-CrC 6 thidalkoxy, 

(D) -(CH 2 ) 0 ^-CO-O-R N -8V here r n-s is -H, C r C 6 alkyl or ■ 

25 phenyl, 

(E) -(CH 2 )q_4-CO-NRn-2Rn-3 \here Rn. 2 and Rn-3 are the same 
or different and are as defined above, 

(F) -(CH 2 )o-4-CO-Rn-4 where Rtvi\is as defined above, 

(G) -(CH 2 ) 0 ^-SO 2 -(C,-C 8 alkyl), 
30 (H) -(CH 2 )o-4-S02-NRn-2Rn-3 where R^.2 and R N . 3 are the same 

or different and are as defined above, 

(1) -(CH 2 ) 0 ^-NH-CO-(C 1 -C 6 alkyl), 
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(J) -NH-CO-O-Rn-8 where R N _8 is as defined above, 
(K) -(CH 2 )o-4-NRn-2Rn-3 where Rn-2 and R N -3 are the same or 
different^nd are as defined above, 

(L) -(CH 2 )o-4-Rn-4 where R N -4 is as defined above, 
5 \ (M) -0-CO-(C r C 6 alkyl), 

(N) -0-CO-NRn-8Rn-8 where Rn-8 are the same or different and 

are as defined ab\ve 5 

(O) -0-(C r C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
1 0 three of: -F, -CI, -Br, dr -I), 

(Q) -NH-S0 2 -(Ci-C6 alkyl), and 

(R)Y> or -CI. 

/ 

124. An azide of formula (XV\ according to claim 123 where R\ is: 
15 -CHz^R,^,), or\ 

-CH2-(Rl-heteroaryl)- 



A 



/ 



125. An azide of formula (XV) apcor^ing to claim 124 where Ri- ar yi is phenyl. 

/ 

20 126. An azide of formula (XV) accordiiig to claim 125 where phenyl is substituted 
with one, two or three -F, -CI, -Br or -I. 

/ 

127. An azide of formula (XV) according to\laim 126 where phenyl is substituted 
with one or two -F. 

25 \ / 

128. An azide of formula (XV) according to claim 127 where phenyl is substituted 
with two -F in the 3- and 5- positions giving 3,5-dirluorophenyl. 



30 



129. An azide of formula (XV) according to claim 123 where R2 and R3 are both -H. 

130. An azide of formula (XV) according to claim 123 wnere Rn is; 

R N _i-X N - where X N is selected from the group consisting of: 
-CO-, and 
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-SO:-, 

where Rn-i is selected from the group consisting of: 
R.N-aryi> and 

-RN-heteroaryl • 

/ 

1 3 1 . An azide\)f formula (XV) according to claim 1 30 where Rn is: 

_i-Xn- where Xn is selected from the group consisting of: 
-CO-, 

where Rn-i \g selected from the group consisting of: 

RN-aryl 
VRN-heteroaryl* 



/ 



132. An azide of formula\XV) according to claim 131 where R N is: 

(a) R N _i-X Nr where vC N is -CO-, where R N _i is RN-aryi where RN-aryi is phenyl 
substituted with one -CO-NK^Rno where the substitution on phenyl is 1,3- and 
where Rn-2 and Rn-3 are the same and are C3 alkyl, or 



(b) Rn-i-Xn- where Xn is 
substituted with one Ci alkyl and 
the phenyl is 1,3,5- and where Rn-2 



□-, where Rn-i is RN-aryi where RN-aryi is phenyl 
e -CO-NRn-2Rn-3 where the substitution on 
I Rn-3 are the same and are C3 alkyl. 

/ 

133. An azide of formula (XV) according to claim 123 which is 

N 1 -[(lS,2R)^-azido-l-(3,5-difluVobenzyl)-2-hydroxypropyl]5-methyl-N 3 ,N 3 - 
dipropylisophthalamide. 



25 1 34. A free amine of formula (XVI) 



OH\ 



-NH CH 
CH 



(XVI) 



where R2 is: 
(I)-H, 
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(II) C\-Ce alkyl, optionally substituted with one, two or three 
substikients selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -cW -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where Rj- a and R Nb are -H or C r C 6 
alkyl, and\-0C=O NR|. a Ri_ b where Ri_ a and R]. b are as defined above, 

(III) -(CH 2 )o-4-R2-l Where R 2 -l is Ri- ary | Or Rl-heteroaryl ; 

v(IV) C 2 -C6 alkenyl with one or two double bonds, optionally 
substituted witlrone, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SHM>N, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri_ b where R,_a and Ri_ b are - 
H or Ci-C 6 alkyl, -f\-C1, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NRi. a Ri. b where 
10 Ri_ a and Ri. b are -H orCpCe alkyl, 

(V) C 2 -Q, alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alkVy, and -NRi_ a Ri_ b where Ri_ a and Ri_ b are -H or Ci-C 6 
alkyl, or 

1 5 (VI) -(CH 2 )<m- CVC7 cycloalkyl, optionally substituted with one, two 

or three substituents selected fromwo^roup consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri- b #efe Ri_ a and Ri. b are -H or Ci-C 6 alkyl; 
where R 3 is: 
(I)-H, 

20 (II) C1-C6 alkyl, optionally Substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alkoxy, and -NRi. a Ri\ where Ri. a and Ri_ b are as defined 
above, 

(III) -(CH 2 )<m-R2-i where R 2 -i is RiWi or Ri 

-heteroaryl j 

25 (IV) C 2 -Ce alkenyl with one or two abuble bonds, 

(V) C 2 -C6 alkynyl with one or two triple bonds, or 

(VI) -(CH 2 )<m- C 3 -C7 cycloalkyl, optionally substituted with one, two 
or three substituents selected from the group consisting oiV-F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi. a Ri-b where Ri* and Ri_ b are or C r C6 alkyl, 

30 and where R 2 and R 3 are taken together with the carbon to which they are attached to 
form a carbocycle of three, four, five, six or seven carbon atomk optionally where one 
carbon atom is replaced by a heteroatom selected from the groupVonsisting of -O-, 
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-, -SO2-, and -NRn-2-, where Rn-2 and Rn-3 are the same or different and are selected 
i the group consisting of: 

(a) -H, 

(b) -Ci-Ce alkyl optionally substituted with one 
5 substitut^nt selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-Ce alkyl optionally substituted with one 



to three -F, -Cl,\Br, or -I, 



10 



15 



bonds, 



one triple bond, 



(d) -C3-C7 cycloalkyl, 

(e) -(CrC 2 alkyl)-(C3-C 7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(Ci-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C 2 -C6 alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chain with one double bond and 

(j) -Ri-aryi where Ri_ a ryi is as defined above, and 

(k) -Rj-heteroaryl Where Rl-heteroary! IS as defined 



20 above, 



where Rn is: 

(I) Rn-i-Xn- where Xn is fleeted from the group consisting of: 

(A) -CO-, 

(B) -S0 2 -, 

25 (C) -(CR'R")i-6 where I\' and R" are the same or different and 

are -H or C1-C4 alkyl, 

(D) -CO-CCR'R'Oi^-Xn-i wke X N _i is selected from the group 
consisting of -0-, -S- and -NR*- and where R' and are as defined above, and 

(E) a single bond; 

30 where Rn-i is selected from the gftmp consisting of: 

(A) RN^ryi where RN-aryi is phenyl, iWphthyl, 2-naphthyl, 
tetralinyl, indanyl, dihydronaphthyl or 6,7,8,9-tetrahydro-5Hrbenzo[a]cycloheptenyl, 
optionally substituted with one, two or three of the following s^bstituents which can 
be the same or different and are: 
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(1) C|-C6 alkyl, optionally substituted with one, two or 
three "Substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi. a Ri.b where Ri. a and Ri.bare as 
defined above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I, 

(5) -CO-OH, 

(6) -C^N, 

(7) -(CH 2 )o-4-CO-NR n .2Rn-3 where R N . 2 and R N . 3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
substituted selected from u\e group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -C1-C6 alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



bonds, 



one triple bond, 



double bonds), 
three triple bonds), 



](d) -C3-C7 cycloalkyl, 
2) -(Ci-C 2 alkyl)-(C3-C 7 cycloalkyl), 
(fWC-Ce alkyl)-0-(C,-C3 alkyl), 

(g) \C 2 -C6 alkenyl with one or two double 

(h) -C 2 ^C6 alkynyl with one or two triple bonds, 

(i) -Ci-CXalkyl chain with one double bond and 



0) -Ri-aiyi, ari^ 
(k)-R, 

-heteroaryl»\ 

(8) -(CH 2 )o4-CO-(C,-C\ alkyl), 

(9) -(CH 2 )o-*-CO-(C2-Ci 2 \lkenyl with one, two or three 

(10) -(CH 2 )<m-C0-(C 2 -Ci 2 alkynyl with one, two or 



(1 1) -(CH 2 ) 0 ^-CO-(C 3 -C7 cycloalkyl), 
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(12) -(CH 2 WCO-R,.aryl, 

(13) -(CH2)o-4-CO-Rl-heteroaryl, 

(14) -(CH2)o-4-CO-R|.heterocycle, 

(15) -(CH2)o-4-CO-Rn^ where is selected from the 
5 group Consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 

homom<Wiolinyl, homothiomorpholinyl, homothiomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: C1-C6 alkyl, 

(16) -(CH2)o-4-CO-0-Rn-s where R N _ 5 is selected from 

10 the group consisting of: 

(a) C r C 6 alkyl, 

(b) -(CH 2 )o-2-(Rl-aryl)» 

(c) C 2 -C6 alkenyl containing one or two double 



15 



bonds, 



bonds, 



(d) C2-C6 alkynyl containing one or two triple 



(17) 



(e) C3.C7 cycloalkyl, and 

-(CH 2 )o- 2 -(Rl-heteroaryl)j 

H 2 )o-4-S0 2 -NRn-2Rn-3 where R N . 2 and R N -3 are 
20 the same or different and are select|dVrom the group consisting of: 

(b) ^Ci-Ce alkyl optionally substituted with one 
substituted selected from the group consisting of: 

OH, and 
(ii\-NH 2 , 

(c) -CpCe alkyl optionally substituted with one 



25 



to three -F, -CI, -Br, or -I, 



30 



bonds, 



(d) -C 3 -C 7 cycldalkyl, 

(e) -(CrC 2 alkylWC 3 -C 7 cycloalkyl), 

(f) -(C,-C 6 alkyl)A(CrC 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -Q-Ce alkynyl with one or two triple bonds, 
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one tnble bond, 



(i) -Ci-Ce alkyl chain with one double bond and 

(j) -Ri-aryi where Ri.aryi is as defined above, and 
(k) -Ri-heteroaiyi where Ri-heteroaryi is as defined 



5 above, 



(18) -(CH 2 ) 0 ^SO-(Ci-C 8 alkyl), 

(19) -(CHa^-SOz^Ct-Cz alkyl), 

(20) -(CH 2 ) 0 -4-SO 2 -(C3-C7 cycloalkyl), 

(21) -(CH 2 )<m-N(H or R N _ 5 )-CO-0-R N - 5 where R N _ 5 can 
10 be the same or different ^nd is as defined above, 

(22) -(CH 2 )(m-N(H or R N _ 5 )-CO-N(R N . 5 ) 2 , where R N . 5 
can be the same or different Vid is as defined above, 

3) -(CH 2 ) 0 ^-N-CS-N(R N . 5 ) 2 , where R N _ 5 can be the 
same or different and is as defined above, 
1 5 (24V-(CH 2 ) 0 ^-N(-H or R N . 5 )-CO-R N . 2 where R N _ 5 and 

Rn- 2 can be the same or different and are as defined above, 

(25) -($\H^-4-NRn- 2 Rn-3 where R N -2 and R N -3 can be the 



same or different and are as defined 

(26) -jCH 



ve, 



20 



25 



or C1-C4 alkyl, 

above, 

above, 

defined above, 



>>P-4-Rn-4 where Rn^ is as defined above, 

(27) -(CH 2 )X-0-CO-(C,-C 6 alkyl), 

(28) -(CH 2 ) 0 A)-P(O)-(ORN-ar y i-i)2 where R N . aiyl ., is -H 

(29) -(CH 2 )(m-0-\:0-N(R n .5)2 where R N . 5 is as defined 

(30) -(CH 2 )o^-0-CsVj(R N .5)2 where R N -s is as defined 

(31) -(CH 2 )o-4-0-(RN-5)2\where Rn-s is as defined above, 

(32) -(CH 2 )(m-0-( Rn-5)2^COOH where R N -5 is as 



30 



(33) -(CH 2 )<m-S-( Rn-5)2 whftre Rn-s is as defined above, 

(34) -(CH 2 )(m-0-(Ci-C6 alkyl\>ptionally substituted 
with one, two, three, four, or five -F), 

(35) C3-C7 cycloalkyl, 
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(36) C2-C6 alkenyl with one or two double bonds 
optionally substituted with C r C 3 alkyi, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or^IRi. a R]. b where Ri_ a and Ri^are as defined above, 

(37) C2-C6 alkynyl with one or two triple bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C1-C3 
alkoxy, or -NRi\Ri_b where R|. a and Rub are as defined above, 

(38) -(CH 2 )<m-N(-H or R n _ 5 )-S0 2 -Rn-2 where R N . 5 and 
Rn-2 can be the sairi^ or different and are as described above, or 

(39) -(CH 2 )o-4- C3-C7 cycloalkyl, 
J) -RN-heteroaryi where RN-heteroaryi is selected from the group 



consisting of: 



15 



20 



25 



30 



pyridinyl, 
pyrimidinyl, 
quinolinyl, 
senzothienyl, 
irtdolyl, 
inc ^nyl, 

rinyl, 
pyrkziqyl, 

isoindoljd, 
isoquinolyl, 
quinazoliny\ 

quinoxalinyO 

phthalazinyl, 

imidazolyl, 

isoxazolyl, 

pyrazolyl, 

oxazolyl, 

thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 

benzofuranyl, 
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furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 

thiadiazolyl, 

triazolyl, 

tetrazolyl, 

oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 
isochromanyl, 
chromanyl, 

gtrahydroisoquinolinyl, 
is&itf^olinyl, 

is0ft^otetrahydrofuranyl, 

is<SJbel^otetrahydrothienyl, 

isibenispthienyl, 

benzoxa^plyl, 

pyridopyriainyl, 

benzotetrahyflrofuranyl, 

benzotetrahyd^pthienyl, 

purinyl, 

benzodioxolyl, 

triazinyl, 

phenoxazinyl, 

phenothiazinyl, 

pteridinyl, 

benzothiazolyl, 

imidazopyridinyl, 

imidazothiazolyl, 
556 



dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 

benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide, 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

ihydroisoquinolinonyl 

dmydrocoumarinyl 

dihvdroisocoumarinyl 

isoiiK cfijnonyl 

benzj prokanyl 

benz< xazplinonyl 

pyrrqlyl N\pxide, 

pyrimidinyl rJ-oxide, 

pyridazinyl N\pxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxiae, 

indolyl N-oxide, \ 

indolinyl N-oxide, \ 

isoquinolyl N-oxide, \ 

quinazolinyl N-oxide, 

quinoxalinyl N-oxide, 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 
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thiazolyl N-oxide, 
indolizinyl N-oxide, 
indazolyl N-oxide, 
benzothiazolyl N-oxide, 
benzimidazolyl N-oxide, 
pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 

10 \ tetrazolyl N-oxide, 

benzothiopyranyl S-oxide, and 
benzothiopyranyl S,S-dioxide, 
where the RN-heteroaryi group is bonded by any atom of 
the parent RN-heteroaryi group Substituted by hydrogen such that the new bond to the R N - 
15 heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is optionally 
substituted with one, two, three\or four of: 

(1) Ck-C6 alkyl, optionally substituted with one, two or 
three substituents selected from tmwmp consisting of C1-C3 alkyl, -F, -CI, -Br, -I, - 
OH, -SH, -ON, -CF 3 , C1-C3 alkJbxy{v-NRi. a Ri-b where R lHa and Ri_ b are as defined 

20 above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -B^or -I 

(5) -CO-OH, 
25 (6) -C=N, 

(7) -(CH2)o^-CO-NF^_2Rn-3 where Rn-2 and Rno are the 
same or different and are selected from the group cor^isting of: 

(a) -H, 

(b) -Ci-Ce alkyl opfipnally substituted with one 
30 substituted selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-Ce alkyl optionally Substituted with one 

to three -F, -CI, -Br, or -I, 
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5 bonds, 



one triple bond,\ 



10 



double bonds), 
1 5 three triple bonds), 



(d) -C3-C7 cycloalkyl, 

(e) -(CrC 2 alkyl)-(C 3 -C7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(C,-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl chain with one double bond and 

(j) -Ri-aryi, and 

(k) "Rl-heteroaryh 

(8) -(CH 2 ) 0 ^-CO-(CrCi2 alkyl), 

(9) -(CH 2 ) 0 -4-CO-(C2-Ci2 alkenyl with one, two or three 

(10) -(CH 2 )o^-CO-(C 2 -Ci2 alkynyl with one, two or 



1) -(CH 2 )o^CO-(C3-C7 cycloalkyl), 
(l^Ca^-CO-Ri-^i, 

( 1 3^HKI!H2)o^-CO-Ri -heteroaryl 9 

(IS) -(CH^o^-CO-Ri-heterocycie, 

20 (15) -(CH 2 )o-4-CO-Rism where Rn-4 is selected from the 

group consisting of morpholinyl, thiomVpholinyl, piperazinyl, piperidinyl, 
homomorpholinyl, homothiomorpholinyl\ homomorpholinyl S-oxide, 
homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Ci-Ce alkyl, 

25 (16) -(CH 2 )<M-Op-0-RN-5 where Rn-s is selected from 

the group consisting of: 

(a) C,-C 6 alkyl, 

(b) -(CH 2 )o.2\(Rl-aryl), 

(c) C2-C6 alkenyl containing one or two double 



30 bonds, 
bonds, 



(d) C 2 -C6 alkynylVontaining one or two triple 

(e) C3.C7 cycloalkyl,Vnd 

(f) -(CH2)o-2-(Rl-heteroaryQ, 
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(17) -(CH 2 )(m-S0 2 -NR n _ 2 R N -3 where R N -2 and Rn-3 are 

as defined above, 

(18) -(CH 2 )o^SO-(C,-C 8 alkyl), 

(19) -(CH 2 )o^S0 2 -(Ci-C,2 alkyl), 

(20) -(CH2)o^-S0 2 -(C3-C 7 cycloalkyl), 

(21) -(CH 2 ) 0 ^-N(H or R N . 5 )-CO-0-R N - 5 where R N - 5 can 
be the same or different and is as defined above, 

(22) -(CH 2 )(m-N(H or R N _ 5 )-CO-N(R N _ 5 ) 25 where R N . 5 
can be the same or different and is as defined above, 

10 \ (23) -(CH 2 ) 0 ^-N-CS-N(R N . 5 )2, where R N . 5 can be the 

same or different and i^as defined above, 

(24) -(CH 2 ) 0 -4-N(-H or R N . 5 )-CO-R N ,2 where R N . 5 and 
Rn-2 can be the same or different and are as defined above, 

(25) -(CH 2 )<m-NRn- 2 Rn-3 where R N _ 2 and Rn-3 can be the 
1 5 same or different and are as defined above, 

(26) -(CH 2 )o-4-Rn-4 where Rn-4 is as defined above, 
(27i-(CH 2 ) 0 ^-O-CO-(C,-C 6 alkyl), 
(28)ML^2)o^-0-P(0)-(ORN-aryi-02 where R N _ aryM is -H 



20 



25 



or Q-C4 alkyl, 

above, 

above, 

defined above, 



(29y-(<^ 2 ) 0 ^-O-CO-N(R N _ 5 )2 where R N -s is as defined 

(30) -(CH 2 WO-CS-N(R N _ 5 ) 2 where R N . 5 is as defined 

(31) -(CH 2 )o-4-0-(Rn-5)2 where R N -s is as defined above, 

(32) -(CH 2 )o-4-CM R N -5)2-COOH where R N - 5 is as 



(33) -(CH 2 )(M-S-( Rn.5)2 where R N . 5 is as defined above, 

(34) -(CH 2 ) 0 ^-O-(Ci\:6 alkyl optionally substituted 
with one, two, three, four, or five of: -F), 

30 (35) C 3 -C 7 cycloalkyl, 

(36) C 2 -Ce alkenyl with oife or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 3 
alkoxy, or -NRi^Ri-b where R|. a and Ri-bare as defined abo\e, 
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(37) C2-C6 alkynyl with one or two triple bonds 
optionallyWbstituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NJli- a R].b where Ri_ a and R|.bare as defined above, or 

(38) -(CH 2 )o-4-N(-H or R N . 5 )-S0 2 -R N -2 where R N _ 5 and 
5 Rn-2 can be the s\me or different and are as described above, or 

(39) -(CH 2 )(m- C3-C7 cycloalkyl, 

(C) Rn-aryl-W-RN-aryl, 
VD) RN-aryl-W-RN-heteroaryU 

(E) RN-aryl-W-RN-l-heterocycle, where Rn-l-heterocycle is defined as R\. 



10 



heterocycle* 



15 



(F) HN-heteroaiyl-W-RN-aryl. 

f-heteroaryrW-RN-heteroaryl? 5 

(H) Rn Wroaryl-W-RN -1-heterocycles 

(I) RN-hetdrocycle-W-RN-aryU 

(J) RN-heterdcycle-W-RN-heteroaryls and 
(K) RN-heterodycle-W-RN-1 -heterocycle 

where 



20 



"(CH2)(M- 5 

-0-, 

-S(O) 0 .2-, 

-N(Rn-s)- where Rn-s is as defined above, 



or 



(15) VCO-i 

(II) -CO-(Ci-C 10 alkyl) where alkyl is optionally substituted with one, 
25 two, or three substitutents selected from the groim consisting of: 

(A) -OH, 

(B) -Ci-C 6 alkoxy, 

(C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N -8 is -h> Ci-C 6 alkyl or -phenyl, 
30 (E) -CO-NR N -2Rn-3 where Rn-2 aify Rno are the same or 

different and are as defined above, 

(F) -CO-Rn^ where Rn^ is as define^ above, 

(G) -S0 2 -(CrC 8 alkyl), 
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(H) -SO2-NRN-2RN-3 where Rn-2 and Rn-3 are the same or 
different and are as defined above, 

(I) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 
(K) -NR N -2Rn-3 where Rn-2 and Rn-3 are the same or different 
and are as denned above, 

(L) -R N -4 where Rn-4 is as defined above, 
(M) -0-CO-(C r C 6 alkyl), 

(N) -O-CO-NRn-sRn-8 where R N -8 are the same or different and 

1 0 are as defined above\ 

(0) -0-(C r C 5 alkyl)-COOH, 

(R) -0-(CpC6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or - 

(Q) ^H-S0 2 -(Ci-C 6 alkyl), and 

15 (R)-F,W-C1 

(III) -CO-(Ci-C 6 a%lj)-0-(Ci-C6 alkyl) where alkyl is optionally 
substituted with one, two, or three^ubstitutents selected from the group consisting of: 

(A) -OH, 

(B) -C,-C 6 &lkij 
20 (C) -Ci-C 6 thioatkoxy, 

(D) -CO-O-Rn-8 where Rn. 8 is -H, Ci-C 6 alkyl or -phenyl, 6 

(E) -CO-NRn-2Rn-3 \here Rn-2 and Rn-3 are the same or 
different and are as defined above, 

(F) -CO-Rn^ where Rn-A? s as defined above, 
25 (G) -S0 2 -(C,-C 8 alkyl), 

(H) -S0 2 -NRn- 2 Rn-3 where R^_ 2 and Rn-3 are the same or 
different and are as defined above, 

(1) -NH-CO-(C,-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is^s defined above, 
30 (K) -NRn-2Rn-3 where Rn-2 and RNoVre the same or different 

and are as defined above, 

(L) -Rn^ where Rn-4 is as defined abovfc 
(M) -0-CO-(d-C 6 alkyl), 
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v (N) -O-CO-NRn-sRn-8 where Rn-8 are the same or different and 

are asMefined above, 

\ (O) -0-(Ci-C 5 alkyl)-COOH, 

\ (P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 

5 three of: -F,\ci, -Br, or -I), 

\ (Q) -NH-S0 2 -(Ci-C6 alkyl), 

\ (R)-F,-C1, 

(Iv\-CO-(Ci-C 6 alkyl)-S-(Ci-C 6 alkyl) where alkyl is optionally 
substituted with one\two, or three substitutents selected from the group consisting of: 

10 \a)-oh, 

(B) -Ci-Ca alkoxy, 
(c\-Ci-C 6 thioalkoxy, 

(D) \C0-0-Rn-8 where Rn-8 is as defined above, 

(E) -0O-NRn-2Rn-3 where Rn-2 and Rn-3 are the same or 
1 5 different and are as defined above, 

(F) -CO-Rjsm where Rn^ is as defined above, 

(G) -S0 2 mC 8 alkyl), 

(H) -S02-JmjpRN-3 where Rn-2 and Rn-3 are the same or 
different and are as defined abovft, \ 

20 (I) -NH-CO-(cVc 6 alkyl), 

(J) -NH-CO-O-R^^ where Rn-8 is as defined above, 
(K) -NRn-2Rn-3 where Rn- 2 and Rn-3 are the same or different 
and are as defined above, \ 

(L) -R N -4 where Rn-4 i$ as defined above, 
25 (M) -0-CO-(Ci-C 6 alkW 

(N) -0-CO-NRn-8Rn-8 where Rn-8 are the same or different and 
are as defined above, \ 
(O) -0-(Ci-C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionallv substitued with one, two, or 
30 three of: -F, -CI, -Br, -I), \ 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), \ 
(R)-F,or-Cl, \ 
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(V) -CO-CH(-(CH 2 )o.2-0-RN.|o)-(CH2)o.2-RN-ary|/RN-heteroa^l) where R N . 

aryi and Rf^heteroaryi are as defined above, where Rn-io is selected from the group 
consisting ot 

X (A)-H, 

(B) C,-Q alkyl, 

(C) C3-C7 cycloalkyl, 

(D) C2-C6 alkenyl with one double bond, 

(E) C2-C6 alkynyl with one triple bond, 
Ri-aryi where Ri-aryi is as defined above, and 

10 (G)\RN-heteroaryi where RN-heieroaryi is as defined above, or 

(VI) -CO-(C\-C8 cycloalkyl) where alkyl is optionally substituted with 
one or two substitutents selected from the group consisting of: 

(A) -(CHo) 0 -4-OH, 

(B) -(CH2V4-C1-C6 alkoxy, 

1 5 (C) -(CH 2 )o\-Ci-C 6 thioalkoxy, 

(D) -(CH 2 ) 0 -4\:O-O-Rn.8 where R N . g is -H, Ci-C 6 alkyl or 

phenyl, 



(E)-(CH 2 ) 0 ^-O 
or different and are as defined above, 



20 



[_2Rn-3 where Rn-2 and Rn-3 are the same 



25 



30 



(F) -(CH2)o-4-CO-Rn\ where Rn^ is as defined above, 

(G) -(CH 2 ) 0 ^-SO 2 -(Ci-\:8 alkyl), 

(H) -(CH 2 )o-4-S02-NRn-2^n.3 where Rn-2 and Rn-3 are the same 
or different and are as defined above, 

(I) -(^o^-NH-CO-CCrCa^lkyl), 

(J) -NH-CO-O-Rn-8 where Rn-s\s as defined above, 
(K) -(CH 2 )o-4-NRn-2Rn-3 where and Rn-3 are the same or 
different and are as defined above, 

(L) -(CH 2 )o-4-Rn-4 where Rn-4 is as defined above, 
(M) -0-CO-(C,-C 6 alkyl), 

(N) -0-CO-NRn-8Rn-8 where Rn-8 are thfe same or different and 

are as defined above, 

(O) -0-(C,-C 5 alkyl)-COOH, 
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(P) -0-(C|-C6 alkyl optionally substitued with one, two, or 
three of: -CI, -Br, or -I), 

(Q) -NH-S02-(Ci-C6 alkyl). and 
(R) -F, or -CI, 

5 where Rm is: 

Vphenyl where -phenyl is substituted with two -F, 

■(CH2)nl-Rl-heteroaryl , Or 
"(CH^) n i-R|-h e terocycle- 

/ 

10 135. A free amine of formula (XVI) according to claim 134 where R\ is: 

-(CH2) n 1 "1^1 -heteroaryl) • 

/ 

136. A free amine of formula (XVI) according to claim 135 where ni is 1. 

/ 

15 137. A free amine of formula fctVI) according to claim 134 where Ri is: 

-(CH2) n 1 "(Rl -heter^ycle)- 

/ 



138. A free amine of formula Q 



xording to claim 137 where ni is 1. 

/ 



20 139. A free amine of formula (XVI) according to claim 134 where phenyl is 
substituted in the 3- and 5- positions giving 3,5-difluorophenyl. 

/ 

140. A free amine of formula (XVI) according to claim 134 where R2 and R3 are both 
-H. 



25 



/ 



141. A free amine of formula (XVI) according to claim 134 where Rn is: 
Rn-i-Xn- where Xn is selected froip the group consisting of: 
-CO-, and 
-SO2-, 

30 where Rn-i is selected from the group Consisting of: 

RN-aryl, &nd 
"RN-heteroaryl* 



142. A free amine of formula (XVI) according to claim 141 inhere Rn is: 
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Rn.i-Xn- where Xn is: 
-CO-, 

where R N -i is selected from the group consisting of: 
R N -aryi, and 



N-heteroaryl* 



143. A free amine of formuja ( 

(a) Rn-i-Xn- where Xn is -C 



/ 



according to claim 142 where Rn is: 
^^^vwhere Rn-i is RN-aryi where RN-aryi is phenyl 
substituted with one -CO-NRn-2Rn-3 where^e substitution on phenyl is 1,3- and 
10 where Rn-2 and R N _ 3 are the same and are C3 alleys or 

(b) Rn-i-Xn- where Xn is-CO, where Rn-i is > Rw. ary i where RN-aryi is phenyl 
substituted with one d alkyl and with one -CO-NRN^RnWhere the substitution on 
the phenyl is 1,3,5- and where Rn-2 and Rn-3 are the same and a^e C3 alkyl. 

/ 

1 5 144. A free amine of formula (XVI) according to claim 1 34 which is 

N'-[(lS,2R)-3 -amino-l-(3 J 5-difluorobenzyl)-2-hydroxypropyl]-5-methyl- 
N 3 ,N 3 -dipropylisophthalamide. 



145. A method of treating a patient who has, or in preventing a patient from getting, a 
20 disease or condition selected from the group consisting of Alzheimer's disease, for 
helping prevent or etelay the onset of Alzheimer's disease, for treating patients with 
mild cognitive impairment (MCI) and preventing or delaying the onset of Alzheimer's 
disease in those who would progress from MCI to AD, for treating Down's syndrome, 
for treating humans who haVe Hereditary Cerebral Hemorrhage with Amyloidosis of 
25 the Dutch-Type, for treating cerebral amyloid angiopathy and preventing its potential 
consequences, i.e. single and recurrent lobar hemorrhages, for treating other 
degenerative dementias, including oementias of mixed vascular and degenerative 
origin, dementia associated with Parkihson's disease, dementia associated with 
progressive supranuclear palsy, dementiasassociated with cortical basal degeneration, 
30 diffuse Lewy body type of Alzheimer's disease and who is in need of such treatment 
which comprises administration of a therapeutically effective amount of a compound 
selected from the group consisting of a substituted amine of formula (X) 
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OH 



CH 



NH 



I /\ 



Rc 



(X) 



A 1 



iere Ri is: 

(I) Ci-Ce alkyl, optionally substituted with one, two or three 
substituents Selected from the group consisting of C1-C3 alkyl, C1-C7 alkyl (optionally 
substituted witKCi-C 3 alkyl and C1-C3 alkoxy), -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 \C r C3 alkoxy, -NR^Rub where R Ua and Ri_ b are -H or Ci-C 6 alkyl, . 
and -OC=0 NRi. a K>i_b where Ri_a and Ri.bare as defined above, 

(II) -CH 2 -S(0)o.2-(Ci-C 6 alkyl), 

10 (III) -ck-CH 2 -S(0)o-2-(Ci-C 6 alkyl), 

(IV) C2-C^alkenyl with one or two double bonds, optionally 
substituted with one, two or\three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C-N, -CF^ C1-C3 alkoxy, and -NR,_ a Ri_ b where R Na and R,. b are 
HorCi-C 6 alkyl, 

15 (V) C2-C6 alkynyl Vith one or two triple bonds, optionally substituted 

with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C-N, -CF3, C1-C3 alkoxy, and ->JRi_ a Ri-b where Ri_ a and Ri.bare -H or Ci-Ce 
alkyl, 

(VI) -(CH2)ni-( R i-aryi) where nj is zero or one and where Ri- ary i is 
20 phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substituted with one, two, three, oritur of the following substituents on 
the aryl ring: 

(A) Ci-Ce alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C\C3 alkyl, -F, -CI, -Br, -I, -OH, 

25 -SH, and -NRi_ a Ri-b where Ru and R^b are as defined^bove, -C=N, -CF 3 , C1-C3 
alkoxy, 

(B) C2-C6 alkenyl with one or two ctouble bonds, optionally 
substituted with one, two or three substituents selected fronrthe group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , d-C 3 alkoxy, and -NR^R^ \here R Ua and Ri_ b are 

30 H or C,-C 6 alkyl, 
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(C) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where R^ and R|. b are - 
HorCi-C 6 a^yl, 

(D) -F, CI, -Br or -I, 

(F) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NRn-2Rn-3 where Rn-2 and Rn-3 are as defined below, 
I) -OH, 

10 (IX-ON, 

(J) Q3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected frbm the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi.a\Ri_b where Ri_ a and Ri_ b are -H or C\-C$ alkyl, 
(K)-CO-(C,-C 4 alkyl), 
1 5 (L) -S02-NRi_ a Ri-b where Ri_ a and Ri_ b are as defined above, 

(M) -CO-NRi^Ri-b where Ri_ a and Ri_ b are as defined above, or 
(N) -SOz^Crdalkyl), 
(VII) -(CH2)ni-(Ri-heteroai)0 where n\ is as defined above and where 
Ri-heteroaryi is selected from the group consisting of: 
20 pyridinyl, 

pyrimidinyl, 
quinolinyl, 
benzothienyl, 
indolyl, 

25 indolinyl, 

pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 

30 quinazolinyl, 

quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
isoxazolyl, 
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10 



15 



20 



25 



30 



pyrazolyl, 
oxazolyl, 
thiazolyl, 
indolizinyl, 
indazolyl, 
benzothiazolyl, 
benzimidazolyl, 
benzofuranyl, 
\furanyl, 
thjenyl, 
pyfrolyl, 
oxadWolyl, 
thiadiaV>lyl, 
triazolyl\ 
tetrazolyl,\ 
oxazolopyrfiiinyl, 
imidazopyridujyl, 
isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 
isochromanyl, 
chromanyl, 
tetrahydroisoquinolinyl, 
isoindolinyl, 

isobenzotetrahydrofuranyl, 
isobenzotetrahydrothienyl, 
isobenzothienyl, 

benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofuranyl, 

benzotetrahydrothienyl, 

purinyl, 
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benzodioxolyl, 
triazinyl, 
phenoxazinyl, 
phenothiazinyl, 
pteridinyl, 
benzothiazolyl, 
imidazopyridinyl, 
imidazothiazolyl, 
ihydrobenzisoxazinyl, 
\ 10 b\nzisoxazinyl, 

benfcoxazinyl, 
dihyorobenzisothiazinyl, 
benzopyranyl, 
benzothutoyranyl, 
1 5 coumariny> 

isocoumarin^l, 
chromonyl, 
chromanonyl, ari 
pyridinyl-N-oxide\ 
20 tetrahydroquinolinyh 

dihydroquinolinyl 
dihydroquinolinonyl 
dihydroisoquinolinonyl 
dihydrocoumarinyl 
25 dihydroisocoumarinyl 

isoindolinonyl 
benzodioxanyl 
benzoxazolinonyl 
pyrrolyl N-oxide, 
30 pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 
pyrazinyl N-oxide, 
quinolinyl N-oxide, 
indolyl N-oxide, 
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indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
quinoxalinyl N-oxide, 
phthalazinyl N-oxide, 
imidazolyl N-oxide, 
isoxazolyl N-oxide, 
oxazolyl N-oxide, 
thiazolyl N-oxide, 
10 \ indolizinyl N-oxide, 

ndazolyl N-oxide, 

nzothiazolyl N-oxide, 
benzimidazolyl N-oxide, 
pyrrdlyl N-oxide, 
1 5 oxadiaVlyl N-oxide, 

thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-Qxide, 
benzothiopyranyl S-oxide, 
20 benzothiopyrany\S,S-dioxide, 

where the Ri^eteroarW group is bonded to -(CH2) n i- by any ring 
atom of the parent Ri-heteroaryi group substituted by hydrogen such that the new bond to 
the Ri-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substituted with one, two, three, or ibur: 
25 (1) Ci-Ce alkyl optionally substituted with one, two or three 

substituents selected from the group consisting of Gi -C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF3, C1-C3 alkoxy, and -NRi. a Ri-b wher\R]. a and Rj^are as defined 
above, 

(2) C2-C6 alkenyl with one or two dtouble bonds, optionally 
30 substituted with one, two or three substituents selected fromVhe group consisting of 

-F, -CI, -OH, -SH, -C=N, -CF 3 , Cj-C 3 alkoxy, and -NR^R^ V ere R i* and R i-bare 
-H orCi-C 6 alkyl, 

(3) C2-C6alkynyl with one or two triple borifcls, optionally 

substituted with one, two or three substituents selected from the groub consisting of 
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-F, JC1, -OH, -SH, -ON, -CF 3 , C r C 3 alkoxy, and -NRi_ a Ri_ b where R,_ a and R]. b are 
-Hor\Ci-C 6 alkyl, 

(4) -F, CI, -Br or -I, 

(6) -Ci-Ce alkoxy optionally substituted with one, two, or three 

5 of: -F, 

(7) -NR^Rno where Rn-2 and Rn-3 are as defined below, 

(8) -OH, 

(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, two or 
10 three substituents selected from the group consisting of -F 3 -CI, -OH, -SH, -C=N, 

-CF3, C1-C3 alkoxy, -3^JRi_ a Ri_b where Ri_ a and Rj.b are -H or Cj-Ce alkyl, 

l)-CO-(Ci-C 4 alkyl), 

(I A) -S02-NRi_ a Ri.b where Ri_ a and Ri_b are as defined above, 

(1 3)VCO-NRi- a Ri-b where Ri_ a and Ri_b are as defined above, or 

15 (14) -S02-(Ct-C4 alkyl), with the proviso that when n\ is zero 

Ri-heteroaryi is not bonded to theVarbon chain by nitrogen, or 

(VIII) -(CH 2 )ni-(Hi-heterocycie) where xi] is as defined above and 

Ri-heterocycie is selected from the group consisting of: 

morpholinyl\ 

20 thiomorpholinVl, 

thiomorpholiny\S-oxide, 

thiomorpholinyl S,S-dioxide, 

piperazinyl, 

homopiperazinyl, 

25 pyrrolidinyl, 

pyrrolinyl, 

tetrahydropyranyl, 

piperidinyl, 

. tetrahydrofuranyl, 

30 tetrahydrothienyl, 

homopiperidinyl, 

homomorpholinyl, 

homothiomorpholinyl, 

homothiomorpholinyl S,S-dioxide, aii^ 
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E . 5 



oxazolidinonyl, 
dihydropyrazolyl 
dihydropyrrolyl 
dihydropyrazinyl 
dihydropyridinyl 
dihydropyrimidinyl 
dihydrofuryl 
dihydropyranyl 
tetrahydrothienyl S-oxide 
10 \ tetrahydrothienyl S,S-dioxide 

lomothiomorpholinyl S-oxide 
lere the Ri-heterocycie group is bonded by any atom of the 
parent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-heterocycie group replaces the hydrogen atom and its bond, where heterocycle is 
1 5 optionally substituted with one, two, three, or four: 

1) CpCe alkyl optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -ON, -CF 3 , C1-C3 alkd^y, and -NRi_ a Ri-b where Ri. a and Ri4,are as 
defined above, 

20 (2) C2-Q5 alkenyl with one or two double bonds, 

optionally substituted with one, two or ttpree substituents selected from the group 
consisting of -F, -CI, -OH, -SH, -ON, -C^ 3 , Q-C3 alkoxy, and -NR^R^ where 
Ri_a and Rub are -H or C\-C$ alkyl, 

(3) C2-C6 alkynVl with one or two triple bonds, 
25 optionally substituted with one, two or three substituents selected from the group 

consisting of -F, -CI, -OH, -SH, -ON, -CF 3 , Ci-^3 alkoxy, and -NR^R^ where 
Ri_a and are -H or Ci-Ce alkyl, 

(4) -F, CI, -Br or -I, 

(5) Ci-C 6 alkoxy, 

30 (6) -CpCe alkoxy optionally substituted with one, two, 

or three of -F, 

(7) -NRn-2Rn-3 where Rn-2 an^R N _ 3 are as defined 

below, 

(8) -OH, 
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(9) -ON, 

(10) C3-C7 cycloalkyl, optionally substituted with one, 
two or thrfee substituents selected from the group consisting of -F, -CI, -OH, -SH, 
-ON, -CF 3 \Ci-C 3 alkoxy, and -NRi_ a Ri-b where Ri- a and R ub are -H or C r C 6 alkyl, 

(11) -CO-(C r C 4 alkyl), 

(12) -SCVNR^Ri-b where Ri_ a and Ri.bare as defined 

above, 

(13) -CO-NRuaRi-b where Ri_ a and Ri. b are as defined 

above, 

10 \ (14)-S0 2 -(C r C 4 alkyl),or 

(15) =0, with the proviso that when ni is zero 
Ri-heterocycie is not bonded teethe carbon chain by nitrogen; 
where R2 is: 
(I)-H, 

1 5 (II) Ci-Ce alkyl, optionally substituted with one, two or three 

substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C-N, -CF 3 , C1-C3 alkoxy, and\-NRi. a Ru b where Ri_ a and Ri_ b are as defined 
above, 

(III) -(CH 2 )o-4-R2-i wher\R 2 -i is Ri- ary i or Ri-heteroaryi where Ri. ary i and 
20 Ri-heteroaryi are as defined above; 

(IV) C2-C6 alkenyl with oneW two double bonds, optionally 
substituted with one, two or three substituentt selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, tod -NRi_ a Ri_b where Ri_ a and Ri. b are 
H or C r C 6 alkyl, -F, -CI, -OH, -SH, -C=N, -CF 3 \Ci-C 3 alkoxy, and -NR^Ri-b where 

25 Ri_ a and Ri_ b are -H or Q-Ce alkyl, 

(V) C2-C6alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NR|. a Ri- b where % a and Ru b are -H or C r C 6 
alkyl, or 

30 (VT) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally ^substituted with one, two 

or three substituents selected from the group consisting of -FVcI, -OH, -SH, -C=N, 
-CF 3 , C1-C3 alkoxy, and -NRi^Rj-b where Ri^ and R^are -H o^d-Ce alkyl; 
where R 3 is: 
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(I) -H, 

(II) Ci-Ca alkyl, optionally substituted with one, two or three 
subkituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -\=N, -CF 3 , C1-C3 alkoxy, and -NRi- a Ri-b where Ri_ a and Ri_ b are as defined 
above, 

(III) -(CH 2 )o-4-R2-i where R 2 -i is Ru ary i or Ri-heteroaryi where R Nary i and 
Ri-heteroaryi al^ as defined above; 

(IV) C2-C6 alkenyl with one or two double bonds, 
(\) C2-C6 alkynyl with one or two triple bonds, or 

10 (VI\ -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 

or three substituents\elected from the group consisting of -F, -CI, -OH, -SH, -C=N, 
-CF3, C1-C3 alkoxy, arid -NRi_ a Ri-b where Ri-a and Ri_b are -H or C1-C6 alkyl, 
and where R 2 and R 3 are\taken together with the carbon to which they are attached to 
form a carbocycle of threei four, five, six or seven carbon atoms, optionally where one 
15 carbon atom is replaced by \ heteroatom selected from the group consisting of -0-, 
-S-, -S0 2 -, and -NRn-2-> wher\ Rn-2 is as defined below; 
where Rn is: 

(I) Rn-i-Xn- wher^XN is selected from the group consisting of: 
(A) -CO-, 

20 (B) -S0 2 -, 

(C) -(CR'R")i_6yhere R' and R" are the same or different and 

are -H or C1-C4 alkyl, 

(D) -CO-(CR'R")i^tX N _i where X N _i is selected from the group 
consisting of -O-, -S- and -NR'- and where f^' and R" are as defined above, and 

25 (E) a single bond; 

where Rn-i is selected ffrJm the group consisting of: 
(A) RNnaryi where R N -aryi is phenyl, 1-naphthyl, 2-naphthyl, 
tetralinyl, indanyl, dihydronaphthyl or 6,7,8,9-tetrahydro-5H-benzo[a]cycloheptenyl, 
optionally substituted with one, two or three of the fol|owing substituents which can 
30 be the same or different and are: 

(1) C1-C6 alkyl, optionally Substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, ON, -CF 3 , C1-C3 alkoxy, and -NR^R^ where^^ and R^are as 
defined above, 
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(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I, 

(5) -CO-OH, 

(6) -ON, 

(7) -(CH 2 )o^-CO-NR N -2Rn-3 where R N . 2 and R N o are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -Ci-Ce alkyl optionally substituted with one 
10 substituted selected f^pm the group consisting of: 

(i) -OH, and 

(ii) -NH 2? 

(c) -Ci-Ce alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



15 



bonds, 

20 

one triple bond, 

25 above, 

double bonds), 
30 three triple bonds), 

above, 



(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C 3 -C 7 cycloalkyl), 
V(f) -(Ci-C 6 alkyl)-0-(C,-C 3 alkyl), 

-C2-C6 alkenyl with one or two double 

(h) -G^-Ce alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chain with one double bond and 

(j) -Ruryi where Ri-aryi is as defined above, and 
(k)-R, -heteroar 

Where Ri-heteroaryi is as defined 

(8) -(CHj^-CO-CCrCiVkyl), 

(9) -(CH2)o^-CO-(C2-Ci2 alkenyl with one, two or three 

(10) -(CH 2 ) 0 ^-CO-(C 2 -Ci2 alk^iyl with one, two or 

(1 1) -(CH 2 )o^-CO-(C3-C 7 cycloall&l), 

(12) -(CH 2 )o-4-CO-Ri-aryi where Ri-A is as defined 
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defined above, 
defined aapve, 



(13) -(CH2)o^-CO-Ri-heteroafy» where Rl-heteroaryl IS aS 

(14) -(CH2)o^-CO-Ri.heterocycle where Rl-heterocycle is as 



(15) -(CH 2 )o-4-CO-Rn-4 where R N -4 is selected from the 
group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
homomorpholinVl, homothiomorpholinyl, homothiomorpholinyl S-oxide, 
homothiomorphoKnyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substitute^ with one, two, three, or four of: Cj-C6 alkyl, 

(16) -(CH 2 )o^-CO-0-Rn-5 where R N . 5 is selected from 

the group consisting of: 

(a) Ci-C 6 alkyl, 

(b) -(CH 2 )o-2-(Ri-aryi) where Ri. ary i is as defined 

(c) C2-C6 alkenyl containing one or two double 

(d) C 2 -Ce alkynyl containing one or two triple 
(e\ C3.C7 cycloalkyl, and 

(f) -XCH 2 )o-2-(Rl-heteroaryl) where Rl-heteroaiyl IS as 

(17) -(CH 2 )o^-S0 2 -NRn.2Rn-3 where Rn- 2 and Rn-3 are 



above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(18) -(CH 2 ) 0 ^-SO-(C,-C8 alkyl), 

(19) KCH 2 ) 0 ^-SO 2 .(Ca-C 12 alkyl), 

(20) KCH 2 )o^-SOHc\c 7 cycloalkyl), 

(21) -(CH 2 ) 0 -4-N(H or r\ 5 )-CO-0-R N - 5 where R N . 5 can 
be the same or different and is as defined above, 

(22) -(CH 2 ) 0 ^-N(H or R N _ 5 )^0-N(R N . 5 )2, where R N _ 5 
can be the same or different and is as defined above, 

(23) -(CH^-N-CS-N^n-sJz, ^ere R N _ 5 can be the 
same or different and is as defined above, 

(24) -(CH 2 )<m-N(-H or R N _ 5 )-CO-R}l(- 2 where Rn_ 5 and 

Rn-2 can be the same or different and are as defined above, 
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(25) -(CH2)o-4-NR n _ 2 Rn-3 where Rn-2 and R N - 3 can be the 
same oj different and are as defined above, 

(26) -(CH 2 )o-4-Rn-4 where Rn-4 is as defined above, 

(27) -(CH 2 )o^-0-CO-(Ci-C 6 alkyl), 

(28) -(CH 2 )o^O-P(0)-(OR N .aryi-i)2 where R N -aryi-i is -H 



or C1-C4 alkyl ,\ 
above, 
10 above, 

defined above, 



(29) -(CH 2 )o^-0-CO-N(R N -5)2 where R N . 5 is as defined 

(30) -(CH 2 WO-CS-N(R N . 5 )2 where R N _ 5 is as defined 

(31) -(CH 2 )(m-0-(Rn-5)2 where Rn-s is as defined above, 

(32) -(CH 2 ) 0 -4-O-( R N - 5 )2-COOH where R N _ 5 is as 



3) -(CH 2 ) 0 ^-S-( Rn-s)2 where R N -s is as defined above, 
1 5 (m -(CH 2 )o4-0-(C r C 6 alkyl optionally substituted 

with one, two, three, four, or fiveVF), 

(35) G 3 -C 7 cycloalkyl, 

(36) C 2 \C6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl\-F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 3 

20 alkoxy, or -NRi_ a Ri_ b where Ru a and Ri-bW as defined above, 

(37) C 2 -C6 alkynyl with one or two triple bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 3 
alkoxy, or -NRi_ a Ri_ b where Ri_ a and Ri-bare akdefined above, 

(38) -(CH 2 )o^-N(-M or R N _ 5 )-S0 2 -R N -2 where R N _ 5 and 
25 R N . 2 can be the same or different and are as described above, or 

(39) -(CH2)<m- C 3 -C 7 \ycloalkyl, 

(B) -RlM-heteroaryl where RN-heteroa\l lS Selected from the gTOUp 



consisting of: 



30 



pyridinyl, 

pyrimidinyl, 

quinolinyl, 

benzothienyl, 

indolyl, 

indolinyl, 
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10 



15 



20 



25 



30 



pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 
quinazolinyl, 
quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
isoxazolyl, 
pyrazolyl, 
oxazolyl, 
thiazolyl, 
indolizinyl, 
indazolyl, 
v benzothiazolyl, 

aenzimidazolyl, 
behzofuranyl, 
fiiranyl, 
thienyfi 
pyrrolyl,\ 
oxadiazolyl, 
thiadiazolyl/ 
triazolyl, 
tetrazolyl, 
oxazolopyridinyl, 

imidazopyridinyl, 

isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 
beta-caibolinyl, 
isochromanyl, 
chromanyl, 

tetrahydroisoquinolinyl, 
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isoindolinyl, 

isobenzotetrahydrofuranyl, 
isobenzotetrahydro thieny 1 , 
isobenzothienyl, 
benzoxazolyl, 
pyridopyridinyl, 
benzotetrahydrofiiranyl, 
benzotetrahydrothienyl, 
purinyl, 

\ 10 \ benzodioxolyl, 

(j \ triazinyl, 

1^ \ phenoxazinyl, 

phenothiazinyl, 
Dteridinyl, 

15 ofenzothiazolyl, 

imr^azopyridinyl, 
sothiazolyl, 
dihydrabenzisoxazinyl, 
benzisoxazinyl, 
20 benzoxazinyl, 

dihydrobenziWhiazinyl, 
benzopyranyl, 
benzothiopyranyf 
coumarinyl, 

25 isocoumarinyl, 

chromonyl, 
chromanonyl, and 
pyridinyl-N-oxide, 
tetrahydroquinolinyl 
3 0 dihydroquinolinyl 

dihydroquinolinonyl 
dihydroisoquinolinonyl 
dihydrocoumarinyl 
dihydroisocoumarinyl 



13615.25Ua^ PATENT 



isoindolinonyl 
benzodioxanyl 
benzoxazolinonyl 
pyrrolyl N-oxide, 
pyrimidinyl N-oxide, 
pyridazinyl N-oxide, 
pyrazinyl N-oxide, 
quinolinyl N-oxide, 
indolyl N-oxide, 
10 \ indolinyl N-oxide, 

isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
quinoxalinyl N-oxide, 
phthalazinyl N-oxide, 
15 \midazolyl N-oxide, 

isbxazolyl N-oxide, 
oxakolyl N-oxide, 
thiazoiyl N-oxide, 
indolizinyl N-oxide, 
20 indazolyl N-oxide, 

benzothiazolVl N-oxide, 
benzimidazolylkN-oxide, 
pyrrolyl N-oxide\ 
oxadiazolyl N-oxic 
25 thiadiazolyl N-oxide,\ 

triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, N 
benzothiopyranyl S,S-dioxid& 
30 where the RN-heteroaryi group is bonded by any atom of 

the parent RN-heteroaryj group substituted by hydrogen such that the new bond to the RN- 
heteroaryi group replaces the hydrogen atom and its bond, where hetbroaryl is optionally 
substituted with dne, two, three, or four of: 
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(1) C1-C6 alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, - 
OH, -SH,\-CsN, -CF3, C1-C3 alkoxy, -NR|. a R|-b where Ri. a and R^are as defined 
above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I 

(5) -CO-OH, 

(6) -C=N, 

(7) -(CH2)o-4-CO-NR n .2Rn-3 where Rn-2 and R N .3 are the 
same or different and are selected from the group consisting of: 

(a) -H, 

(b) -C1-C6 alkyl optionally substituted with one 
substitutent selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c\-Ci-C6 alkyl optionally substituted with one 



to three -F, -CI, -Br, or -I, 



bonds, 

one triple bond, 
above, 

double bonds), 
three triple bonds), 



(d) -CVC7 cycloalkyl, 

(e) -(CrC 2 alkyl)-(C3-C7 cycloalkyl), 

(f) -(Ci-c\alkyl)-0-(C,-C3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -C1-C6 alkyl cnkin with one double bond and 

(j) -Ri-aryi where Ri. a Ais as defined above, and 

(k) -R|.heteroaryl Where RlVeteroaryl IS as defined 

(8) -(CH2)<M-C0-(C,-C I2 alkyl), 

(9) -(CH 2 )o^-CO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 )<M-C0-(C 2 -Ci2 alkynyl with dne, two or 
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above, 



5 defined above 



defined above, 



(1 1) -(CH 2 ) 0 ^CO-(C3-C 7 cycloalkyl), 

(12) -(CH2)o-4-CO-Ri-aryi where R\. zry \ is as defined 

(13) -(CH 2 )o-4-CO-Ri.heteroaryl where R|-heteroaryl is as 

(14) -(CH2)o-4-CO-Ri-heterocycle where R|-heterocycle IS as 



(15) -(CH2)o-4-CO-Rn-4 where Rn-4 is selected from the 
group consisting of rrlorpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
10 homomorpholinyl, homothiomorpholinyl, homomorpholinyl S-oxide, 

homothiomorpholinyl S,Srdioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with\jne, two, three, or four of: Q-C6 alkyl, 

\(16) -(CH 2 )o-4-CO-0-Rn-5 where R N -s is selected from 



15 



20 



25 



the group consisting of: 

above, 
bonds, 
bonds, 

defined above, 
as defined above, 



(a) C r C 6 alkyl, 

(b) -(CH2)o-2-(Ri-aryi) where Ri-aryi is as defined 
(o) C2-C6 alkenyl containing one or two double 

(d) CVCe alkynyl containing one or two triple 

(e) C 3 .c\cycloalkyl, 

(f) -(CH2)^2-(Rl-heteroaryl) where Rj -heteroaryl is as 

(17) -(CH 2 )o^-S02-NRn.2Rn-3 where Rn-2 and R N -3 are 



30 



(18) -(CH 2 ) 0 ^SO-(CrC 8 Ykyl), 

(19) -(C^o^SOiXCrCiVkyl), 

(20) -(CH 2 )o^-S02-(C 3 -C7 c)cloalkyl), 

(21) -(CH 2 ) 0 -4-N(H or Rn-s )-C9-0-R N _ 5 where R N .5 can 
be the same or different and is as defined above, 

(22) -(CH 2 )<m-N(H or R N _ 5 )-CO-1^(Rn-5)2, where R N - 5 
can be the same or different and is as defined above, 
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(23) -(CH 2 )o-4-N-CS-N(R N . 5 )2, where R N - 5 can be the 
same o\different and is as defined above, 

(24) -(CH 2 ) 0 -4-N(-H or R N . 5 )-CO-R N -2 where R N . 5 and 
R N -2 can be ^je same or different and are as defined above, 

5 \ (25) -(CH 2 )o^-NR n . 2 Rn-3 where Rn-2 and R N - 3 can be the 

same or different \nd are as defined above, 

(26) -(CH2)o-4-Rn-4 where Rn-4 is as defined above, 

(27) -(CH 2 )o^-0-CO-(C,-C 6 alkyl), 

(28) -(CH2) 0 ^-O-P(O)-(OR N -aryi-i)2 where R N .aryi-i is -H 



10 or Ci-C 4 alkyl, 



above, 



15 



above, 



defined above, 



, (29) -(CH 2 )o^-0-CO-N(R N _ 5 ) 2 where R N _ 5 is as defined 

(30) -(CH 2 )o^-0-CS-N(R N . 5 ) 2 where Rn_ 5 is as defined 

(31) -(GH 2 )o-4-0-(Rn-5)2 where R N -5 is as defined above, 

(32) -(CH^-CH R N _ 5 ) 2 -COOH where R N _ 5 is as 



(33) -(CH2)oAS-( Rn-s)2 where R N _ 5 is as defined above, 

(34) -(CH 2 )o-4-0^(Ci-C 6 alkyl optionally substituted 
20 with one, two, three, four, or five of: -F), 

(35) C3-C7 cycloalkVl, 

(36) C 2 -C6 alkenyl with one or two double bonds 
optionally substituted with C r C 3 alkyl, -F, -CI, -Br, -X -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRi_ a Ri_b where Ri_ a and Ri_b are as defined\jbove, 

25 (37) C2-C6 alkynyl with on&or two triple bonds 

optionally substituted with C r C 3 alkyl, -F, -CI, -Br, -I, -OH. -SH, -C=N, -CF 3 , C t -C 3 
alkoxy, or -NRi_ a Ri_b where Ri. a and Ri_bare as defined abovk or 

(38) -(CH 2 )o-4-N(-H or R N -5)-SO\R N -2 where R N _ 5 and 
Rn-2 can be the same or different and are as described above, or^ 

30 (39) -(CH 2 ) 0 -4- C 3 -C 7 cycloalkyl, 

(C) RN-aryi-W-RN-aryi, where RN-aryi is defined a\ above, 

(D) RN^ryl-W-RN-heteroaryl, where RN-aryl and RN-he\roaryl are as 

defined above, 

(E) RN-aryl-W-RN-l^ieterocycIe, where RN-heterocycle is defiled as 
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-heterocycie, is defined above, 

(F) RN-heteroaryl-W-RN-aryl, where R N -aryl and R n -heteroaryl are as 

defineKabove, 

(G) RN-heteroaryi-W-R N .heteTX>aryU where RN-heteroaryl IS as defined 

5 above, 

(H) RN-heteroaryl-W-RN-l-heterocycles where Rn~ I -heterocycie is as 

defined as Ri-hete\ocycie is as defined above, and where RN-heteroaryi is as defined above, 

(I) RN-heterocycle-W-RN-aryl, where RN-heterocycle is as defined as K\. 

heterocycie is defined afid where RN-aryi are as defined above, 

10 l^J) RN-heterocycle -W-RN-heteroary] 5 where RN-heterocycle is as defined as 

Ri -heterocycie as defined abWe and RN-heteroaryi are as defined above, and 

(K) Rn -heterocycie" W-Rn-1 -heterocycie* where RN-heterocycle and RN- 
heteroaryl are as defined above, 

wh&re W is 

15 \l6) -(CH 2 ) 0 ^-, 

(W) -o-, 

(IsV -S(O) 0 -2-, 

(19) \ -N(Rn-s)- where Rn-s is as defined above, 

or 

20 (20) VCO-! 

(II) -CO-(Ci-Cio alkyl) where alkyl is optionally substituted with one, 
two, or three substitutents selected from the group consisting of: 

(A) -OH, 

(B) -Ci-C 6 alkoxy, 
25 (C) -Ci-C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where R N .g is -H,\Ci-C 6 alkyl or -phenyl, 

(E) -CO-NRn-2Rn-3 where Rn-2 and are the same or 
different and are as defined above, 

(F) -CO-Rn^ where Rn-4 is as defined alcove, 
30 (G)-S0 2 -(CrC 8 alkyl), 

(H) -SO2-NRN-2RN.3 where Rn-2 and R N .3 ar^the same or 
different and are as defined above, 

(I) -NH-CO-(C r C 6 alkyl), 

(J) -NH-COO-Rn-8 where Rn-8 is as defined above\ 
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(K) -NRn-2Rn-3 where Rn-2 and Rn-3 are the same or different 
aft(l are as defined above, 

(L) -Rn-4 where Rn-4 is as defined above, 
(M) -0-CO-(C,-C 6 alkyl), 
5 \ (N) -0-CO-NR N -8Rn-8 where Rn-8 are the same or different and 

are as defiled above, 

(0) -0-(C r C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -"Br, or -I), 
10 \ (Q) -NH-S0 2 -(Ci-C 6 alkyl), and 

t)-F,or-Cl 

(III) -CO-((^i-C 6 alkyl)-0-(CrC6 alkyl) where alkyl isoptionally 
substituted with one, two, V three substitutents selected from the group consisting of: 
(A) -OH, 

15 (B) -CrCe alkoxy, 

(C) -Ci-(A thioalkoxy, 

(D) -CO-O-Ws where R N . 8 is -H, Ci-C 6 alkyl or 

(E) -CO-NRr^RN-3 where Rn-2 and Rn-3 are the same or 
different and are as defined above, 

20 (F) -CO-Rn-4 whkre Rn-4 is as defined above, 

(G) -S0 2 -(C r C 8 aWl), 

(H) -S0 2 -NRn-2Rn-3 V^ ere ^ N -2 an( * are ^ e same or 
different and are as defined above, 

(1) -NH-CO-(Ci-C 6 alkyl), 
25 (J) -NH-CO-O-Rn-8 wheAR N . 8 is as defined above, 

(K) -NRn- 2 Rn-3 where R N -2\nd Rn-3 are the same or different 
and are as defined above, 

(L) -Rn^ where Rn^ is as defined above, 

(M) -0-CO-(C,-C 6 alkyl), 
30 (N) -0-CONRn-8Rn-8 where the SJ^^s are the same or different 

and are as defined above, 

(O) -0-(CrC 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued^ith one, two, or 
three of: -F, -CI, -Br, or -I), 
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\ (Q) -NH-S0 2 -(Ci-C 6 alkyl), 

\ (R) -F, -CI, 

\ (IV) -CO-(Ci-C 6 alkyl)-S-(Ci-C 6 alkyl) where alkyl is optionally 

substituted with one, two, or three substitutents selected from the group consisting of: 
5 \ (A) -OH, 

\ (B) -Ci-C 6 alkoxy, 

\ (C) -C i -C 6 thioalkoxy, 

\ (D) -CO-O-Rn-8 where Rn.j is as defined above, 

\ (E) -CO-NR n .2Rn-3 where Rn-2 and Rn-3 are the same or 
10 different and are as defined above, 

(10 -CO-Rn^ where Rn^ is as defined above, 
(gVs0 2 -(Ci-C 8 alkyl), 

(H) -S0 2 -NRn-2Rn-3 where Rn-2 and R N _ 3 are the same or 
different and are as defined above, 
1 5 (I) -NH-OD-(Ci-C 6 alkyl), 

(J) -NH-CO\0-Rn-8 where Rn-8 is as defined above, 

(K) -NRn- 2 Rn\ where Rn- 2 and Rn-3 are the same or different 
and are as defined above, \ 

(L) -Rn_4 where R.V4 is as defined above, 
20 (M) -0-CO-(C r C 6 Vyl), 

(N) -0-CO-NRN-8RN-8V'here Rn-8 are the same or different and 
are as defined above, \ 

(O) -0-(C,-C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionamr substitued with one, two, or 
25 three of: -F, -CI, -Br, -I), \ 

(Q) -NH-S0 2 -(Ci-C 6 alkyl), \ 

(R)-F,or-Cl, \ 

(V) -CO-CH(-(CH2)o.2-0-RN-lo)-(CH 2 )o-2-RN-aryl^N-hete ro a ly l), where R N . 

10 is selected from the group consisting of: \ 
30 (A)-H, \ 

(B) C,-C 6 alkyl, \ 

(C) C3-C7 cycloalkyl, \ 

(D) C2-C6 alkenyl with one double bond, \ 
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(E) C2-C6 alkynyl with one triple bond, 

(F) Rj.aryi, and 

(G) RN-heteroaryU Or 

(VI) -CO-(C3-C8cycloalkyl) where alkyl is optionally substituted with 
5 oris or two substitutents selected from the group consisting of: 

(A) -(CH 2 ) 0 .4-OH, 

(B) -(CH 2 )o-4-Ci-C 6 alkoxy, 

(C) -(CH 2 ) 0 -4-Ci-C 6 thioalkoxy, 

(D) -(CH 2 )o-4-CO-0-R N .8 where R N . 8 is -H, Ci-C 6 alkyl or - 

10 phenyl, 

(E) -(CH 2 )o_4"CO-NRn-2Rn-3 where R N _ 2 and Rn-3 are the same 
or different and ardyas defined above, 

.(F) -(CH 2 )o_4-CO-Rn-4 where R*u is as defined above, 
i)-(CH 2 ) 0 ^-SO 2 -(C,-C 8 alkyl), 
15 (Hj\r(CH 2 )o.4-S02-NR N .2RN-3 where R N _ 2 and R N -3 are the same 

or different and are as defined above, 

(I) -(c4) 0 . 4 -NH-CO-(CrC 6 alkyl), 

(J) -NH-OO-O-Rn-8 where Rn-8 is as defined above, 
(K) -(CH 2 )q\-NRn-2Rn-3 where Rn-2 and Rn-3 are the same or 
20 different and are as defined above, 

(L) -(CH 2 )q_4-RnU where Rn-4 is as defined above, 
(M) -0-CO-(C r C 6 \lkyl), 

(N) -0-CO-NRn-8Rn-\ where Rn-8 are the same or different and 

are as defined above, 
25 (O) -0-(Ci-C 5 alkyl)-CO&H, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Ci-C6 alkyl),; 

(R)-F, or -CI, 

30 where Rc is: 

(I)-Ci-Cio alkyl optionally substituted with ohe, two or three 
substituents selected from the group consisting of C1-C3 alky^Np, -CI, -Br, -I, -OH, 

588 



13615.25U 



PATENT 



LSH, -C=N, -CF3, C1-C6 alkoxy, -O-phenyl, -NRi. a Ri-b where Ri_ a and Ru b are as 
defined above, -OC=0 NRi. a Ri-b where Ri_ a and Ri_ b are as defined above, -S(=0)o-2 
Ri\ where R|. a is as defined above, - NRi_ a C=0 NRi_ a Ri_ b where Rj. a and R|_ b are as 
defined above, -C=0 NRj. a Ri_ b where Ri. a and Ri. b are as defined above, and -S(=0) 2 
NRi_ a Ra. b where Ri. a and Ri. b are as defined above, 

\ (II) -(CH2)o-3-(C3-Cg) cycloalkyl where cycloalkyl can be optionally 
substituteawith one, two or three substituents selected from the group consisting of 
C1-C3 alkyl\F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , Ci-C 6 alkoxy, -O-phenyl, -CO- 
OH, -CO-0-(GJi-C 4 alkyl), and -NRi_ a Ri_ b where Ri_ a and Ri_ b are as defined above, 

(III) -(CRc-xRc-y)o^-Rc-aryi where Rc-x and Rc- y are 

\ ' H ' 

\ C1-C4 alkyl optionally substituted with one or two -OH„ 
\C1-C4 alkoxy optionally substituted with one, two, or three of: 
-F, \ 

-(CH 2 )o^-C3-C 7 cycloalkyl, 
C2-C\ alkenyl containing one or two double bonds, 
C2-C6 alkynyl contianing one or two triple bonds, 
phenyl-, \ 

and where Rc- X and Rc- y are taken together with the carbon to which they are 
attached to form a carbocycle of three, four, five, six, or seven carbon atoms, 
optionally where one carbon atom is Replaced by a heteroatom selected from the 
group consisting of -0-, -S-, -SO2-, anay-NRN-2- and Rc-aryi is the same as RN-aryi; 

(IV) -(CRc-xRc- y )o^-Rc^et^aiyi where Rc-heteroaiyi is the same as R N . 
heteroaryi and Rc- X and Rc-y are as defined aboye, 

(V) KCRc- x Rc- y )o^-Rc^i-RcVi where Rc-aryi, Rc-x and Rc- y are as 
defined above, \ 

(VI) -(CRc- x I^-y)o^-I^^rRc.heteA^ry1 where Rc-aryi , Rc-heteroary!, Rc-x and 

Rc. y are as defined above, \ 

(VII) -(CRc-xR<:-y)o^-Rc-heteroaryrRc^rVwhere Rc-heteroaryl, Rc-aryi, Rc-x 

and Rc-y are as defined above, \ 

(VIII) -(CRc-xRc-yWRc -heteroaryi -Rc-heteroaWl where Rc-heteroaryl, Rc-x and 

Rc-y are as defined above, \ 

(IX) KCRc-xRc-y)o^-Rc^rRc4ieterocycie wher^^i, Rc- X and Rc- y are 

as defined above, and Rc-heterocycie is the Same as R]M-heterocycle, \ 
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\ (X) -(CRc-xRc-y)o^-Rc -heteroaryl'Rc-heterocycle where Rc-heteroaryl> Rc-heterocycle, 

R<V and Rc- y are as defined above, 

\ (XI) -(CRc-xRc-y)o-4-Rc-heterocycle-Rc-aryl where Rc-heterocycle, Rc-aryl, Rc-x 

and RA y are as defined above, 

5 \ (XII) -(CRc-xRc-y)o-4-Rc-heterocycle-Rc-heteroaryl where Rc-heterocyclo Rc- 

heteroaryi, Re* and Rc- y are as defined above, 

\ (XIII) -(CRc-xRc-yWRc -heterocycle"Rc-heterocycle where Rc-heterocycle? Rc-x 
and Rc-y are a\ defined above, 

(&IV) -(CRc- x Rc- y )o-4-Rc-heterocycie where Rc-heterocycie, Rc-x and Rc- y are 
10 as defined above,\ 

(X\\-[C(Rc-i)(Rc-2)]i-3-CO-N-(Rc-3)2 where Rc-i and Rc- 2 are the 
same or different andVre selected from the group consisting of: 
0^)-H, 

(BV-CrC6 alkyl, optionally substituted with one, two or three 
15 substituents selected from the group consisting of Q-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, C1-C6 alkoxy, -O- phenyl, and -NRi. a Ri-b where Ri. a and Ri.b are as 
defined above, \ 

(C) C2-C6 Vlkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 

20 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 

(D) C2-C6 alkynylWith one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=Ny-CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 

25 -NRi. a Ri. b where Ri_ a and Ri-b are as defined above, 

(E) -(CH 2 ) 1 . 2 -S(0)o-2-(C I V 6 alkyl), 

(F) -(CH2)(M-C3-C7 cycloaltsyl, optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -GeN, -CF 3 , C|-C 6 alkoxy, -O- pheftvl, -NRi. a R Nb where R u and 

30 R i _b are as defined above, \ 

(G) -(Ci-C4alkyl)-Rc -aryi where RAaryi is as defined for Ri^ryi, 

(H) -(C1-C4 alkyl)-Rc-heteroaryi where Rr.heteroaryi is as defined 
above, \ 
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\ (I) -(C i -C 4 alky l)-Rc-heterocycie where Rc-heterocyde is as defined 

abWe, 

\ (J) -Rc-heteroaryi where Rc-heteroaryi is as defined above, 

\ (K) -Rc-heterocyde where Rc-heterocycie is as defined above, 

5 \ (M) -(CH 2 ) i ^-Rc-4-(CH 2 )o-4-Rc'-aryi where Rqa is -0-, -S- or 

-NRc-5- where Rc-5 is Cj-Ce alkyl, and where Rc-aryi is as defined above, 

\ (N) -(CH 2 ) i -4-Rc-4-(CH 2 )o^-Rc-heteroaryi where Rc^j and R c . 
heteroaryi are as defmed above, and 

\ (O) -Rc^-aryi where Rc-aryi is as defined above, 
10 and where Rc-\is the same or different and is: 

(Vh> 

(B) \Ci-C6 alkyl optionally substituted with one, two or three 
substituents selected from tire group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF3, Ci-Ce alkoxV -O- phenyl, and -NRi- a Ri-b where Ru and Rub are as 

1 5 defined above, \ 

(C) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
d-C 3 alkyl, -F, -CI, -Br, -I, -OH, -Sh\c=N, -CF 3 , C,-C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri_ a and Ri.bare as defmed above, 

20 (D) C 2 -C6 alkynyl with one or two triple bonds, optionally 

substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N,\:F 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi-aRi-b where Ri. a and Ri-bare as defined abo\e, 

(E) -(CH 2 )(m-C3-C7 cycloalKVl, optionally substituted with one, 
25 two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 

-Br, -I, -OH, -SH, -C=N, -CF 3 , Ci-C 6 alkoxy, -O- phenV and -NR,. a Ri. b where Rj_ a 
and Ru, are as defined above, \ 

(F) -Rc^ryi where Rc*-aryi is as defined, above, 

(G) -Rc-heteroaryi where Rc-heteroaryi is as defined above, 
30 (H) -Rc-heterocycie where Rc-heterocycie is as Refined above, 

(I) -(C1-C4 alkyl)-Rc -aryi where Rc-aryi is aV defined above, 
(J) -(C1-C4 alkyl)-Rc-heteroaryi where Rc4ieteroaXi is as defined 
above, or \ 
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(K) -(C1-C4 alkyl)-Rc-heten>cyc!e where Rc-heterocydc is as defined 

^bove, 

(XVI) -CH(Rc-aryi)2 where Rc-aryi are the same or different and are as 

defied above, 

(XVII) -CH(Rc-heteroaryi)2 where Rc heteroaryi are the same or different and 
are as defiped above, 

(XVIII) -CH(Rc-aryl)(Rc-heteroaryl) where Rc- ary l and Rc-heteroaryl are aS 

defined above 

C) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc-aryi or 

10 Rc-heteroaryl Or Rc-h^ferocycle where Rc-aryl Or Rc-heteroaryl Or Rc-heterocycle are as defined 

above where one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl is optionally 
replaced with NH, NrV 5 , O, or S(=0)o-2 , and where cyclopentyl, cyclohexyl, or 
-cycloheptyl can be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 
-ON, -CF 3 , C1-C6 alkoxy ,Vo, or -NR^Ri-b where Ri_ a and Ri.b are as defined above, 

15 (XX) C2-C10 alkenyl containing one or two double bonds optionally 

substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -Oh\sH, -ON, -CF 3 , C,-C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_ b where Ri_ a and Ri-b are a\ defined above, 

(XXI) C2-C10 alkynyl containing one or two triple bonds optionally 

20 substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri.b where R|. a and Ri-bare as defined above, 

(XXI) -(CH2)o-i-CHRc-6-(CH 2 \-i-Rc-aryi where Rc-aryiis as defined 
above and Rc-6 is -(CH 2 )o-6-OH, 

25 (XXII) -(CH 2 )o-i-CHRc-6-(CH2)o-rU C-heteroaryl where Rc-heteroaryi and Rc-6 

is as defined' above, 

(XXIII) -CH(-Rc.aryl Or Rc-heteroaiyl)^OyO(Ci-C 4 alkyl) where Rc-aryl 

and Rc-heteroaryi are as defined above, 

(XXrV)-CH(-CH 2 -OH)-CH(-OH)-phenyl^0 2 , 
30 (XXV) (Ci-C 6 alkyl)-0-(C!-C6 alkyl)-OH, 

(XXVII) -CH2-NH-CH 2 -CH(-0-CH 2 -CH 3 )2 t 

(XXVIII) -H, or 

(XXIX) -(CH 2 ) 0 ^-C(=NR M )(NR| <1 R|*) where R.^ndR^are as 

defined above; 
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or a pharmaceutically acceptable salt thereof. 



20 



/ 



146\ A method of treatment according to claim 145, wherein the disease is 
AlzheHner's disease. 

/ 

147. A method of treatment according to claim 145, wherein the method is helping 
prevent or do|ay the onset of Alzheimer's disease. 

/ 

148. A method &f treatment according to claim 145, wherein the disease is mild 
10 cognitive impairment. 

/ 

149. A method of trea'tpient according to claim 145, wherein the disease is Down's 
syndrome. 

/ 

15 1 50. A method of treatment^according to claim 145, wherein the disease is Hereditary 
Cerebral Hemorrhage with Amyloidosis of the Dutch-Type. 

/ 

151. A method of treatment according to claim 145, wherein the disease is cerebral 
amyloid angiopathy. 



/ 



152. A method of treatment according claim 145, wherein the disease is 
degenerative dementias. 



/ 



153. A method of treatment according to clatjn 145, wherein the disease is diffuse 
25 Lewy body type of Alzheimer's disease. 



/ 



1 54. A method of treatment according to claim 14^, wherein the method is treating 
an existing disease. 



/ 



30 1 55. A method of treatment according to claim 145, wherein the method is 
preventing a disease from developing. 



156. A method of treatment according to claim 145, wherein me therapeutically 

effective amount for oral administration is from about 0.1 mg/day to about 1,000 
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mg/tiay; for parenteral, sublingual, intranasal, intrathecal administration is from about 
0.5 toVbout 100 mg/day; for depo administration and implants is from about 0.5 
mg/day\o about 50 mg/day; for topical administration is from about 0.5 mg/day to 
about 200\pig/day; for rectal administration is from about 0.5 mg to about 500 mg. 

/ 

157. A methcJd of treatment according to claim 156, wherein the therapeutically 
effective amount for oral administration is from about 1 mg/day to about 100 mg/day 
and for parenteral \dministration is from about 5 to about 50 mg daily. 

/ 

158. A method of treatment according to claim 157 where the therapeutically 
effective amount for ora^ administration is from about 5 mg/day to about 50 mg/day. 

/ 

159. A method of treatmen\according to claim 145 where: 

where Ri is: 

-(CH2)o-l-(Rl-arylX or 
-(CH2) n r(Rl-heteroa\l) 

where Rn is: 

Rn-i-Xn - where Xn isN^elected from the group consisting of: 
-CO-, and 
-S0 2 -, 

where Rn-i is selected fron\the group consisting of: 
-RiM-aryi> and 

"RN-heteroaryl? 

-CO-CH(-(CH2)o-2-0-RN-lo)-(C^2)o-2-RN^ryl/RN-heteroaryl) J and 

where Rc is: 

-d-Cg alkyl, 

-(CH 2 )o-3-(C 3 -C 7 ) cycloalkyl, 

-(CRc-xRc-y)(M-Rc-ary1> 
~(CRc-xRc-y)o-4-Rc-heteroaryl, 
-(CRc-xRc-y)o-4 - Rc-heterocycle> Or 

-cyclopentyl or -cyclohexyl ring fused to F^-aryi or Rc-heteroaryi or Rc- 



heterocycle. 



160. A method of treatment according to claim 159 where: 
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where Ri is: 

-(CH 2 )-(Rl-aryl), Or 
-(CH2)-(Rl-heteroaryl); 

where R2 is -H; 
whete R3 is -H; 
whereNRN is: 

>m-Xn- where Xn is: 
-CO-, 

wherV Rn-i is selected from the group consisting of: 
10 \RN_aryi, and 

f-heteroaryU 

where Rc is: 

-(CH 2 ) 0 -3-(C 3 ^;7) cycloalkyl, 

-(CRc-xRc-y)o-4-^C-aryl 5 

1 5 -(CRc- x Rc-y)o-4-R □rheteroaryl, 

-(CRc-xRc-y)o-4-Rc-h\terocyclej Or 

-cyclopentyl or -cyclojiexyl ring fused to a Rc-aryi or Rc-heteroaryi or Rc- 

heterocycle. 

' / 

20 1 6 1 . A method of treatment according to &|aim 1 60 where Rc is: 

-(CRc-xRc-y)o-4-Rc-aryl> 
-(CRc- x Rc-y)o-4-Rc-heteroaryl, Or 

-cyclopentyl or -cyclohexyl ring fysed to a Rc-aryi or Rc-heteroaryi or Rc- 

heterocycle. 



162. A method of treatment according to claim 145 wjiere Ri is: 

-(CH 2 )-(Ri-aryi) where Ri^i is phenyl. 

/ 

163. A method of treatment according to claim 162 where ^1 is: 

-(CH2)-(Ri-aryi) where Ri-aryi is phenyl substituted witl^two -F. 

J 

164. A method of treatment according to claim 163 where the -f^ substitution is 3,5- 
difluorobenzyl. 
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lfi^5. A method of treatment according to claim 145 where R 2 is -H. 

/ 

166. \method of treatment according to claim 145 where R3 is -H. 

/ 

5 167. A method of treatment according to claim 145 where Rn is 

Rn-i-Xn- where Xn is -CO-, where Rn-i is RN-aryi where RN-aryi is phenyl 
substituted witmpne -CO-NRn-2Rn-3 where the substitution on phenyl is 1,3-* 

/ 

168. A method of t^atment according to claim 167 where Rn-2 and Rn-3 are the same 
10 and are C3 alky 1. 

/ 

169. A method of treatment according to claim 145 where R N is 
R N . r X N - where X N iVC0- 5 where R N -i is RN-aryi where RN-aryi is phenyl 

substituted with one C\ alkyl apd with one -CO-NRn-2Rn-3 where the substitution on 
15 the phenyl is 1,3,5- 

/ 

170. A method of treatment according to claim 169 where Rn-2 and Rn-3 are the same 
and are C3 alkyl. 

/ 

20 171 . A method of treatment according tctalaim 145 where Rn is 

Rn-i-Xn- where X N is -CO-, where j^n-i is RN-heteroaryi where RN-heteroaryi is 
substituted with one -CO-NRn-2Rn-3. 

/ 

172. A method of treatment according to claim \71 where Rn-2 and Rn-3 are the same 
25 and are -C3 alkyl. 

173. A method of treatment according to claim 145 tyiere Rc is: 

-(CRc-xRc-y)o^-Rc-aryi where Rc-aryi is phenyl, 

"(CRc-xRc-y)o-4-Rc-heteroarylj Or 
30 -Cyclopentyl Or -Cyclohexyl ring fused tO a Rc-aryl 0\ Rc-heteroaryl Or Rc-heterocycle 



174. A method of treatment according to claim 173 where Rc\s: 
-(CRc- x Rc-y)(M-Rc-aryi where Rc-aryi is phenyl. 
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Z5. A method of treatment according to claim 174 where phenyl is substituted in the 
3-p\sition or 3,5-positions. 

/ 

176. AVnethod of treatment according to claim 173 where Rc is: 

-(SH2)-Rc-heteroary|. 



/ 



177. A method of treatment according to claim 173 where Rc is: 

"(CH2)-iVC-heterocycle. 

/ 

178. A method of treatment according to claim 173 where Rc is: 
-cyclohexyl ring fused to a phenyl ring. 



/ 



179. A method of treatment according to claim 145 where the pharmaceutical^ 
acceptable salt is selected from the group consisting of salts of the following acids 
acetic, aspartic, benzenesulfonic, benzoic, bicarbonic, bisulfuric, bitartaric, butyric, 
calcium edetate, camsylic, carbonic, chlorobenzoic, citric, edetic, edisylic, estolic, 
esyl, esylic, formic, fumaric, glucWic, gluconic, glutamic, glycollylarsanilic, 
hexamic, hexylresorcinoic, hydrabamic, hydrobromic, hydrochloric, hydroiodic, 
hydroxynaphthoic, isethionic, lactic, kctobionic, maleic, malic, malonic, mandelic, 
methanesulfonic, methylnitric, methylsUlfuric, mucic, muconic, napsylic, nitric, 
oxalic, p-nitromethanesulfonic, pamoic, pantothenic, phosphoric, monohydrogen 
phosphoric, dihydrogen phosphoric, phthauc, polygalactouronic, propionic, salicylic, 
stearic, succinic, succinic, sulfamic, sulfamic, sulfonic, sulfuric, tannic, tartaric, 
teoclic and toluenesulfonic. 

/ 

1 80. A method of treatment according to claim \45 where the substituted amine (X) 
is selected from the group consisting of: 

N^IClS^R^l-CS^-difluorobenzyO^-hydrdky-S-tCS- 
methoxybenzyl)amino]propyl } -5-methyl-N 3 ,N 3 -diprobylisophthalamide, 

N'-tflS^RH^S-difluorobe 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide^ 

N'-tClS^RJ-l-benzyl^Ke^lam^-l-hydroxypr^yll-N 3 ^ 3 - 
dipropylisophthalamide, 
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N-[(lS,2R)-l-benzyl-3-(benzylamino)-2-hydroxypropyl]-N J ,N 
dipro^y 1 isoph thalamide , 

Tl -[(lS,2R)-l-benzyl-2-hydroxy-3-(isopropylamino)propyl]-N 3 ,N 3 - 
dipropylteophthalamide, 
5 N 1 VlS,2R)-l-benzyl-2-hydroxy-3-(4-toluidino)propyl]-N 3 ,N 3 - 
dipropylisopnthalamide, 

N 1 -(( 1 S ;2R)- 1 -benzy 1-2-hy droxy-3 - { [2-(4- 
methoxyphenyl)e\hyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2RVl-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} 
1 0 dipropylisophthalamide, 

ethyl { [(3 S)-3 -(\3 -[(dipropylamino)carbonyl]benzoyl } amino)-2-hydroxy-4- 
phenylbutyl]amino} (phenyl)acetate, 

^-((1 S)-l -benzyl-2\hydroxy-3- {[(1 S)-2-hydroxy-l -(hydroxymethyl)-2-(4- 
nitrophenyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
1 5 N ! -{(1 S,2R)-l-benzyl-3\[(2-chlorobenzyl)amino]-2-hyd 

dipropylisophthalamide, 

N 1 -{(1 S,2R)- 1 -benzyl-3 - [(4\chlorobenzyl)amino] -2-hydroxypropyl } -N 3 ,N 3 
dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-hydroxV3-{[2-(2- 
20 hydroxyethoxy)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
N4(lS,2R)-l-benzyl-3-(2,3-dihydf^ 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(2^iydroxypropyl)amino]propyl } -N 3 ,N 3 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(tetrahVdro-2- 
furanylmethyl)amino]propyl } -N 3 ,N 3 -dipropylisophthalamide, 



3x T 3 



N-{(lS,2R)-l-benzyl-3-[(2,2-diethoxye%l)aMino]-2-hydroxypropyl}-N 4 ,N" 



dipropylisophthalamide, 



3x T 3 



N-[(l S,2R)-1 -benzyl-3-(butylamino)-2-hydroxyp\opyl]-N%N 
3 0 dipropylisophthalamide, 

N ! -[(l S,2R)-1 -benzyl-3-(cyclohexylamino)-2-hydrox^propyl]-N 3 ,N 3 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(2-pyridinylmethyl)^nino]propyl} - 
N 3 ,N 3 -dipropylisophthalamide, 
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, N - {( 1 S,2R)-3-[(2-aminobenzyl)amino]- 1 -benzyl-2-hydroxypropyl } -N 3 ,N 3 
dipropylisophthalamide, 

N\ {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-pyridinylmethyl)amino]propyl} - 
N 3 ,N 3 -dipro^ylisophthalamide 5 
5 N 1 -(( 1 $,2R)- 1 -benzyl-2-hydroxy-3 - { [2-( 1 -pyrrolidinyl)ethyl] amino }propyl)- 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2^L)- 1 -benzyl-2-hydroxy-3-[(2-hydroxy-2- 
phenylethyl)amino}propyl } -N 3 ,N 3 -dipropylisophthalamide, 
^-{(lS^RJ-Vbenzyl-S-KS-butox^^^ 
1 0 dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-isopropoxypropyl)amino]propyl} - 
N 3 ,N 3 dipropylisophthalamide, 

N ! -[(l S,2R)-1 -benzy^-2-hydroxy-3-(isopentylamino)propyl]-N 3 ,N 3 
dipropylisophthalamide, 
15 N^IClS^RJ-l-benzyl^hydroxy-S-tCS-phenylpropyOammoJpropylJ-N 3 ^ 3 
dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -benzyl-2-h^^ 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydro\y-3-[(2-phenoxyethyl)amino]propyl}-N 3 ,N^ 
20 dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-^[(2-propoxyethyl)amino]propyl}-N J ,N :> 
dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-3-[(3,3-dimeth^ 
N 3 ,N 3 -dipropylisophthalamide, 
25 N l «{(lS,2R)-l-benzyl-2-hydroxy-3-[(4-pl^nylbutyl)amino]propyl}-N^ 
dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-24iydroxyO-[(3-to^^ 
dipropylisophthalamide, 

N ! - {(1 S)-l -benzyl-2-hydroxy-3-[(4-nitrobenzyl)^piino]propyl} -N 3 ,N 3 
30 dipropylisophthalamide, 

N ! - {( 1 S,2R)-1 -benzyl-3-[(3-chlorobenzyl)amino]-2-Kydroxypropyl} -N 3 ,N 3 
dipropylisophthalamide, 

N I -((1 S,2R)-1 -benzyl-3- {[2-(4-chlorophenyl)ethyl]amind}-2-hydroxypropyl)- 
N 3 ,N 3 -dipropylisophthalamide, 
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V-ftlS^RH-benzyW-hydroxyO-^ 
N 3 9 N 3 -a l ipropylisophthalamide, 

\r{(\ S,2R)- 1 -benzyl-2-hydroxy-3-[(4-pyridinylmethyl)amino]propyl} - 
N 3 ,N 3 -dipropylisophthalamide, 
5 N 1 -(( rS,2R)- 1 -benzyl-2-hydroxy-3- { [2-( 1 -methyl-2- 

pyiTolidinyl)et%l]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - { ( 1 S , 2ll)- 1 -benzy 1-3 -[(2,3 -dimethy lbenzy l)amino] -2-hydroxypropy 1 } - 
N 3 ,N 3 -dipropylisop\thalamide, 

N 1 -(( 1 S ,2R)- lVbenzyl-2-hydroxy-3 - { [2- 
10 (trifluoromethoxy)ben^l]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
N 1 - {(1 S,2R)-1 -beWyl-3-[(2-chloro-6-phenoxybenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dip\opylisophthalamide, 
N 1 -((lS,2R)-l-benzylr2-hydroxy-3-{[4- 
(trifluoromethyl)benzyl]amino^propyl)-N 3 5 N 3 -dipropylisophthalamide, 
15 N 1 - {( 1 S,2R)- 1 -benzyl-3\(2,3-dichlorobenzyl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-3 -[(3 ,^-dichlorobenzyl)amino] -2-hydroxypropyl } - 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-3-[(3 J 5-di^uorobenzyl)amino]-2-hydroxypropyl}- 
20 N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-2-hydroxy-3^^^ 
(trifluorome1hoxy)benzyl]amino}propyl)-N 3 ^ 

N 1 -[(lS,2R)-3-({244-(aminosulfonyl)^enyl]e%l}amino)-l-benzyl-2- 
hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide, 
25 N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(4-m^oxybenzyl)amino]propyl}-^^ 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(4-methy\j3enzyl)amino]propyl} -N J ,N J 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3,4,5-trimetljoxybenzyl)amino]propyl}- 
30 N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3 - { [3 -(trifluoromet^oxy)benzyl]amino} 
propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-3-[(3,5-dimethoxybenzyl)amino]^-hydroxypropyl}- 
N 3 ,N 3 -dipropylisophthalamide, 
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N {( 1 S,2R)- 1 -benzyl-3-[(2,4-dimethoxybenzyl)amino]-2-hydroxypropyl} - 
N 3 ,N 3 Hdipropylisophthalamide, 

N( - {( 1 S,2R)- 1 -benzyl-3-[([ 1 , 1 , -biphenyl]-3-ylmethyl)amino]-2- 
hydroxypr^pyl}-N 3 ) N 3 -dipropylisophthalamide, 

N 1 -{QS,2R)-l-benzyl-3-[(3,4-dichlorobenzyl)amino]-2-hydroxypropyl}- 
N 3 ,N 3 -dipropylisophthalamide, 

N'-{(lS,^)-l-benzyl-3-[(2-fluorob 
dipropylisophthalamide, 

N I -((lS,2R)-\-benzyl-2-hydroxy-3-{[3-(trifluoromethyl)benzyl]am 
propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -b\pzyl-2-hydroxy-3-[(2-methylbenzyl)amino]propyl} -N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 ^(lS,2R)-l-benz)M-2-hydroxy-3-{[(lR)-l-phenylethyl]amino}propy 
N 3 ,N 3 -dipropy lisophthalamide 

N I -((lS,2R)-l-benzyl-2-\ydroxy^-{[(lS)-l-phenylethyl]amino}propy 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -benzyl-3- { [3^5-bis(trifluoromethyl)benzyl]amino} -2- 
hydroxypropyl)-N 3 J N 3 -dipropylisophthalamide, 

N^(lS,2R)-14>enzyl-24iydro^ 
propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -ben2yl-2-hydroxy-3\{[(l S)-l -(1 - 
naphthyl)ethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 ^(lS J 2R)-l-benzyl-2-hydroxy-3-{[W)-l-(l- 
naphthyl)ethyl]amino}propyl)-N 3 9 N 3 ^ipropylisbphthalamide, 

N l -{(lS,2R)-l-benzyl-2-hydroxy-3-[(4-h)droxy-3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 ^ipropylisopnthalamide, 

N^(lS,2R)-14>enzyl-34(3,4^ihydro^ 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S)- 1 -benzyl-2-hydra^ 
dipropylisophthalamide, 

N ! -((1S,2R)-1 -benzyl-2-hydroxy-3- {[( 1 S)-2-hydrox\- 1 - 
methylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide s 

N ! -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [( 1 R)-2-hydroxy- 1^ 

methylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 
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1 -[(lS,2R)-l-benzyl-2-hydroxy-3-(2-propynylamino)propyl]-N 3 ) N 3 - 
dipropyrtsophthalamide, 

N ^(( 1 S,2R)- 1 -benzyl-3- { [2-(2-fluorophenyl)ethyl]amino } -2-hydroxypropyl)- 
N 3 ,N 3 -dipro^ylisophthalamide, 
5 N 1 -(( 1^>,2R)- 1 -benzyl-3 - { [2-(3 -fluorophenyl)ethyl]amino } -2-hydroxypropyl)- 

N 3 ,N 3 -dipropyl\sophthalamide, 

N 1 -(( 1 S,2^)- 1 -benzyl-3 - { [2-(4-fluorophenyl)ethyl]amino } -2-hydroxypropyl)- 
N 3 ,N 3 -dipropyliso^hthalamide ) 

N 1 -(( 1 S,2R)-M -benzyl-3 -{ [2-(4-bromopheny l)ethyl]amino } -2-hydroxypropyl)- 
1 0 N 3 s N 3 -dipropylisophtn^lamide, 

N ! -((l S)-l -benz^l-2-hydroxy-3- { [2-(3 -me thoxyphenyl)ethyl] amino }propyl)- 
N 3 ,N 3 -dipropylisophthala\fiide, 

N , -((lS,2R)-l-ben^l-3-{[2-(2,4-dichlorophenyl)ethyl]amino}-2- 
hydroxypropyl)-N 3 5 N 3 -diprois(ylisophthalamide, 
1 5 N ! -((l S,2R)-1 -benzyl-3r {[2-(3-chlorophenyl)ethyl]amino}-2-hydroxypropyl)- 



N 1 -(( 1 S)- 1 -benzyl-3 - { [2-(^5-dimethoxyphenyl)ethyl] amino } -2- 



N i -((lS,2R)-l-benzyl-2-hydroVy-3-{[2-(4-me%lphenyl)ethyl]amino}propy 



N 3 ,N 3 -dipropylisophthalamide, 
[-ben 

hydroxypropyl)-N 3 ,N 3 -dipropylisop^thalamide, 

20 N 3 ,N 3 -dipropylisophthalamide 5 

N'-CClS^RVl-benzyl-S-lfClRJ-l-ynzyl^-hydroxyethyyamino}^- 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3- {^3-(4- 
morpholinyl)propyl]amino}propyl)-N 3 ,N 3 -diprppylisophthalamide, 
25 N'-tClS^RJ-l-benzyl^-hydroxy-S-Oso^tylam^propylj-N 3 ^ 3 - 
dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3- {[2-(4-iAprpholinyl)ethyl]amino}propyl)- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(2-hydrox^utyl)amino]propyl}-N J ,N J 
30 dipropylisophthalamide, 

N l -((lS,2R)-l-benzyl-2-hydroxy-3-{[2-(2-thienyl)^yl]amino}propyl)-N J ,N J - 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(4-hydroxybutyl)^ino]propyl}-N 3 ,N 3 
dipropylisophthalamide, 
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N 1 -(( 1 S,2R)-1 -benzyl-2-hydroxy-3- { [( 1 S)-2-hydroxy- 1 - 
phenyleSiyl]aniino}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 \( 1 S,2R)- 1 -benzyl-3-[(2,4-dichlorobenzyl)amino]-2-hydroxypropyl } - 
N 3 ,N 3 -diproR/lisophthalamide 5 
5 N ! -(( 1 S\2R)-1 -benzyl-2-hydroxy-3-{[(l R)-2-hydroxy-l - 

phenylethyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide 5 

N 1 - {( 1 S ^R)^ 1 -benzyl-3 - [(4-tert-butylbenzyl)amino] -2-hydroxypropyl } - 
N 3 ,N 3 - dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -5pzyl-2-hydroxy-3-[( 1 -phenylethyl)amino]propyl } -N 3 ,N 3 - 
1 0 dipropylisophthalamide, 

N I -((lS,2R)-l-ben^l-2-hydroxy-3-{[(lR,2S)-2-hydroxy-23-dihydro-lH^ 
inden-l-yl]amino}propyl)-N\N 3 -dipropylisophthalamide, 

N 1 -{(1S,2R)-1 -benzyl-3^ [(3 ,4-dimethylbenzyl)amino] -2 -hydroxypropyl } - 
N 3 ,N 3 - dipropylisophthalamide, 
15 N ! -(( 1 S,2R)-1 -(3,5-difluoro v benzyl)-2-hydroxy-3- {[2-(isobutylamino)-l - 

methyl-2-oxoethyl]amino}propyl)-N\N 3 -dipropylisophthalamide J 

N 1 -(( 1 S ,2R)- 1 -(3 ,5 -difluoroben^yl)-2-hydroxy-3 - { [( 1 S)-2-(isobutylamino)-l ■ 
methyl-2-oxoethyl]amino}propyl)-N 3 ,N\dipropylisophthalamide, 

N 3 -((l S,2R)-1 -(3,5-difluorobenzyl>r2-hydroxy-3- {[( 1 S)-2-(isobutylamino)-l - 
20 methyl-2-oxoethy 1] amino } propyl)-N 5 ,N 5 -dipropyl-3 , 5 -pyridinedicarboxamide, 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-2-Wdroxy-3- {[2-(isobutylamino)-l,l- 
dimethyl-2-oxoethyl]amino}propyl)-5-methyl-N?,N 3 -dipropylisophthalamide, 

N*-((l S,2R)-1 -(3,5^ifluorobenzyl)-2-hy(^xy-3-{[2-(isobutylamino)-2- 
oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide s 
25 N ! -[(l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxV3-( {( 1 S)- 1 - 

[(isobutylamino)carbonyl]propyl}amino)propyl]-5-metl^yl-N 3 J N 3 - 
dipropylisophthalamide, 

N 1 -[( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-( {(1 R)- 1 - 
[(isobutylamino)carbonyl]propyl } amino)propyl]-5-methyl-N\,N 3 
30 dipropylisophthalamide, 

N 1 -[(lS,2R)0-(benzylamino)-l-(3,5^ifluoroben2yl)-2-l^droxypropyl]-5- 
methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^tClS^RJ-l^^^iifluorobenzyO-S-Cethylamino^-hydro^ropyl]^- 
methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N'-fClS^^-l-CS^-difluorobenzyO^-hydroxy-S-CisobutylaminoJpropyl]^- 

methyI\N 3 ,N 3 -dipropylisophthalamide, 

rl -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(isobutylamino)-2- 

methyl-S-^opropylJaminolpropyO-S-methyl-^^^dipropylisophthalamide, 

5 N , -(WS,2R)-l-(3,5-difluorobenzyl)-3-{[4-(dimethylamino)benzyl]amin^ 

hydroxypropyy-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S j2R)-3- { [( 1 S)- 1 -benzyl-2-(isobutylamino)-2-oxoethyl]amino} - 1 -(3 ,5- 

difluorobenzyl)-^hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -[( 1 S,2RV- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-( {( 1 S)- 1 - 

10 [(isobutylamino)camonyl^ 

dipropylisophthalamic 

N 1 -((lS,2R)-l-(l5-difluorobenzyl)-3-{[2<dime%lamino)ethyl]am 

hydroxypropyl)-5-methylJN 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5 Alifluorobenzyl)-2-hydroxy-3-[(3- 

1 5 pyridinylmethyl)amino]propyi} -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3- { [( 1 S)- lV(benzyloxy)methyl]-2-(isobutylamino)-2- 

oxoethyl]amino}-l-(3,5-difluoro\enzyl)-2-hydroxypropyl]-5-methyl-N 3 ^ 

dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobWzyl)-2-hydroxy-3-[(l-methyl-l- 

20 phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)- 1 K3,5-difluorobenAl)-2-hydroxy-3-( {( 1 R)- 1 - 

[(isobutylamino)carbonyl]-2-methylpropy^amino)propyl]-5-methyl-N 3 ,N 3 

dipropylisophthalamide, 

N ! -[( 1 S,2R)- 1 -(3 5 5-difluorobenzyl)-2-Wdroxy-3-( {( 1 S)- 1 - 

25 [(isobutylamino)carbonyl]butyl}amino)propyl]^-methyl-N 3 ,N 3 - 

dipropylisophthalamide, 

^-((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydr6xy-3- {[( 1 S)-l -(hydroxymethyl)-2- 

(isobutylamino)-2-oxoethyl]amino}propy^ 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy\3-[(2- 

30 phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 ^ipropyUsoRhthalamide, 

N ! -[(l S,2R)-3- {[(1 S)-2-(benzylamino)-l -methyl-2\pxoethyl]amino}-l -(3,5- 

difluorobenzyl)-2-hydroxypropyl]-5-me^ 

N 1 -(( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- { [( 1 1 - 

phenylpropyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalapiide 5 
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10 



15 



20 



25 



30 



N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-3- {[(1 S)-2-(ethylamino)- 1 -methyI-2- 
oxoeth\l]amino} -2-hydroxyp^ 

U( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- { [( 1 S)-2-(isobuty lamino)-2- 

oxo- 1 -pherwlethyl]amino}propyO 

N I -[(^,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(isopentylamino)propyl]-5- 
methyl-N 3 ,N 3 -aipropylisophthalamide, 

N 1 -[(lS,^)-3-(cyclohexylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 
methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -[(l S,2R)V(butylamino)-H 
methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS J 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxypropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS 5 2R)-l-(3,5\difluorobenzyl)-2-hydroxy-3-[(2-hydra^^ 
phenylethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide ) 

N 1 K(lS,2R)-l-(3,5-diLorobenzyl)-3-{[(3R,5S)-3,5- 
dimethoxycyclohexyl]amino}-2\hydroxypropyl)-5-methyl-N 3 ,N 3 
dipropylisophthalamide, 

dimethyl (lR,3S)-5-{[(2R,3S)-4-(3 J 5-difluorophenyl)-3-( {3- 
[(dipropylamino)carbonyl]-5-methynjenzoyl}amino)-2-hydroxybutyl]amino}-l,3- 
cyclohexanedicarboxylate, 

(lR3S)-5-{[(2R3SM-(3>difl^ 
5-methylbenzoyl}amino)-2-hydroxybutyNamino} -1 ,3-cyclohexanedicarboxylic acid, 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)\2-hydroxy-3-{[(lR)-l^ 
phenylpropyllaminoJpropylJ-S-methyl-^jNxKlipropylisophthalamide, 

N^(lS,2R)-3-[(3-chlorobenzy^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N- {( 1 S,2R)-1 K3,5^ifluorobenzyl)-2-hyd^xy-3-[(3- 
methoxybeiizyl)amino]propyl}-3-[(2-propylpentyl)Bulfonyl]benzamide, 

N ! -[( 1 S,2R)-3-[([ 1 ,1 '.biphenyll^-ylme^Oabino]-! -(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 ^ipropylisophthalamitie, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3S:[(3- 
iodobenzyl)amino]propyl } -5-methyl-N 3 ,N 3 ^ipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3 

methylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 ^ipropylisophth^lamide, 
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N , -{(lS,2R).l-(3 ) 5-difluorobenzyl)-2-hydroxy-3-[(2- 

phen^ropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

Tl -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(l,3-thiazol-5- 

ylmethyl)\mino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophth^ 

N 1 -V 1 S,2R)- 1 -(3 ,5-difluorobenzyI)-2-hydroxy-3 - [(2- 

thienylmethyWmino]propyl}-5-meto^ 

N 1 - {( 1S.2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[(5-methoxy-l,2,3,4- 

tetrahydro-l-naphthalenyl)ami^ 

N 1 - {( 1 S.2RJ- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[(2- 

pyrazinylmethyl)ammo]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthala 

N 1 -{(lS J 2R)-lV3,5-difluorobenzyl)-3-[(3 J 5-difluorobenzyl)am 

hydroxypropyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-3-[(l\3-benzodioxoW 

hydroxypropyl } -N 3 ,N 3 -dipropylisophthalamide , 

N 1 - {( 1 S,2R)- 1 -(3 ,5-dtfluorobenzyl)-3 -[(3 ,5-dimethoxybenzyl)amino] -2- 

hydroxypropyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

^-((IS^RH^^-diflu^^ 

(trifluoromethyl)benzyl] amino } preppy l)-5 -me thyl-N 3 ,N 3 -dipropylisophthalamide 5 

N^(lS,2R)-l-(3,5Klifluorote^ 

tetrahydro-l-naphthalenyl)amino]proW 

N ! -((lS,2R)-l-(3,5-difluorobenWl)-2-hydroxy-3-{[3- 

(trifluoromethoxy)benzyl]amino}pro^ 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzynO-[(3-fluorobenzyl)amino]-2- 

hydroxypropyl } -5-methy l-N 3 ,N 3 -dipropylisO(phthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2Vydroxy-3-[(3- 

isopropoxybenzyl)amino]propyl}-5-methyl-N 3 )N 3 -dipropylisophthalamide, 

^-[(lS^R^-tP-bromobenzy^^ 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthammide, 

^-((IS^RH-aS-difluorobe^^^ 

furylJmethylJaminoJpropyO-S-methyl-^^Kiipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5^ifluorobenzyl)-2-hydroxy-V[(5-methoxy- 1 ,2,3 ,4- 

tetrahydro- 1 -naphthalenyl)amino]propyl } -5-methy 1-N 3 ,NWipropylisophthalamide, 

N l -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(Vmethoxy-l,2,3,4 

tetrahydro- 1 -naphthalenyl)amino]propyl } -5-methyl-N 3 ,N 3 -dip^opylisophthalamide, 
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N 1 -[( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3 -( 1 ,2,3 ,4-tetrahydro- 1 - 
naphthalenvlamino)propyl]-N 3 ,N 3 -dipropylisophthalamide, 

N I -[^S,2R)0-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5 
methoxy-N 3 ,N^-dipropylisophthalamide, 

N 1 -[(lS,^)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 
N 3 ,N 3 -dipropylisoWhalamide, 

N 1 -[( 1 S,2R)^S -(benzylamino)- 1 -(3 , 5-difluorobenzyl)-2-hydroxypropy 1] -5 - 
chloro-N 3 ,N 3 -dipropyTisophthalamide, 

N 3 -[( 1 S,2R)-3-(benzylamino)- 1 -(3 ,5-difluorobenzyl)-2-hydroxypropyl]- 
N 5 ,N 5 -dipropyl-3,5-pyridmedicarboxamide, 

N l -[(lS,2R)-3-(ben^lamino)-l-(3,5-d^ 
fluoro-N 3 ,N 3 -dipropylisophtmlamide, 

N 2 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropy 
N 5 ,N 5 -dipropyl-2 J 5-thiophenedickrboxamide, 

N 4 -^ 1 S,2R)-3-(benzylaminb)-l -(3,5-difluorobenzyl)-2-hydroxypropyl]- 
N ,N -dipropyl-2,4-pyridinedicarboxamide, 

>^-[(lS,2R)-3-(benzylamino)-lr(3,5-difluorobeiazyl)-2-hydro^ 
N 6 ,N 6 dipropyl-4,6- pyrimidinedicarboxamide, 

N-[( 1 S,2R)-3 -(benzylamino)- 1 -(3 ,Vdifluorobenzyl)-2-hydroxypropyl]-3-(4- 
morpholinylcarbonyl)benzamide, \ 

^-{(lS^RH-benzyW-hyd^ 
dipropylisophthalamide, \ 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 5 ,N 5 -dipropylpeiranediamide, 

N l -[(lS,2R)-3-{[(lR)-l-[(benzyloxy)methylV2-(i^ 
oxoethyl]amino}-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5-meA^ 
dipropylisophthalamide, \ 

N*-(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-V [( 1 R)- 1 -(hydroxymethyl)-2- 
(isobutylamino)-2K>xoethyl]amino}propyl)-5-^ 

N'-[(lS;2R)-l-beiizyl-24y^^ 
dipropylisophthalamide, \ 

N 1 -[(lS)-3-({2-[4-(aminosulfonyl)phenyl]e%l}amino)Vbenzyl^ 
hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide, \ 
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^-{(lS^R^l^S^-difluorobenzylH-hydroxy-S-KUS-thiazol-S- 

ylmethyl)Wmino]propyl}-N\N 5 -dipropyl-3,5-pyridinedicarboxamide ) 

3-4nzoyl-N-{(lS,2R)-l-(3 s 5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } benzamide, 

5 N-{(lS,2R)-l-(3 ) 5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyMamino]propyl} [1,1 f -biphenyl]-3-carboxamide, 

N 1 -[( 1 S,2R)-3-(benzylamino)- 1 -(3 ,5-difluorobenzyl)-2-hydroxypropyl]-N 3 -(2- 

methoxyethyl)-N 3 Wopylisophthalamide, 

N- {( 1 S,2R) V(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 

1 0 methoxybenzyl)amino]propyl} -3-ethoxybenzamide, 

N- {( 1 S,2R)- 1 -(8 ,5-difluorobenzyl)-2-hydroxy-3 -[(3- 

methoxybenzyl)amino]propyl}-2-naphthamide, 

N 1 - {( 1 S,2R)-1 -(3,Vdifluorobenzyl)-2-hydroxy-3-[( 1 R)- 1 ,2,3,4-tetrahydro- 1 - 

naphthalenylamino]propyl}\5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

15 N^(lR)-3-{[3>bis(trifluoro^ 

hydroxypropyl]-5-methyl-N 3 ,M-dipropylisophthalamide, 

N l -((1 S,2R)-1 -benzyl-3-W2-fluoro-5-(tri^^ 

hydroxypropyl)-N 3 ,N 3 -dipropylisotohthalamide, 

N 1 - { ( 1 S ,2 R)- 1 -benzyl-3 - [(2 $ -difluorobenzy l)amino] -2-hydroxypropyl} - 

20 N 3 ,N 3 -dipropylisophthalamide, 

^-((1 S,2R)-1 -benzyl-3- {[3-fliioro-4-(trifluoromethyl)benzyl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)- 1 -benzyl-3-[(2 J 5-difl\jorobenzyl)amino]-2-hydroxypropyl} - 

N 3 ,N 3 -dipropylisophthalamide, 

25 N 1 -((lS,2R)-l-benzyl-3-{[3-fluoro-5Vtrifluoromethyl)benzyl]amino 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide 

N l -{(lS,2R)-l-benzyl-3-[(3,4-difluorob^nzyl)amino]-2-hydroxypropyl}- 

N 3 ,N 3 -dipropylisophthalamide, 

N'-ftl S,2R)-1 -benzyl-3- { [4-fluoro-3-(trifli\oromethyl)benzyl]amino} -2- 

30 hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-3- {[2-chloro-5-(trifluo^methyl)benzyl]amino}-2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-3- {[4-chloro-3-(trifluoron^thyl)benzyl]amino} -2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -[(lS,2R)-l-benzyl-3-(23-dihydro-lH-inden-2-ylamino)-2-hydroxypro^ 
N 3 ,N 3 -diVopylisophthalamide, 

N ! A{(lS)-l-benzyl-2-hydroxy-3-[(3-nitrobenzyl)amino]propyl}-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -(( 1 Su2R)- 1 -benzyl-3- { [3-(difluoromethoxy)benzyl]amino } -2- 
hydroxypropyl)^f 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-3 -[(3 -ethoxybenzyl)amino]-2-hydroxypropyl } -N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -((lS,2R)-Vbenzyl-2-hydroxy-3-{[(5-methyl-2- 
pyrazinyl)methyl]aminp}propyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(1S,2R)-1 - bfenzyl-3 - [( 3 -bromo-4-fluorobenzy l)amino] -2-hy droxypropy 1 } - 
N 3 ,N 3 -dipropylisophthalamide J 

N 1 -{(lS,2R)-l-(3,5^ifluorobenzyl)-3-[(3,5-dimethylbenzyl)amino]-2 
hydroxypropyl } -5-methyl-N\N 3 -dipropylisophthalamide, 

N 1 - {( 1 S ,2R)- 1 -(3 ,5-difluorobenzyl)-3 -[(3-ethoxybenzyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,NYdipropylisophthalamide, 

N I -{(lS,2R)-l<3,5-difludrobenzyl)-2-hydroxy-3-[(2- 
phenoxyethyl)amino]propyl}-5-mCThyl-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS,2R)-l-(3,5-difluoroBenzyl)-2-hydroxy-3-[(3- 
isobutoxybenzyl)amino]propyl} -5-m0thyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -(3 ,5-difluorobenV)-2-hydroxy-3- {[(4-methyM ,3-thiazol-2- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N>dipropylisophthalamide s 

N 1 -[( 1 S»2R)-3-(benzylamino)- 1 -(3 ,y-difluorobenzyl)-2-hydroxypropyl]-N 3 - 
methyl-N 3 -propylisophthalamide, \ 

N 2 -[(l S,2R)-3-(benzylamino)-l -(3,5-duluorobenzyl)-2-hydroxypropyl]- 
N 5 ,N 5 -dipropyl-2,5-furandicarboxamide, \ 

N 3 -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3- 
(trifluoromethyl)benzyl]amino}propyl)-N^ 

N 3 - {(1 S,2R)-1 K3,5-difluorobenzyl)-2-hydr(ity-3-[(l -methyl-1 - 
phenylethyl)amino]propyl}-N^N 5 Klipropyl-3,5-pyridlnedicarboxamide, 

N 1 -[( 1 S,2R)-3-amino- 1 -(3 ,5^ifluorobenzyl)-2-Wdroxypropyl]-5-methyl- 
N 3 ,N 3 -dipropylisophthalamide, \ 

N^(lS,2R)-l-(3,5-difluorobenzyl)-3-^^ 

hydroxypropyl } -5-methy l-N 3 ,N 3 -dipropylisophthalamide, \ 
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N'-KlS^RH-^^difluorobenzy^ 
tetrahyctto- 1 -naphthalenyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisoph thalamide, 
isomer A/ 

N ! -{XlS;2R)-H3>difluo^ 
5 tetrahydro-l-n^phthalenyl)amino]propyl}-5-methyl-N^N 3 -dipropylisophth^ 
isomer B, 

N- {( 1 S,21\V1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
(dimethylamino)beiizamide, 

N-[(lS ) 2R)-l\benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl]-2- 
1 0 methyl- 1 H-benzimidazole-5-carboxamide, 

3-(aminosulfonyW-N- {(1S)-1 -benzyl-2-hydroxy-3-[(3- 
methoxybenzy l)amino]propyl } -4-chlorobenzamide, 

N- {( 1 S,2R)- 1 -benzy\-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 
cyanobenzamide, 

15 N- {( 1 S ,2R)- 1 -benzyl-2-1jydroxy-3-[(3-methoxybenzyl)amino]propyl} -4- 

chloro-3 -nitrobenzamide, 

methyl 3-[( {( 1 S,2R)- 1 -benisvl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5-nitrobenzoate, 

tert-butyl 3-[( {(1 S,2R)-1 -benAl-2-hydroxy-3-[(3- 
20 methoxybenzyl)amino]propyl } amino)carbonyl]phenylcarbamate 5 

N-[( 1 S,2R)-1 -benzyl-2-hydroxy-3r[(3-methoxybenzyl)amino]propyl]-9, 1 0- 
dioxo-9, 1 0-dihydro-2-anthrancenylcarboxamide, 

N-[( 1 S ,2R)- 1 -benzyl-2-hydroxy-3-[(^-methoxybenzyl)amino]propyl] - 1 H- 
1 ,2,3-benzotriazole-6-carboxamide, 
25 N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-Aethoxybenzyl)amino]propyl} -4-(3- 

methyl-5-oxo^,5-dihydro-lH-pyrazol-l-yl)benzamide, 

N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-metl^oxybenzyl)amino]propyl} - 1 H- 
indole-5-carboxamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoAybenzyl)amino]propyl} -3- 
30 fluoro-5-(trifluoromethyl)benzamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3-methoxyb^nzyl)amino]propyl} -3- 
(trifluoromethyl)benzamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxyben^l)amino]propyl}-4- 
(butylamino)benzamide, 
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\N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -3- 
(trifluoromethoxy)benzamide, 

N-ulS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3^ 
dimethoxybenzamide, 

N- {( 1 S}2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -3 ,5- 
dimethylbenzamide, 

N- {(1 S,2RV 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3,5- 
difluorobenzamide, \ 

N- {( 1 S,2R)- 1 -cienzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -3 ,5- 
dichlorobenzamide, \ 

N- {( 1 S,2R)-1 -ben3yl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4- 
(benzyloxy)benzamide, \ 

N-{(lS,2R)-l-benzyl-Vhydroxy-3-[(3-methoxybenzyl)amino]propyl}-l,3- 
benzodioxole-5-carboxamide, \ 

3- (acetylamino)-N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } benzkmide, 

4- (acetylamino)-N- {(1 S ? 2R)-lVbenzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}benzamme, 

N'-(( 1 S,2R)-1 -(3,5-difluorobenz)l)-3- {[(3 ,5-dimethyl-4- 
isoxazolyl)methyl]amino}-2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, \ 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2\hydroxy-3-[(3- 
phenylpropyl)amino]propyl}-5-methy^ 

N 1 -{(1S,2R)-1 -(3,5^ifluorobenzyl)-3-[(^furylmethyl)amino]-2- 
hydroxypropyl}-5-methyl-N\N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-lK3,5-difluorobenzyl)-2-hydr^y-3-[(tetrahydro-3- 
furanylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -diprowlisophthalamide, 

N^IClS^RJ-l^^-difluorobenzy^^-hydroxyWtCS- 
propoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropy\isophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2.hydroxy-3\[(2- 
pyridinylmethyl)amino]propyl}-5-meth^^ 

N ! -[0 S,2R)-3-(benzylamino)-l -(3,5-difluorobenzyK-2-hydroxypropyl]-5- 
hydroxy-N 3 ,N 3 -dipropylisophthalamide, \ 
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\ N'-COS^RH-Q^-difluorote^^ 
mettWlphenyl)ethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropyH 

\n 1 - { ( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 -[( 1 S)-l,2 s 3,4-tetrahydro-l- 
naphthalenylamino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-(3,5-difluorobenzyl)-34(2,5-dimethylbenzyl)amino]-2- 
hydroxyprowl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N I -[(A2R)-3-{[2-chloro-5-(trifluoromethyl)benzyl]amino} - 1 -(3,5- 
difluorobenzyl)-^hydroxypropyl]-5-methyl-N 3 ? N 3 -dipropylisophthalamide, 

N 1 -{(lS,2RVl-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(2-hydroxy-5- 
methylbenzyl)aminoVropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-COS^RH-Vs-difluo^ 
dihydro- 1 H-inden- 1 -yl] afaiino } propy l)-5 -methyl-N 3 ,N 3 -dipropy lisophthalamide, 

N 1 - {( 1 S ,2R)- 1 -(3 ,5vdifluorobenzyl)-3 -[( 1 R)-2,3 -dihydro- 1 H-inden- 1 - 
ylamino]-2-hydroxypropyl}^5-methyl-N 3 ,N 3 -dipropylisophthalamide ) 

5-chloro-N 1 - {( 1 S 5 2RH -(3,5-difluorobenzyl)-2-hydroxy-3-[( 1 -methyl- 1 - 
phenylethyl)amino]propyl}-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-3-[(l-benzoftiran-2-ylme%^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N [ -[(l S,2R)-3- {[( 1 R)- 1 -(3-b\omophenyl)ethyl]amino} - 1 -(3 ,5-difluorobenzyl)- 
2-hydroxypropy 1] - 5 -methyl-N 3 ,N 3 -dipropylisophthalamide , 

N 1 - {(1 S,2R)-1 -(4-fluorobenzyl)^2-hydroxy-3-[(3-iodobenzyl)amino]propyl} - 
5-methyl-N 3 ,N 3 -dipropylisophthalamideA 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-M 3-methoxybenzyl)amino]propyl} -3- 
[butyl(butyryl)amino]-5-methylbenzamide, \ 

N 1 - { 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4-methyl- 
N ,N -dipropylisophthalamide, \ 

N 3 - { 1 -benzyl-2-hydroxy-3 - [(3 -methoxybenzyl)amino]propyl } -4-methyl- 
N 1 ,N 1 -dipropylisophthalamide, \ 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroV3-[(3- 
methoxybenzyl)amino]propyl } -4-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } - 1 - 
butyl- 1 H-indole-6-carboxamide, \ 

N 1 -[( 1 S,2R)-3-anilino- 1 -(3 ,5-difluoroben2yl)-2-hydtoxypropyl]-5-methyl- 
N 3 ,N 3 -dipropylisophthalamide, \ 
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ybromo-N I -[(lS,2R)-3-[(3-bromobenzyl)amino]-l-(3,5-difluorober^ 
hydroxynropyl]-N 3 ,N 3 -dipropylisophthalamide, 

N- W 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3 - 
iodobenzyl)amino]propyl } -4-methy lpentanamide, 

N- {( 1 S£R)- 1 -(3 ,5 -difluorobenzyl)-2-hydroxy-3-[(3 - 
iodobenzyl)amino]propyl}-3-methy lpentanamide, 

N 1 - {(1 S,2 Vl -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
hydroxybenzyl)amino]propyl}-5-methyl-N ,N -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
cyano-N 3 ,N 3 -dipropylisop)hthalamide hydrochloride, 

N 1 - {( 1 S ,2R)- 1 -beivW2-hydra 
dipropyl-l,3,5-benzenetricaropxamide, 

1- N-{(lS,2R)-l-(3,5-dtfluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -5-oxov5-( 1 -piperidinyl)pentanamide trifluroacetate, 

5-(aminosulfonyl)-N 1 -{(lsW)-l-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N\dipropylisophthalamide, 

N 1 -{(lS J 2R)-l-benzyl-2-hydroAy-3-[(3-methoxybenzyl)amino]prop 
dipropyl-5-( 1 -pyrrolidinylsulfonyl)isopnrtialamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3^[(3-methoxybenzyl)amino]propyl}-5- 
[(methylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3rmethoxybenzyl)amino]propyl}-5- 
[(dimethylamino)sulfonyl]-N 3 ,N 3 -dipropylisopHthalamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-mel}ioxybenzyl)amino]propyl}-2- 
methyl-3-(methylsulfonyl)propanamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-metho^ybenzyl)amino]propyl } -3- 
(methylsulfonyl)propanamide, 

2- amino-N- { ( 1 S ,2R)- 1 -benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} - 1 ,3-thiazole-4-carboxamk 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybeniyl)amino]propyl}-5- 
(methylsulfonyl)pentanamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl^tmino]propyl} -N 4 - 
phenylsuccinamide, 

(3R)-N 4 -{(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenz^l)amino]propyl}- 
2,2,3-trimethylbutanediamide, 
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N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
[(dipropwamino)sulfonyl]propanamide, 

N*\( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -N 5 ,N 5 - 
dipropylpentanediamide, 

N-{(lS,^)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-4-oxo- 

4- ( 1 -piperidinyl)lnitanamide, 

N 1 - {( 1 S 5 2RV 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} - 
N 4 ,N 4 -dipropylsuccinamide, 

N-{(lS,2R)-l-beWyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5-oxo- 

5- ( 1 -piperidinyl)pentanamrde, 

N 1 - { ( 1 S ,2 R)- 1 -benzyV2-hydroxy-3 -[ (3 -methoxybenzy l)amino]propyl } -N 5 - 
phenylpentanediamide, \ 

N-{(lS,2R)-l-benzyl-2-hWroxy-3-[(3-methoxybenzyl)amino]propyl}-3,3- 
dimethyl-4-oxo-4-( 1 -piperidinyl)butanamide , 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -4- 
(isopentylsulfonyl)butanamide, \ 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxyA3-[(3-methoxybenzyl)amino]propyl} -2,2- 
dimethyl->f\N 4 -dipropylsuccinamide, \ 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(Vmethoxybenzyl)amino]propyl} -4- 
[(dipropylamino)sulfonyl]butanamide, \ 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -4- 
[(methylanilino)sulfonyl]butanamide, \ 

N- {( 1 S,2R)- 1 -beiizyl-2-hydroxy-3-[(3-metnoxybenzyl)amino]propyl} -3- 
[(methylanilino)sulfonyl]propanamide, \ 

N-{(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- \ 
methoxybenzyl)amino]propyl}acetamide, N-{(lS,2RVl-benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } -3 -(isopentylsulfonyl)propJinamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3V 
iodobenzyl)amino]propyl} -5-oxo-5-(l -piperidinyl)pentanamlde, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3-iodobenzyl)ami\io]propyl } -5-oxo-5-( 1 - 
piperidinyl)pentanamide and \ 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- \ 
iodobenzyl)amino]propyl } -3-[(dipropylamino)sulfonyl]propanamiae, 
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N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -5- 
ethyl-Is[ 3 ,N 3 -dipropylisophthalamide, 

T 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -5- 
isobutyl-N 3 ,N 3 -dipropylisophthalamide, 
5 N I -klS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5-tert^ 
butyl-N 3 ,N 3 -dWopylisophthalamide, 

N 1 - {( 1 S,2R)-1 -oenzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5-cyano-N 3 - 
propylisophthalamide, 

N 1 - {(1 S,2RW -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
1 0 methoxybenzyl)aminOTpropyl } -N 3 ,N 3 -dipropy 1 -1,3,5 -benzenetricarboxamide, 

N 1 -{(lS,2R)-l-b\^l-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ,^ 
dimethyl-N 5 ,N 5 -dipropyl-L3,5-benzenetricarboxamide, 

N l -[(lS,2R)-3-amin\-l-benzyl-2-hydroxypropyl]-N 3 ,N 3 -dipropyl-l,^ 
benzenetricarboxamide, 
15 N 1 -[( 1 S,2R)- 1 -benzyl-2^}ydroxy-3-(isopentylamino)propyl]-N 3 ,N 3 -dipropyl- 

1 ,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-l-benzyl-2-hy*oxy-3-[(3-methoxybenzyl)amino]propy 
propyl- 1 ,3 ,5-benzenetricarboxamide, 

N-{(1 S,2R)- 1 -Benzyl-2-hydrox$r3 -[(3 -methoxybenzyl)amino]propyl} -3 - 
20 [butyryl(propyl)amino]-5-methylbenzamrae, 

N- {( 1 S,2R)-1 -benzyl-2-hydroxy-3-f(3-methoxybenzyl)amino]propyl} - 1 - 
propyl- 1 H-indole-6-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hVdroxy-3-[(3- 
methoxybenzyl)amino]propyl } - 1 -propyl- 1 H-inoble-6-carboxamide, 
25 N ! -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3,Vdime%lbenzyl)am 
hydroxypropyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -[(l S,2R)-3-[(3-aminobenzyl)amino]-l -(3^5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamioe, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3\[(3- 
30 iodobenzyl)amino]propyl}octanamide, 

N 3 -[(l S,2R)- 1 -(3,5-difluorobenzyl)-24iydroxy-3-( { Wiethyl- 1 -[3- 
(trifluoromethyl)phenyl]ethyl}amino)propyl]-N 5 ,N 5 -dipropyl^,5- 
pyridinedicarboxamide, 
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Tl -[(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-({l-methyl-l-[3- 
(trifluorc^ethyl)phenyl]ethyl}amino)propyl]-5-methyl-N 3 ,N 3 - 
dipropylisobhthalamide, 

N 1 -(V S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 - { [( 1 R,2S)-2-hydroxy-2,3- 
5 dihydro-1 H-inoen-1 -yl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
N 1 - {( 1 s\r)- 1 -(3,5-difluorobenzyl)-3-[( 1 R)-2,3-dihydro- 1 H-inden- 1 - 
ylamino]-2-hydro?^ropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalarnide s 

N- {( 1 S,2R) V(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]proWl}-3-methylbenzamide, 
10 N'-KlS^RH-aS-diflu^ 

ylamino)propyl]-5-methylvN 3 5 N 3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3,5\iifluorobenzyl)-2-hydroxy-3-{[(lR,2S,5R)-2-isopropy 
methylcyclohexyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamid 
N^-diallyl-S-chloroV^^ 
1 5 methyl- 1 -phenylethyl)amino]proWl} isophthalamide, 

N\N I -diallyl-5-chloro-N 3 VlS,2R)-l-(3 J 5-difluorobe 
methyl- l-phenylethyl)amino]propyl ^isophthalamide, 

N 3 - {( 1 S,2R) - 1 -(3 ,5-difluorobdnzyl)-2-hydroxy-3-[( 1 - 
phenylcyclopentyl)amino]propyl } -N 5 ,f$-dipropyl-3 ,5-pyridinedicarboxamide, 
20 N l -{(lS,2R)-l-(3,5-difluoroben4l)-3-[(3-e%lbenzyl)amino]-2- 
hydroxypropyl } -5 -methyl-N 3 ,N 3 -dipropylisophthalamide , 

N*-(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3r { [3-(dimethylamino)benzyl]amino} -2- 
hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisopnfhalamide, 

N I -((lS,2R)-l-(3,5-difluorobenzyl)-3-m4,5-dime%^^ 
25 furyl)methyl]amino}-2-hydroxypropyl)-5-methyl^N 3 ,N 3 -dipropylisophthalamide, 
N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydrbxy-3-[(l- 
phenylcyclopentyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3 -(cyclopropylamino)- 1 -(3 , 5-difl\orobenzyl)-2-hy droxypropyl] - 
5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
30 N^(lS,2R)0-[(cyclopropylmethyl>^ 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[^ 
iodobenzyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 
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t3 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3-[(2-furylmethyl)amino]-2- 
hydroxyjkopyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N \{( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(tetrahydro-2- 
furanylmeth^amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 - {( 1 Sy2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[( 1 - 
phenylcyclopropy^amino]propyl}-N^N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N I -{(lS,2Rj\l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2-oxo-3- 
azepanyl)amino]propj?W-5-niethyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -(\s-difluo^^ 
furyl)methyl]amino}propytt-5-methyl-N 3 ,N 3 -dipropylisophthalamide s 

N ! -(( 1 S,2R)-1 ^3,5-difluorobenzyl)-2-hydroxy-3- {[(2S)-tetrahydro-2- 
furanylmethyl]amino}propyl)-^methyl-N 3 ,N 3 -dipropylisophthalamide, 

5-chloro-N^(lS,2R)-l-|3,5-difl^^ 
phenylethyl)amino]propyl}-N 3 ,N 3 -^i(2-propynyl)isophthalamide ) 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropenylbenzyl)amino]propyl}-5-nre 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenWl)-2-hydroxy-3 - [(2- 
propoxyethyl)amino]propyl}-5-methyl-N^N 3 -dipropylisophthalamide s 

N 1 -[( 1 S ,2R)- 1 -(3 ,5-difluorobenzyl)^ -(hexylamino)-2-hydroxypropyl] -5- 
methyl-N 3 ,N 3 -dipropylisophthalamide s 

N-{(lS,2R)-lK3,5-difluorobenzyl)-2-h^tdroxy-3-[(3- 
iodobenzylJaminolpropyll^-CS-methyl-S-oxo^^-dihydro-lH-pyrazol-l- 
yl)benzamide, 

methyl 4-( { [(2R,3 S)-4-(3 ,5-difluorophenyl)-^( {3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl}amino)-2-hydroxybutyl]amino}metnyl)benzoate, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorob^ 
methoxyethyl)amino]propyl}-5-methyl-^ 

N l -{(lS J 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[( 
isoxazolylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisoVhthalamide, 

(l^R^N'-iClS^RJ^-CS^-difluorobenzyO^-hydroxVs-tCS- 
iodobenzyl)amino]propyl } -N 2 ,N 2 -dipropyl- 1 ,2-cyclopropanedicarboxamide, 

N 3 K( 1 S,2R)- 1 -(3,5^ifluorobe^ 
fu^anylmethyl]amino}p^opyl)-N^N 5 -dip^opyl-3,5-pyridinedicarboramide, 
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T 1 - {( 1 S,2R)- 1 -(3 >difluorobenzyl)-24iydroxy-3 -[(2- 

methoxyb Wyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide s 

N^VlS^RJ-l-CS^-difluorobenzy^^-hydroxy-S-^- 

isopropylben^)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

5 4-(buty^lamino)-N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzy l)amino]Wopy 1 } benzamide, 

N I -[(lS 5 2R)-V[(3-amino-3-oxopropyl)amino]-l-(3,5-difluorobenzyl)-2- 

hydroxypropyl]-5-metlWl-N 3 ,N 3 -dipropylisophthalamide s 

N 3 -[(lS,2R)-3-(Denzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 

10 N 5 5 N 5 -dipropyl-3,5-pyridinedicarboxamide 1 -oxide, 

N 1 - {( 1 S,2R)- 1 -(3 5 5-difluorobenzyl)-2-hydroxy-3 -[(3- 

iodobenzyl)amino]propyl}-5-ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -{(lS,2R)-l-(3,5-difl^robenzyl)-2-hydroxy-3-[(7-oxabicyclo[22J]hept- 

2-ylmethyl)amino]propyl } -5-metnyl-N 3 ,N 3 -dipropylisophthalamide 5 

15 N 1 - {( 1 S,2R)-1 -(3 ,5-difluordbenzyl)-3-[(3-ethynylbenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-tflS^RH-aS-difluoro 

yl)methyl]amino}propyl)-5-methyl-N 3 5 N?-dipropylisophthalamide J 

N ! -((l S,2R)-1 -(3,5-difluorobenzyV3-{[(2-ethyl-l ,3-thiazol-5- 

20 yl)methyl]amino}-2-hydroxypropyl)-5-mewl-N 3 ,N 3 -dipropylisophthalamide, 

N'-aiS^-l^^-difluorobenzyO^Wdroxy-S^tCSR)^- 

oxoazepanyl]amino}propyl)-5-methyl-N 3 ,N 3 -d\propylisophthalamide, 

N 1 -[( 1 S ,2R)-3 -(cyclobutylamino)- 1 ^ 

methyl-N 3 ,N 3 -dipropylisophthalamide, 

25 N^(lS,2R)-3-(butylamino)-l-(3^ 

ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-34(3-ethWenzyl)amino]-2- 

hydroxypropyl}-5-ethynyl-N 3 ,N 3 -dipropylisophthalamiae, 

N l -[(lS,2R)-l-(3,5-difluorobeiizyl)-3-(5-hexynyI^mino)-2-hydroxypropyl]-5- 

30 methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -((l S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {(Y5-methyl-2- 

furyl)methyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedic^boxamide, 

N 1 - {( 1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(l -r^ethyl-1 - 

phenylethyl)amino]propyl } -N 5 ,N 5 -dipropylpentanediamide, 
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'-(( 1 S,2R)-1 -(3,5-difluorobenzyl)-3- { [ 1 -(2-furyl)- 1 -methylethyl]amino} -2- 
hydroxypMpyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-W^RH-aS-difluor^^^ 
isoxazolyl)meWl]amino}propyl)-5-methyl-N^^ 
5 N ! -((lS,W)-H3,5-difl^^ 

yl)methyl]amino}p\ppyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N-IClS^^-MS^-difluorobenzyO-S-fCS-ethylbenzyOaminoJ-Z- 
hydroxypropyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N 1 - {( 1 S,2R)- 1 -b\zyl-2-hydroxy-3 -[(2-phenylethyl)amino]propyl } -N 3 ,N 3 
1 0 dipropylisophthalamide, 

N^(lS,2R)-l-benzyl\3-{[2-(2-chloro^^ 
N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S,2R)-1 -benzyl-2-%droxy-3- {[3-(2-oxo-l - 
pyrrolidinyl)propyl]amino}propyl)^I 3 ,N 3 -dipropylisophthalamide, 
15 N I -{(lS,2R)-l-bervzyl-3-[(cy^ohexylmethyl)amino]-2-hydroxypropyl}- 
N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-3-(cyclopr^^ 
dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 - f(2-oxo-3 -azepanyl)amino]propy 1 } - 
20 N 3 ,N 3 -dipropylisophthalamide, 

N-[(l S,2R)-3-(benzylamino)-H^ 
(butylsulfonyl)benzamide, 

N l -[(lS,2R)-l-benzyl-3-({2-[(2-ethylhexyl%y]ethyl}amino)-2- 
hydroxypropyl]-N 3 ,N 3 -dipropylisophthalamide, 
25 N'-tflS^RH-benzyl^-hy^ 

inden- 1 -yl]amino } propyl)-N 3 ,N 3 -dipropylisophthalamide\ 

N l -((1 S,2R)- 1 -benzyl-2-hydroxy-3- {[ 1 -(4- 
hydroxyphenyl)ethyl]amino}propyl)-N ,N -dipropylisophthalamide, 

N l -[(lS,2R)-l-benzyl-3-(cycloheptylamino)-2-hydrox^ropyl]-N 3 ,N 3 - 
30 dipropylisophthalamide, 

N'-fOS^RH-benzyl-S-K^ 
hydroxypropyl } -N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-benzyl-3-[(2-fluo^ 
dipropylisophthalamide, 
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\ N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxwenzyl)amino]propyl } -3-(dimethylamino)benzamide, 

N\l(lS,2R)-l-(3 5 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -1 -naphthamide, 

N , -[(\s,2R)-l-benzyl-3-({2-[({5-[(dimethylamino)met^^^^ 
furyl } methyl)su^fanyl]ethyl } amino)-2-hydroxypropyl] -N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2k)- 1 -benzyl-3-( {2-[(2-chloro-6-fluorobenzyl)sulfanyl]ethyl } amino)- 
2-hydroxypropyl]-NiN 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3\T([ 1 , 1 , -biphenyl]-4-ylmethyl)amino]- 1 -(3 ,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S ,2R)- 1 -(3 , 5rdifluorobenzyl)-2-hydroxy-3 -( 1 -naphthylamino)propyl] - 
5-methyl-N 3 ,N 3 -dipropylisoWhalamide, 

N I -{(lS,2R)4-(3 5 5-dWorobenzyl)-2-hydroxyO-[(lH-imidazol^ 
ylmethyl)amino]propyl}-5-metiwi-N 3 J N 3 -dipropylisophthalamide, 

N'-((l S,2R)-1 -(3,5-difludrobenzyl)-2-hydroxy-3- {[(2-phenyl-l H-imidazol-5- 
yl)methyl]amino}propyl)-5-methyPN 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -(3,5-difluorobfenzyl)-2-hydroxy-3 - {[( 1 -methyl- 1 H-imidazol-2- 
yl)methyl]amino}propyl)-5-methyl-N 3 ^ 3 -dipropylisophthalamide, 

N , -[(lS,2R)-3-{[(2-butyl-4-chloVlH-imidazol-5-yl)me% 
difluorobenzyl)-2-hydroxypropyl]-5-m 

N 1 -[( 1 S,2R)-3- { [(6-chloroimidazo[2Vb] [ 1 ,3]thiazol-5-yl)methyl]amino} -1 - 
(3 ,5-difluorobenzyl)-2-hydroxyprop 

^-((lS^RJ-l-O^difluorote 
benzimidazol-2-yl)methyl]amino}propyl)-5-meth^ 

N ! -((l S,2R)-1 -(3,5-dinuorobenzyl)-2-hydro\v-3- {[(2-hydroxy-l - 
naphthyl)methyl]amino}propyl)-5-methyl^ 

N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2.hydroxy-V{[(4-oxo-4H-^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophmalamide, 

N 1 -((lS,2R)-l.(3,5-difluorobenzyl)-3-{[(l,5-dimetW 
dihydro- 1 H-pyrazol-4-yl)methyl]amino } -2-hydroxypropyl)-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, \ 

N ! -[(lS,2R)-3-({[5-cyano-6-(me%lsulfanyl)-2-pyridiiVl]meA^^ 
(3 ,5-difluorobenzyl)-2-hydroxypropy^ 
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[5-({[(2R3S)^^3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]-5- 
methy lbenzoy 1 } amino)-2-hydroxybutyl]amino } methyl)-2-fiiryl]methyl acetate, 

N 1 -[\s,2R)-3-[( 1 -benzol 
hydroxypropylJ\5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
5 methyl 4-K{[(2R,3S)-4-(3 ,5-difluorophenyl)-3-( {3-[(dipropylamino)carbonyl]- 

5-methylbenzoy 1 } amino)-2-hydroxybutyl]amino } methyl)- 1 -methyl- 1 H-pyrrole-2- 
carboxylate, \ 

N 1 -[( 1 S,2R)- 1 -V5-difluorobenzyl)-2-hydroxy-3-( { [ 1 -(phenylsulfonyl)- 1 H- 
pyrrol-2-yl]methyl } aminmpropyl] -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
10 N l -((lS,2R)-l-(3,^ifluorobei^ 

yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS J 2R)-3-{[(4-chtoro-l-methyl-lH-pyrazol-3-yl)me^ 
difluorobenzyl)-2-hydroxypropyH-5-methyl-N 3 ,N 3 -dipropylisophthalamide 

N^(lS,2R)-l-(3>difluotobe^^ 
1 5 4-yl)methyl]amino} -2-hydroxypropyi)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3- {[(5-chloro-3 Wthyl- 1 -phenyl- 1 H-pyrazol-4- 
yl)methyl]amino}-l-(3,5-difluorobenz\l)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, \ 

N l -((lS 5 2R)-l-(3 5 5-difluorobenzyV2-hydroxy-3-{[(3-phenyU 
20 yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -droropylisophthalamide, 

N^(lS;2R)-3-{[(5-chloro-2-thi^^^ 
2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-(3,5-difluoroben^^ 
thienyl)methy 1] amino } propyl)-5 -methyl-N 3 ,N 3 -dipropylisophthalamide, 
25 N'-IClS^R^l^^-difluorobenzy^^-hydr^y-S-KS- 

quinolinylmethyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxyV[(2- 
quinolinylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -(3>difluorobenzyl)-2-hydroxy-3- hi -methyl- 1 H-indol-2- 
30 yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 ^ipropylisophthammide, 

N ! -[( 1 S,2R)-3- {[( 1 -benzyl- 1 H-indol-3-yl)methyl]amtoo} -1 -(3 ,5- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisoDhthalamide, 

N'-tflS^RH-aSKiifluoroben^^ 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamidei 
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yj l -{(lS,2R)-l-(3,5K!ifluorobenzyl)-2-hydroxy-3-[({l-[(4- 
methylpWnyl)sulfonyl]-lH-indol-3-yl}m 
dipropylisophthalamide, 

N 1 -VlS,2R)^-{[(2-butyl-lH-imidazol-5-yl)methyl]am 
difluorobenzw)-2-hydroxypropyl]-5-m 

methyl \J-({[(2R,3S)-4-(3,5-difluorophenyl)-3^ 
5-methylbenzoyl)yamino)-2-hydroxybu^ 

3-[({(lS,2F^l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}- 
amino)carbonyl]-5-[butyl(butyryl)amino]benzyl diethyl phosphate, 

N 1 - {( 1 S ,2R)- 1 -tnenzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -5 - 
(cyanomethyl)-N 3 ,N 3 -dipVopylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -5- 
(hydroxymethyl)-N 3 ,N 3 -diprOT)ylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2^hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5- 
1 5 ethynyl-N 3 ,N 3 -dipropylisophthalWide, 

N 1 -{(lS,2R)-l-benzyl-2-hyaroxy-3-[(3-iodobenzyl)amino]propyl}^ 
dipropyl-5-prop- 1 -ynylisophthalamide, 

N 1 -((lS,2R)-l-benzyl-2-hydroAY-3-{[3- 
(trifluoromethyl)benzyl]amino}propyl)-V^ 

N 1 -{(lS,2R)-l-benzyl-2-hy<koxy-^-[(3-iodobenzyl)amino]propyl}-5-ethynyl- 
N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(1 S,2R)-1 -ben2yl-34(3-fluorobei^l)amino]-2-hydroxypropyl}-5- 
ethynyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-KlS^RH-benzyl^-hydroxyO^-^ 
dipropyl-5-(8-quinolinyl)isophthalamide, 

N 3 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methWybenzyl)amino]propyl}-4'- 
methoxy-N 5 ,N 5 -dipropyl[ 1 , 1 -biphenyl]-3 ,5-dicarboxamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-V[(3- 
methoxybenzyl)amino]propyl } -N 5 ,N 5 -dipropyl [1,1 '-biphenylJ-3 ,5-dicarboxamide, 

N 3 - {(1 S,2R)- 1 -benzyl-2-hydroxy^-[(3-methoxybenpyl)amino]propyl} -N 5 ,N 5 - 
dipropyl[ 1 , 1 '-biphenyl]-3,5-dicarboxamide, 

N 3 - {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3 -methoxybenzylWiino]propyl } -4'- 
[(dimethylamino)sulfonyl] -N 5 ,N 5 -dipropyl- 1 , 1 '-biphenyl-3 ,5-dicVboxamide, 
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T3 -{(lS,2R)-l-benzyl-2-hydroxy-34(3-iodobenzyl)amino]propyl}-4'- 
[(dimetlWlamino)sulfonyl]-N 5 ,N 5 -dipropyl- 1 ,1 ! -biphenyl-3,5-dicarboxamide, 

n\{( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -N 3 ,N 3 - 
dipropyl-5-(Vthienyl)isophthalamide, 
5 N-{(lk2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)^ino]propyl}-3-methyl-5-pentanoylbenz^ 

N 1 K4-hydrbxybutyl)-N 3 - {(1 S)-2-hydroxy-l -(4-hydroxybenzyl)-3-[(3- 
methoxybenzy^aminoJpropyll-S-methyl-N^propylisophthalamide, 
N ! - {( 1 S,2R)-2*ydroxy- 1 -(4-hydroxybenzyl)~3-[(3- 
10 methoxybenzyl)amino]j^opyl}-N 3 -(3-hydroxypropyl)-5-m 
propylisophthalamide, 

N 1 - {( 1 S,2R)-2-hydr<ky- 1 -(4-hydroxybenzyl)-3 -[(3- 
methoxybenzyl)amino]propylV5 

N ! -((l S,2R)-1 -benzyl-3-V3K2,4-dime%lphenyl)propyl]amino} 
15 hydroxypropyl)-5-methyl-N 3 ,N 3 -(toropylisophthalamide, 
N ! -(( 1 S,2R)-1 -benzyl-2-hyAoxy-3- {[3-(4- 
methylphenyl)propyl]amino}propyl)-Vmethyl-N 3 ,N 3 -dipropylisophthalam 

N 1 - {( 1 S,2R)-1 -benzyl-2-hydroXy-3-[(3 -methoxybenzyl)amino]propyl } -5- 

methyl-N3 -dipropylisophthalamide, 
20 N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-|^3-methoxybenzyl)amino]propyl} -1 ,3- 

dioxo-2-propyl-5-isoindolinecarboxamide, 

N- {( 1 R,2R)- 1 -benzyl-2-hydroxy-3 -[(3 -\pethoxybenzyl)amino]propyl } -3 - 
bromo-5-methylbenzamide, 

3-bromo-N- {(1 S,2R)-1 -(3,5-difluorobenzyn-2-hydroxy-3-[(3- 
25 methoxybenzyl)amino]propyl} -5-methylbenzamide\ 

N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-meth^cybenzyl)amino]propyl} -4- 
methyl-N^ -dipropylisophthalamide, 

Ni-IClS^-l^^-difluorobenzylJ^-hydroxy-S-VS- 
methoxybenzyl)amino]propyl} -4-methyl- N^,n3 -dipropylisophthalamide, 
30 N 3 -{(lS,2R)-l-benzyl-2-hy<to^ 

methyl-N^ ,N* -dipropylisophthalamide, 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-^^ 
fiiryl)-5-methylbenzamide, 
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N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3 ',5,5 
trimethylVl , 1 '-biphenyl-3-carboxamide, 

3'-Acetyl-N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3- 
methoxyben^d)amino]propyl} -5-methyl[ 1 , 1 '-biphenyl]-3-carboxamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -3'- 
methoxy-5-methyVl , 1 '-biphenyl]-3-carboxamide, 

N-{(lS ) 2R)-Ybenzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
methyl[ 1 , 1 '-biphenyip3-carboxamide, 

N- { ( 1 S ,2R) - 1 -behzy 1-2 -hydroxy-3 - [(3 -methoxybenzyl)amino]propy 1 } -3 - 
methy 1-5 -(2-thieny l)benzataide, 

N- {( 1 S,2R)-1 -(3 ,5-dmuorobenzyl)-2-hydroxy-3-[(3-methoxybenzyl) 
amino]propyl } -3 -methy 1- 5 -(3 -thieny l)benzamide , 

N-{(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino] 
propyl } -3 -methy 1-5 -(3 -thienyl)benzamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydroKy-3-[(3-methoxybenzyl)amino]propyl} -4- 
methyl-3-(3-thienyl)benzamide, \ 

N 1 - {( 1 S,2R)- 1 -Benzyl-2-hydroxyv3 -[(3 -methoxybenzyl)amino]propy 1 } - 
N 3 ,N 3 ,N 5 ,N 5 -tetrapropylbenzene- 1 ,3 ,5-tric&rboxamide , 

N 1 -{(lS,2R)-l-(3,5-Difluorobenzyl)V[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -N 3 ,N 3 -dipropylbenzene- 1 ,3 ,5 Vicarboxamide, 

Ethyl 3-[( {(1 S,2R)-1 -benzyl-2-hydroxy-V[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5\ 
[(dipropylamino)carbonyl]benzoate, \ 

N 1 - {(1 S,2R)-2-Hydroxy- 1 -(4-hydroxybenzyl)\3-[(3- 
methoxybenzyl)amino]propyl} -N 3 ,N 3 -dipropylbenzeneVl ,3,5-tricarboxamide, 

N 1 - {( 1 S,2R)- 1 -Benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl } -N 3 ,N 3 - 
dipropyl-5- { [(trifluoromethyl)sulfonyl]amino} isophthalamide, 

5-Amino-N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- \ 
methoxybenzyl)amino]propyl } -N 3 ,N 3 -dipropylisophthalamidei 

N 1 -{(lS,2R)-l-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-^^ 
dipropyl-5-[(trifluoroacetyl)amino]isophthalamide, \ 

N 1 - {( 1 S,2R)- 1 -Benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -5- 
[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, \ 
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\ N 1 - {( 1 S,2R)- 1 -Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -N 3 ,N 3 - 
dipropw-5-[(thien-2-ylsulfonyl)amino]isophthalamide > 

S,2R)-1 -Benzyl-2-hydro^ 
dipropyl-5-Vthien-2-ylcarbonyl)amino]isophthalamide, 

N^ICrS^^-l-Benzyl^-hydroxy-S-tCS-methoxybenzyOaminolpropylJ-S- 
(methacryloylamino)-N 3 J N 3 -dipropylisophthalamide, 

N I -{(lS,2R^-l-Benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(2 ) 2-dimethylpropanpyl)amino]-N 3 ,N 3 -dipropylisophthalamide ) 

N I -{(lS,2R)-l^enzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(phenylsulfonyl)amino]^N 3 ,N 3 -dipropylisophthalamide. 

N- {( 1 S,2R)- 1 -benz5d-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5- 
(methylthio)pentanamide, \ 

tert-butyl (2R,3 S)-3 -( {3\[(dipropylamino)sulfonyl] - propanoy 1 } amino)-2- 
hydroxy^-phenylbutyl(3-methoxVbenzyl)carbamate 

N- {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 
methyl-5-[propionyl(propyl)amino]be^zamide 3 

N- {(1 S,2R)- 1 -benzyl-2-hydroxyS3-[(3-methoxybenzyl)amino]propyl} - 1 - 
butyl- 1 H-indole-5-carboxamide, \ 

N- {( 1 S,2R)- 1 -beiazyl-2-hydroxy-3-[ra-methoxybenzyl)amino]propyl } -3- 
bromo-5-methylbenzamide, \ 

N-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-n^thoxybenzyl)amino]propyl}-3- 
[butyl(propionyl)amino]-5-methylbenzamide, \ 

N- {(1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methiixybenzyl)amino]propyl} -4- 
methyl- 1 -propyl- 1 H-indole-6-carboxamide, \ 

N- {( 1 S,2R)- 1 -benzy l-2-hydroxy-3 -[(3 -methoxVbenzyl)amino]propyl } - 1 -( 1 - 
propylbuty 1)- 1 H-indole-6-carboxamide, \ 

N l -((1 S,2R)-1 -benzyl-2-hydroxy-3- {[(2-oxo-2,3-diWdro-l ,3-benzoxazol-6- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalahiide, 

N 1 -{(lS s 2R)-l-(3,5-difluorobenzyl)-3-[(3-e%lbenzyl)W^ 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-{[(tri^ 

3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- \ 
methoxybenzyl)amino]propyl}amino)carbonyl]-5-[(dipropylamino)oarbonyl]benzoic 
acid, \ 
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\N {( 1 S,2R)- 1 -(3 >difluorobra^ 
hydroxyMopyl}-N\N 3 -dipropyl-5-prop-l-ynylisophthalamide, 

N-Vl S,2R)-1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-2- 
(dipropylamifro)isonicotinamide, 

N-{(ls\R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)aminoJpropyl } -2-hydroxy-2-(4-methylphenyl)acetamide, 

N 1 - {(1 S,2r\i -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -4-hydroxy-N3-methylisophthalamide, 

N- {( 1 S.2R) - 1 -($5 -difluorobenzyl)-2-hydroxy-3 -[(3- 
iodobenzyl)amino]propylV-2-hydroxy-2-(4-methoxy-3-nitrophenyl)acetamide ) 

5-(aminosulfonyl)-N^{( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzy l)amino]propyl } -2-Vethoxybenzamide, 

N-{(lS,2R)-1^3 J 5-difl\robenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-hydroxy-3-(pyrrolidin-l-ylcarbonyl)benzamide, 

N- {( 1 S,2R) - 1 -(3 ,5-difluoroBenzyl)-2-hydroxy-3 -[(3- 
iodobenzyl)amino]propyl}-2-[(methy^ 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenVl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-(3 3 5-dimethylisoxazol-4-yl)-N 3 ,N 3 - 
dipropylisophthalamide, \ 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2\iydroxy-3-[(3- 
methoxybenzy l)amino]propy 1 } -N 3 ,N 3 -dipropyl-V( 1 , 3 -thiazol-2-yl)isophthalamide, 

3-(cyclohexylcarbonyl)^-{(^^ 
methoxybenzyl)amino]propyl}-5-methylbenzamide\ 

N l -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxV3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 -propylisopMhalamide, 

3-[cyclohexyl(hydroxy)methyl]^ 
hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5-methylbenzamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzylJam 
hydroxypropyl}-5-(4-methyl-13-oxazo^^ 

N 3 - {(1 S,2R)-1 -(3,5^iifluorobenzyl)-3-[(3^%lbenzyl)amko]-2- 
hydroxypropyl}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, \ 

N'-^l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyir 1 ,2,4-oxadiazol 
-5-yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, \ 
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,3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 
hydroxy^ropy l}-N 5 ,N 5 -dipropylpyridine-3,5-dicarboxamide, 
N 3 VlS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropylbenVOaniino]propyl } -N 5 ,N 5 -dipropylpyridine-3 ,5-dicarboxamide, 
5 N'-((l s\r)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(4-hydroxybut-l - 

ynyl)benzyl]aminolpropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

l-{3-[({(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropy 1 } aminoicarbonyl] -5-methylbenzoyl } -L-prolinamide, 

N 1 - {(1 S,2R)-1 -(3\5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
1 0 hydroxypropyl } -N 3 -isoproWl-5-methylisophthalamide, 

N'-{(1 S,2R)-1 K3 s 5-d\fluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -N 3 -ethyl-N 3 ,5Wiimethylisophthalamide, 

N , -{(lS,2R)-l-(3,5^ifluiDrobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -N 3 .S-dimethyl-NVprop^-ynylisophthalamide, 
15 N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl } -N 3 -isobutyl-5 -methy risophthalamide, 

N'^sec-butyO-^^ClS^RJ-l-C^S-difluorobenzyO-S-tCS-ethylbenzy^amino]- 
2-hydroxypropyl}-5-methylisophthalamic 

N l -butyl-N 3 -{(lS,2R)-l-(3,5-difluoi^benzyl)-3-[(3-ethylbenzyl)amino]-2- 
20 hydroxypropyl}-5-methylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(3,5-difluoroben2yl)-3-[(8-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 ,N 3 -diethyl-5-methylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 3 ,5-dimethyl-N 3 -propylisophthalamide, 
25 N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethyllienzyl)amino]-2- 

hydroxypropyl} -N 3 -isopropyl-N 3 ,5-dimethylisophthalamide, 

N'-butyl-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3\thylbenzyl)amino]-2- 
hydroxypropyl } -N 1 ,5-dimethylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)apiino]-2- 
30 hydroxypropyl} -N 3 -isobutyl-N 3 ,5-dimethylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amirip]-2- 
hydroxypropyl } -N 3 -ethyl-5-methyl-N 3 -propylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]- 
hydroxypropyl} -N 3 -ethyl-N 3 -isopropyl-5-methylisophthalamide, 
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,, ,N l -diallyl-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxy^ropyl } -5-methylisophthalamide, 

azepan-1 -ylcarbonyl)-N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3- 
ethylbenzyl)^m ino] -2-hydroxypropyl } -5 -methy lbenzamide 

N- { ( 1 $,2R)- 1 -(3 ,5 -difluorobenzy l)-3 - [(3 -ethylbenzy l)amino]-2- 
hydroxypropyl}\3- [(4-hydroxypiperidin-l-yl)carbonyl]-5-methylbenzamide, 

N-{(lS,2R>)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3- V3-hydroxypiperidin-l-yl)carbonyl]-5-methylbenzamide, 

N 1 -{(lS,2R)-X(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -N 3 ,N 3 Miisopropyl-5-methylisophthalamide, 

N'-butyl-N 3 -{(lsW)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -N 1 -ethyl-SVmethylisophthalamide, 

N'^cyclopropylmethVo-^-IClS^RJ-l-CS^-difluorobenzy^-S-tCS- 
ethylbenzyl)amino]-2-hydroxybropyl}-5-methyl-N , -propylisophthalamide, 
l-{3-[({(lS,2R)-l-(3,5-d\fluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropy l}amino)carbonyl]^S-methylbenzoyl} -D-prolinamide, 

N l -cyclohexyl-N 3 -{(lS,2R)\l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]- 
2-hydroxypropyl}-N',5-dimethylisophthalamide, 

N'-((lS,2R)-l-(3,5-difluorobe\zyl)-2-hydroxy-3-{[l-(3- 
methylphenyl)cyclopropyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 3 -[(l S,2R)-1 -(3,5-difluorobenzyV2-hydroxy-3-(l ,2,3,4- 
tetrahydronaphthalen- 1 -ylamino)propyl] -N\N 5 -diisopropylpyridine-3 ,5- 
dicarboxamide, and 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-ft3-ethylbenzyl)amino]-2- 
hydroxypropyl } -3- { [(trifluoromethyl)sulfonyl]amino}benzamide. 



30 



1 8 1 . A method of treatment according to claim 1 8p where the substituted amine (X) 
is selected from the group consisting of: 

N , -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxV-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -diprorWlisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobeiizyl)-3-[(2-furylrnethyl)amino]-2- 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide\ 

N'-{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybe\jzyl)amino]propyl}-N 3 ,N 3 - 
dipropylisophthalamide, 
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\ N 1 -(( 1 S,2R)- 1 -benzyl-2-hydroxy-3- { [2-(2- 
hydroxyethoxy)ethyl]amm^ 

W - {( 1 S,2R)-3-[(2-aminobenzyl)amino] - 1 -benzyl-2-hydroxypropyl } -N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 V(lS,2R)-l-benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl}-N 3 5 N 3 - 
dipropylisophthalamide, 

N 1 -(( 1 Sv2R)- 1 -benzyl-2-hydroxy-3- { [2- 
(trifluoromethox)^benzyl]amino}propyl)-N 3 ,N 3 -dipropylisophthalaniide ) 

N 1 -{(lS,2^-l-benzyl-3-[(3,5-dichlorobenzyl)amino]-2-hydroxypropyl}- 
N 3 ,N 3 -dipropylisopmhalamide J 

N'KClS^R^lVnzyl^-hydroxy-S-ltS- 
(trifluoromethoxy)beiizw]amino}propyl)-N 3 ,N 3 -dipropylisophthalamide 5 

N I -{(lS,2R)-l-be^yl-3-[(3,5-dimethoxybenzyl)amino]-2-hydroxypropyl}- 
N 3 ,N 3 -dipropylisophthalamide > 

N 1 - {( 1 S,2R)- 1 -benzylr3 -[([ 1 , 1 ^biphenyll-S-ylmethyOamino]^- 
hydroxypropyl } -N 3 ,N 3 -diprop3disophthalamide , 

N 1 - {(1 S,2R)-1 -benzyl-34(3 ,4-dichlorobenzyl)amino]-2-hydroxypropyl} - 
N 3 ,N 3 -dipropylisophthalamide, \ 

N ! -((l S,2R)-1 -benzyl-2-hydroxy-3 - {[3- 
(trifluoromethyl)benzyl]amino}propVl)-N 3 ,N 3 -dipropylisophthala 

N 1 - {( 1 S)- 1 -benzyl-2-hydroxy-V[(3 -methoxypropyl)amino]propyl } -N 3 ,N 3 - 
dipropylisophthalamide, \ 

N 1 -{(lS,2R)-l-benzyl-34(3,4-dii^thylbenzyl)amino]-2-h^ 
N 3 ,N 3 -dipropylisophthalamide, \ 

N^(lS,2R)-l-(3>difluorobenzy^ 
methyl-2-oxoethyl]amino}propyl)-N 3 ,N 3 Kiipropylisophthalamide, 

N ! -((l S,2R)-1 ^3,5-difluorobenzyl)-2-hy)lroxy-3- {[(1 S)-2-(isobutylamino)-l - 
methyl-2-oxoethyl]amino}propyl)-N 3 ,N 3 Klipropylisophthalamide J 



N^^lS^-l^^-difluorobenzyl^-hydr 

t3 xt3 



-3 - { [( 1 S)-2-(isobutylamino)- 1 - 

methyl-2^xoethyl]amino}propyl)-5-methyl-N J ,N J -dteropylisophthalamide, 

N 3 -((lS,2R)-H3,5^ifluorob^ 

methyl-2-oxoethyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-i^dinedicarboxam 

N^(lS,2R)-H3,5Klifluorobenzy^^^^ 

dimethyl-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 ^ipro^ylisophthalamide, 
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\N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[2-(isobutylamino)-2- 
oxoethyWmino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N^(l S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-( {(1 S)- 1 - 
[(isobutylamino)carbonyl]propyl}amino)propyl]-5-methyl-N 3 ,N 3 - 
dipropylisopmhalamide, 

N ! -[( 1 sW)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-( {( 1 R)- 1 - 
[(isobutylamino)^rbonyl]propyl}amino)propyl]-5-methyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 - [( 1 S ,2R)-3r(benzylamino)- 1 -(3 , 5 -difluorobenzyl)-2 -hy droxypropy 1] -5 - 
methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -(3 5 5-difluWobenzyl)-2-hydroxy-3 - { [3-(isobutylamino)-2-methyl-3- 
oxopropyl]amino}propyl)^5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-{[(lsVl-benzyl-2-(isobutylamino)-2-oxoethyl]amino 
difluorobenzyl)-2-hydroxyproWl]-5-methyl-N 3 ,N 3 -dipropylisophthalam 

N ! -[(l S,2R)- 1 -(3,5-difli^robenzyl)-2-hydroxy-3-({(lS)-l- 
[(isobutylamino)carbonyl]-2-met%lpropyl}amino)propyl]-5-methyl-N 3 ,N 3 
dipropylisophthalamide, 

N I -{(lS,2R)-l-(3 5 5-difluorobbizyl)-2-hydroxy-3-[(3- 
pyridinylmethyl)amino]propyl}-5-metWl-N 3 ,N 3 -dipropylisophthalamide s 

N I 4(lS,2R)-3-{[(lS)-l-[(benzylW)me%l]-2-(isobu^ 
oxoethyl]amino } - 1 -(3 ,5-difluorobenzyl)-2^hydroxypropyl]-5-methyl-N 3 ,N 3 
dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5^ifluorobenzyl)-2Vhydroxy-3-[(l -methyl- 1 - 
phenylethyl)amino]propyl}-5-methyl-N 3 ) N 3 -dipropylisophthalamide, 

N 1 -[(1 S,2R) - 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-( {( 1 S)- 1 - 
[(isobutylamino)carbonyl]butyl}amino)propyl]-5^nethyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N^(lS,2R)-l-(3,5-difluorobenzy^ 
(isobutylamino)-2-oxoethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalam 

N 1 -{(lS,2R>l-(3,5-difluorobenzyl)-2-hydroxy-M(2- 
phenylethy l)amino]propy 1 } -5-methyl-N 3 ,N 3 -dipropylisopnthalamide, 

N l -[(lS J 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-(i^pentylamino)propyl]-5- 
methyl-N 3 ,N 3 -dipropylisophthalamide, 
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-[( 1 S,2R)-3-(cyclohexylamino)- 1 -(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

methyl-I^,N 3 -dipropylisophthalamide, 

N'4(lS,2R)-3-(butylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

methyl-N 3 ,NHrdipropylisophthalamide, 

N'-{(lV2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxypropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

(lR3S)-5-\[(2R,3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 

5-rnethylbenzoyl}amino)-2-hydroxybutyl]amino}-l,3-cyclohexanedicarboxylic acid, 

N 1 -[(lS,2R)-3V([l,r-biphenyl]0-ylmethyl)amino]-l-(3,5-difluorobenzyl)-2- 

hydroxypropyl]-5-methVl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(lS,2R)-lK3Vdifluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)amino]propyl}^5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(lS,2R)4-(3,5Hiifluorobenzyl)-2-hydroxy-3-[(3- 

methylbenzyl)amino]propyl}-5\methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-fClS^R^l-CS^-difludrobenzyl^-hydroxy-S-tCl- 

phenylpropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(lS,2R)-l-(3,5-difluoro\enzyl)-2-hydroxy-3-[(l,3-thiazol-5- 

ylmethyl)amino]propyl}-5-methyl-N\N 3 -dipropylisophthalamide, 

N'-{(lS,2R)-l-(3,5-difluorobei%l)-2-hydroxy-3-[(2- 

thienylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(1S,2R)-1 -(3,5-difluorobenzyl)r2-hydroxy-3-[(5-methoxy- 1 ,2,3,4- 

tetrahydro-l-naphthalenyl)amino]propyl}-5^nethyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2*ydroxy-3-[(2- 

pyrazinylmethyl)amino]propyl}-5-methyl-N 3 ,N?-dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3\5-dimethoxybenzyl)amino]-2- 

hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroVy-3-{[3- 

(trifluoromethyl)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy\3-[(7-methoxy-l,2,3,4- 

tetrahy(ko-l-naphthalenyl)mino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-((lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{ 

(trifluoromethoxy)benzyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-KlS^R^l^.S-difluorobenzyO-S-KS-fluorobenzyOamino]^- 

hydroxypropyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

isopr^poxybenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalarnide, 

-[(1 S,2R)-3-[(3-bromobenzyl)amino]-l -(3,5-difluorobenzyl)-2- 

hydroxyplopyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-^S^RJ-l-^S-difl^^ 

tetrahydro-l-n^hthalenyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophth 

N ! -[(lS,2lO-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

methoxy-N 3 ,N 3 -diprapylisophthalamide 

N 1 -[(lS J 2R)-3^enzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]- 

N 3 ,N 3 -dipropylisophthalsmiide J 

N I 4(lS J 2R)-3-(be^ylamino)-l-(3,5-difluorobenzyl)-2-hydroxypro^ 

chloro-N ,N -dipropylisophthalamide, 

N 3 -[(lS,2R)-3-(benzylamino)-l-(3^ 

N 5 ,N 5 -dipropy 1-3 , 5 -pyridinedicarboxamide , 

N 1 -[( 1 S,2R)-3-(benzylammo)- 1 -(3 ,5-difluorobenzyl)-2-hydroxypropyl]-5- 

fluoro-N 3 ,N 3 -dipropylisophthalamioe, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hyd^xy-3-[(3-methylbenzyl)amino]propyl} -N3 ,N3- 

dipropylisophthalamide, 

N 1 - {( 1 S 3 2R)-1 -(3>difluorobenAl)-2-hydroxy-3 -[(3- 

20 methoxybenzyl)amino]propyl}-N 5 ,N 5 -dipropylpentanediamide, 

N 3 -{(lS,2R)-l-(3>difluorober^ 

ylmethyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-p^dinedicarboxa 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} [1 ,r-biphenyl]-3-oarboxamide, 

N4(lS,2R)-3-(benzylamino)-^ 

methoxyethyl)-N 3 -propylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydrox^3-[(l R)-l ,2,3,4-tetrahydro- 1 - 

naphthalenylamino]propyl}-5-methyl-N 3 ,N 3 -dipropylismhthalam 

N 1 -[( 1 R)-3 - { [3 ^-bisCtrifluoromethyObenzyllamiri^} - 1 -(3 ,5-difluorobenzyl)-2- 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -benzyl-3- { [2-fluoro-5-(trifluorometh>^)benzyl]amino } -2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -benzyl-3- { [3-fluoro-5-(trifluoromethyl)b^nzyl]amino } -2- 

hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide, 
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W -(( 1 S ,2R)- 1 -benzy 1-3 ^ ^ 
hydroxyptopyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -V 1 S,2R)- 1 -benzyl-3- { [4-chloro-3-(trifluoromethyl)benzyl]amino } -2- 
hydroxypropyl)-N 3 ,N 3 -dipropylisophthalamide ) 

N I -{(lSVl-benzyl-2-hydroxy-3-[(3-nitrobenzyl)amino]propyl}-N 3 ,N 3 - 
dipropylisophthaRuriide, 

N 1 -((lS s 2RW-benzyl-3-{[3-(difluoromethoxy)benzyl]amino}-2- 
hydroxypropyl)-N 3 ,N\dipropylisophthalamide, 

N^(lS,2R)-l-tenzyl-3-[(3-eto^^ 
dipropylisophthalamide, \ 

N 1 - { ( 1 S ,2R)- 1 -benz\l-3 - [( 3 -bromo-4-fluorobenzy l)amino] -2 -hydroxypropy 1 } - 
N 3 ,N 3 -dipropylisophthalamideL 

NM(lS,2R)-l-(3,5-difl\orobenzy^^ 
hydroxypropyl}-5-methyl-N 3 ,N 3 Jdipropylisophthalamide, 

NM(lS,2R)-l-(3,5-difluo^ben^^ 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobdnzyl)-2-hydroxy-3-[(2- 
phenoxyethyl)amino]propyl}-5-methylAN 3 ,N 3 -dipropylisophthalamide, 

N^(lS,2R)-l-(3,5-difluorobenzV^ 
yl)methyl]amino}propyl)-5-methyl-N 3 9 N 3 -aipropylisophthalamide, 

N I -[(lS,2R)-3-(benzylamino)-l-(3,5Mifluorobenzyl)-2-hydroxypropyl^ 
methyl-N 3 -propylisophthalamide, \ 

N 3 -((l S,2R)-1 -(3,5-difluorobenzyl)-2-h\droxy-3- {[3- 
(trifluoromethyl)benzyl]amino}propy 

^-{(lS^-lKS^-difluorobenzyO^-hydWy-S-CCl-methyl-l- 
phenylethyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(7-methoxy-l ,2,3,4- 
tetrahydro-l-naphthalenyl)amino]propyl}-5-methyl-NvN 3 -dipropylisophthalam 
isomer B, \ 

N^{(lS,2R)-l-(3,5-difluoroben^ 
hydroxypropyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide,\ 

N^IClS^RVl-CS^-difluorobenzylH-hydroxy-S-tCtetrahydro-S- 
furanylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisoplithalamide, 
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Tl -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

propoxy^nzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N*\( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3 -[(2- 

pyridinylme*yl)amino]propyl}-5-methyl-N\N 3 -dipropylisophthalamide, 

N 1 -[(1^2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

hydroxy-N 3 ,N 3 -<fcpropylisophthalamide, 

N^(lS,2I^H3,5^ifluoio^^ 

methylphenyl)ethyl]^ino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamid^ 

N'-{(lS;2R)-l\3>difluorobe^ 

naphthalenylamino]propyi}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N I -{(lS,2R)-l<3,^difluorobenzyl)-3-[(2,5-dimethylbenzyl)ami^ 

hydroxypropyl}-5-methyl-N^,N 3 -dipropylisophthalamide, 

N*-[( 1 S,2R)-3 - { [2-chl6ro-5-(trifluoromethyl)benzyl]amino} - 1 -(3,5- 

difluorobenzyl)-2-hydroxyprop^]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3 ) 5-difluo\obenzyl)-2-hydroxy-3-[(2-hydroxy- 

methylbenzyl)amino]propyl}-5-memyl-N 3 ,N 3 -dipropylisophthalamide 5 

5-chloro-N^(lS,2R)-l-(3,5-W^^^^ 

phenylethyl)amino]propyl}-N 3 ,N 3 -dipropylisophthalamide J 

N^(lS,2R)-3-{[(lR)-l-(3-bromtoh^^ 

2-hydroxypropyl]-5-methyl-N 3 ,N 3 -diprop5tlisophthalamide, 

N 1 -{(lS,2R)-l-(3 3 5-difluorobenzyl)\2-hydroxy-3-[(3- 

hydroxybenzyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3Vmethoxybenzyl)amino]propyl } -5- 

cyano-N 3 ,N 3 -dipropylisophthalamide hydrochloride, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3-nf^thoxybenzyl)amino]propyl } -N 3 ,N 3 

dipropyl-l,3,5-benzenetricarboxamide, 

5-(aminosulfonyl)-N I -{(lS,2R)-l-benzyl-2-f^Ydroxy-3-[(3- 

methoxybenzyl)amino]propyl } -N 3 ,N-dipropylisophtfralamide, 

N^(lS,2R)-l-benzyl-2-hydroxy-3-[(3-m^^ 

dipropyl-5 -( 1 -pyrrolidiny lsulfony l)isophthalamide, 

N'^ClS^RVl-benzyl^-hydroxy-S-^-methoxyb^ 

[(methylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxyber 

[(dimethylamino)sulfonyl]-N 3 ,N 3 -dipropylisophthalamide, 
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N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -3- 
[(dip\opylamino)sulfonyl]propanamide, 

.N- {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodoben?yl)amino]propyl}-5-oxo-5-(l-piperidinyl)pentanamide ) 

^{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzymmino]propyl}-3-[(dipropylamino)sulfonyl]propanamide, 

N I -{(\s,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
ethyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,4R)- 1 -benzyl-2-hydroxy-3 -[(3 -methoxybenzyl)amino]propyl } -5-tert- 
10 butyl-N 3 ,N 3 -dipropylisophthalamide J 

N l - {( 1 S,2R) ^1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -5- 
cyano-N 3 -propylisophthalamide, 

N 1 -{(lS,2R)-l-a5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-l,3,5-benzenetricarboxam 

N-{(lS 5 2R)-l-(3,5-\iifluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propM } - 1 -propyl- 1 H-indole-6-carboxamide, 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3,4-dimethylbenzyl)am 
hydroxypropyl}-5-methyl-N 3 ,N?-dipropylisophthalamide, 

N^(lS,2R)-3-[(3-aminohenzy^^ 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dWopylisophthalamide, 

N 3 -[( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-( { 1 -methyl-1 -[3- 
(trifluoromethyl)phenyl]ethyl}amino)propyl]-N 5 ,N 5 -dipropyl-3,5- 
pyridinedicarboxamide, 

N^(lS;2R)-M3,5-difluorobe^ 
dihydro-lH-inden-l-yl]amino}propyl)-5-W 

N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)\3-[(lR)-23-dihydro^ 
ylamino]-2-hydroxypropyl}-5-methyl-N 3 ,N 3 Mipropylisophthalamide, 

5-chloro-N 1 - {( 1 S,2R)- 1 -(3 s 5-difluorobWyl)-2-hydroxy-3-[( 1 -methyl- 1 - 
phenylethyl)amino]propyl}-N 3 ,N 3 -bis(2-methoxVethyl)isophthalamide, 

N 3 - {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydfbxy-3-[( 1 - 
phenylcyclopentyl)amino]propyl}-N 5 ,N 5 Kiipropyl-3^-pyridinedicarboxamide, 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-3- {[3-(dirrtethylamino)benzyl]amino}-2- 
hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamido 
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1 1 -(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3- { [(4,5-dimethyl-2-furyl)methyl]amino } - 
2-hydrokypropyl)-5-methyl-N 3 ,N 3 -dipropylisophthalarnide, 

n\{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(l - 
phenylcyclopfintyl)amino]propyl}-5-methyl-N 3 ) N 3 -dipropylisophthalamide, 

N 1 - {( 1 S.2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)aminV|propyl } -N 5 ,N 5 -dipropylpentanediamide, 

N 3 - {( 1 S,2rVi -(3,5-difluorobenzyl)-2-hydroxy-3-[(l - 
phenylcyclopropyl)amino]propyl}-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 -(( 1 S,2R)- 1 -(S,5-difluorobenzyl)-2-hydroxy-3- {[(2S)-tetrahydro-2- 
furanylmethyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5\difluorobenzyl)-2-hydroxy-3-[(3- 
isopropenylbenzyl)amino]priopyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(2- 
propoxyethyl)amino]propyl}-5^nethyl-N 3 ,N 3 -dipropylisophthalamide, 

N'^ClS^RJ^^S^^ifluotobenzyO-S^hexylaminoJ^-hydroxypropyll-S- 
methyl-N ,N -dipropylisophthalamWe, 

N- {(1 S,2R)-1 -(3,5-difluorobVzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-4-(3-meth^-5-oxo-4,5-dihydro-lH-pyrazol-l- 
yl)benzamide, 

methyl 4-({[(2R 5 3S)^-(3 J 5-difludrophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5 -methy lbenzoyl } amino)-2-hydroxybutyl] amino } methyl)benzoate, 

N 1 -{(lS,2R)-l-(3,5^ifluorobenzyl)^2-hydroxy-3-[(2- 
methoxyethyl)amino]propyl}-5-methyl-N 3 ,N>dipropylisophthalamide, 

N l -{(lS,2R)-l-(3,5-difluorobenzyl)-2-Hydroxy-3-[(5- 
isoxazolylmethyl)amino]propyl}-5-methyl-N\NVdipropylisophthalamide, 

(lR,2R)-N 1 -{(lS,2R)-l-(3,5-difluorobenzyn-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -N 2 ,N 2 -dipropyl~ 1 ,2-cycl Wopanedicarboxamide, 

N 3 -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxV3- {[(2S)-tetrahydro-2- 
furanylmethyl]amino}propyl)-N 5 ,N 5 -dipropyl-3,5-pyridinedicarboxamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3\[(2- 
methoxybenzyl)amino]propyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N'^ClS^R^l-CS^-difluorobenzyl^-hydroxy-S-tO 
isopropylbenzyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisopnthalamide, 
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N 3 -[(lS,2R)-3-(benzylamino)-l-(3,5-difluorobenzyl)-2-hydroxypro^ 

N 5 ,N^ipropyl-3,5-pyridinedicarboxamide 1 -oxide, 

Tl -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyWmino]propyl}-5-ethynyl-N\N 3 -dipropylisophthalamide, 

5 N l -{Hs,2R)-l-(3>difluorobe 

ylmethyl)amin^propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamid 

N ! -{(lsik)-l-(3>difluorobe^ 

hydroxypropyl } -5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N l -((lS ) 2R)-l\(3,5-difluorobenzyl)-2-hydroxy-3-{[(2-met^^ 

10 yl)methyl]amino}propw-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -(( 1 S,2R)- 1 -(3 Vdifluorobenzyl)-3- { [(2-ethyl- 1 ,3-thiazol-5- 

yl)methyl]amino}-2-hydro?^ropyl)-5-methyl-N 3 ,N 3 -dipropylisophthah 

N ! -[(l S,2R)-3-(butylWino)-l -(3,5-difluorobenzyl)-2-hydroxypropyl]-5- 

ethynyl-N 3 ,N 3 -dipropylisophtHalamide 5 

15 N 1 -{(lS,2R)-l-(3,5-diflubrobenzyl)-34(3-ethylber^^ 

hydroxypropyl}-5-ethynyl-N 3 ,N 3 -aipropylisophthalamide, 

N4(lS,2R)-l-(3,5-difluorote^ 

methyl-N 3 ,N 3 -dipropylisophthalamide 

N 3 -((lS,2R)-l-(3,5-difluorober^l)-2-hydroxy-3-{[(5-methyl-2 

20 faryl)methyl]amino}propyl)-^ 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyV2-hydroxy-3 -[( 1 -methyl- 1 - 

phenylethyl)amino]propyl}-N 5 ,N 5 -dipropylRentanediamide, 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-3\{ [ 1 -(2-furyl)-l-methylethyl]amino}-2- 

hydroxypropyl)-5-methyl-N 3 ,N 3 -dipropylisoph\halamide, 

25 N^^lS^R^l^S^-difluorobenzy^^-hyVoxy-S-ltCS-isobutyl-S- 

isoxazolyl)methyl]amino}propyl)-5-methyl-N 3 ,N^ipropylisophthalamide, 

N ! -((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroW3- {[(2-isobutyl-l,3-thiazol-5- 

yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisOThthalamide, 

N-{(lS,2R)-l-(3>difluorobenzy^ 

30 hydroxypropyl} -3 -[(dipropylamino)sulfonyl]propanamic 

N 1 -[( 1 S,2R)-3-[([ 1 , 1 ! -biphenyl]-4-ylmethyl)amino^- 1 -(3 ,5-difluorobenzyl)-2- 

hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N ! -{(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(l k-imidazol-5- 

ylmethyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 
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N'-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(2-phenyl-l H-imidazol-5- 
yl)m\thyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

t1 -[( 1 S,2R)-3- {[(2-butyl-4-chloro- 1 H-imidazol-5-yl)methyl]amino}-l-(3,5- 
difluorobWzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthalamide 

N 1 -KlS,2R)-3-({[5-cyano-6-(methylsulfanyl)-2-pyridinyl]met^^ 
(3,5-difluoro^nzyl)-2-hydroxypropyl]-5-methyl-N 3 ,N 3 -dipropylisophthala 

[5-({[(2k3S)-4-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]-5- 
methylbenzoyl}amno)-2-hydroxybulyl]amino}methyl)-2-furyl]methy acetate, 

N 4( 1 S,2R) V[( 1 -benzofuran-3^^ 
hydroxypropyl]-5-metWl-N 3 ,N 3 -dipropylisophthalamide, 

methyl 4-({[(2R^SS)^-(3,5-difluorophenyl)-3-({3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl} amino)-^-hydroxybutyl]amino} methyl)- 1 -methyl- 1 H-pyrrole-2- 
carboxylate, 

N l -((lS s 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(l-methyl-lH-py^ 
yl)methyl]amino}propyl)-5-memyl-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -[(lS 5 2R)-3-{[(5-chloA2^hienyl)methyl]amino}-l-(3,5-difluoroben 
hydroxypropyl]-5-methyl-N 3 ,N 3 -dip)ropylisophthalamide, 

N ! -(( 1 S S 2R)- 1 -(3,5-difluoroAnzyl)-2-hydroxy-3- {[(1 -methyl- 1 H-indol-2- 
yl)methyl]amino}propyl)-5-methyl-N^ 3 -dipropylisophthalamide, 

N^KlS^R^-itCl-benzyl-lH-i^oW-yOmethyllamino}-!^^- 
difluorobenzyl)-2-hydroxypropyl]-5-methV-N 3 ,N 3 -dipropylisophthalamide, 

N ! -((l S 5 2R)-1 -(3,5-difluorobenzyl)Vhydroxy-3- {[(1 -methyl- 1 H-indol-3- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dip)ropylisophthalamide, 

N 1 -[(lS,2R)-3-{[(2-butyl.lH-imidazolVyl)methyl]amino}-l-(3,5- 
difluorobenzyl)-2-hydroxypropyl]-5-methyl-N 3 ,y 3 -dipropylisophthalamide, 

methyl 3-( { [(2R,3S)-4-(3 5 5-difluorophenj)n-3-( {3-[(dipropylamino)carbonyl]- 
5-methylbenzoyl}amino)-2-hydroxybutyl]amino}methyl)-lH-indole-6-carboxylate, 

N 1 - { ( 1 S ,2R)- 1 -benzyl-2-hydroxy-3 - [(3 -meth^xybenzyl)amino]propyl } -5 - 
(cyanomethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3 -[(3-methox^enzyl)amino]propyl } -5- 
(hydroxymethyl)-N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybe^zyl)amino]propyl}-5- 
ethynyl-N 3 ,N 3 -dipropylisophthalamide, 
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v N'-ttlS^RH-benzyl^-hydroxy^p^ 
dipr^pyl-5-prop-l-ynylisophthalamide, 

\N 3 - {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -4'- 
methoxy^N 5 ,N 5 -dipropyl[l 5 l'-biphenyl]-3,5-dicarboxamide hydrochloride, 
5 N 3 -{OS,2R)-l-(3>difluorote 

methoxybenzyl)amino]propyl}-N 5 ,N 5 -dipropyl[l ,r-biphenyl]-3,5-dicarboxamide, 

N 3 -{(lS s ^)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 5 ,N 5 - 
dipropylf 1 , 1 '-biphenyl]-3,5-dicarboxamide, 

N 3 - {( 1 S,2R)-\-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl } -4'- 
1 0 [(dimethylamino)sulfonvl]-N 5 ,N 5 -dipropyl- 1 , 1 '-biphenyl-3 ,5-dicarboxamide, 
N 3 - {( 1 S,2R)- 1 -b^izyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl} -4'- 
[(dimethylamino)sulfonyl]^ 5 ,N 5 -dipropyl-l,r-biphenyl-3 5 5-dicarboxamide, 

N- {(1 R,2R)-1 -(3,5-dffluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl }\3 -methy 1-5 -pentanoylbenzamide , 
15 N I -{(lS,2R)-2-hydroxy-M4-hydroxybenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}-N 3 V3-hydroxypropyl)-5-methyl-N 3 - 
propylisophthalamide, \ 

N l - {(1 S,2R)-2-hydroxy- 1 -(4-hWroxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyVN 3 ,N 3 -dipropylisophthalamide, 

20 N * - {( 1 S,2R)- 1 -benzyl-2-hydroxy-V[(3 -methoxybenzyl)amino]propyl} -5- 

methyl-N^ ,n3 -dipropylisophthalamide, \ 

Ni-IClS^-l^^-difluorobenzy^^Vydroxy-S-tCS- 

methoxybenzyl)amino]propyl}-4-methyl- ^^-dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -Benzyl-2-hydroxy-3-[(3-mWoxybenzyl)amino]propyl } - 
25 N 3 ,N 3 ,N 5 ,N 5 -tetrapropylbenzene-l ,3 ,5-tricarboxamftie, 

N^(lS,2R)-l-(3,5-Difluorobenzy^^ 
hydroxypropyl} -N 3 ,N 3 -dipropylbenzene-l ,3,5-tricarboxamide, 

ethyl 3-[({(lS,2R)-l-benzyl-2-hydroxy-3-[(3- \ 
methoxybenzyl)amino]propyl} amino)carbonyl]-5- \ 
30 [(dipropylamino)carbonyl]benzoate, \ 

N 1 - {( 1 S,2R)- 1 -ben2yl-2-hydroxy-3 -[(3-methoxybenzy Wmino]propyl } -N 3 ,N 3 - 
dipropyl-5 - { [(trifluoromethyl)sulfonyl] amino } isophthalamide, \ 
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5-amino-N 1 - {(1 S,2R)-1 -benzyl-2-hydroxy-3-[(3- 



PATENT 



mef{joxybenzyl)amino]propyl } -N 3 ,N 3 -dipropylisophthalamide, 

N i -{(lS,2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-5- 
[(methy}eulfonyl)amino]-N 3 ,N 3 -dipropylisophthalainide, 

N 1 VlS,2R)-l-benzyl-2-hydroxyO-[(3-methoxybenzyl)amino]propyl}-N 3 
dipropyl-5-[(mien-2-ylsulfonyl)amino]isophthalamide, 

N 1 -{(lS)2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-N 3 ,N 3 - 
dipropyl-5-[(thien^2-ylcarbonyl)amino]isophthalamide, 

N 1 - {( 1 S,2R)r 1 -benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5- 
(methacryloylamino)^N 3 5 N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -Benzyl-2-hydroxy-3-[(3 -methoxybenzyl)amino]propyl} -5- 
[(phenylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 

N- {( 1 S ,2R)- 1 -benz5d-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -5- 
(methylthio)pentanamide, 

3-amino-N- {(1 S,2R)-l\benzyl-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-methylbutanamide, 

N-{(lS,2R)-l-benzyl-2-hy^roxy-3-[(3-methoxybenzyl)amino]propyl}-2- 
ethylhexanamide, 

N- {( 1 S,2R)- 1 -benzyl-2-hydr<ky-3-[(3 -iodobenzyl)amino]propyl } -3- 
[(isobutylsulfonyl)amino]propanamide\ 

N 1 - {( 1 S,2R)- 1 -(3,5-difluoroben^/l)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl } -N 3 -(isobutylsuifonyl)-beta-alaninamide , 

5-bromo-N 1 -{(lS,2R)-l-(3 s 5-difluotobenzyl)-2-hydroxy-3-^ 
iodobenzyl)amino]propyl} -N 3 ,N 3 -dipropylisophthalamide, and 

N 1 -{(lS,2R)4^3,5-difluorobenzyl)-2-hvdroxy-3-[(l- 
phenylcyclopropyl)amino]propyl}-5-methyl-N 3 ,N 3 -dipropylisophthalamide, 

N*-((l S,2R)-1 -benzyl-2-hydroxy-3- {[(2-o*o-2,3-dihydro-l ,3-benzoxazol-6- 
yl)methyl]amino}propyl)-5-methyl-N 3 ,N 3 -dipropylis^phthalamide, 

N 1 - {(1 S,2R)- 1 -(3,5-difluorobenzyl)-34(3-ethWnzyl)ami^^ 
hydroxypropyl } -N 3 ,N 3 -dipropyl-5- { [(trifluoromethyl)su{fonyl]amino} isophthalamide, 

3-[({(lS,2R)4.benzyl.2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}amino)carbonyl]-5-[(diprop^amino)carbonyl]benzoic 
acid, 
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N^IClS^R^l^^-difluorobenzyO-S-^-ethylbenzyOamino]^- 
hydro^ypropyl } -N 3 ,N 3 -dipropyl-5-prop- 1 -ynylisophthalamide, 

J-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino]pro 
pyl}-4-lwdroxy-3-(pyrrolidin-l-ylcarbonyl)benzamide ) 
5 N-VlS,2R)-l-(3 9 5-difluorobenzyl)-2-hydroxy-3-[(3-iodobenzyl)amino]pro 
pyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide 5 

methoxybenzyl)amino]propyl} -N 3 ,N 3 -dipropyl-5-( 1 ,3-thiazol-2-yl)isophthalamide, 

N^iClS^RM-CS^-difluorobenzyO^-hydroxy^-^- 
1 0 methoxybenzyl)amindJpropyl } -5-methy l-N 3 -propylisophthalamide, 

N 3 - {( 1 S,2R)-1 -ra,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 5 ,N 5 -dWopylpyridine-3,5*-dicarboxamide, 

N ! -((l S,2R)-1 -(3,5^difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl-l ,2,4-oxadiazol 
-5-yl)methyl]amino}propyl)J5-methyl-N 3 ,N 3 -dipropylisophthalamide 5 
1 5 N 3 - {(1 S,2R)-1 <3,5-difluorobenzyl)-34(3-ethynylbenzyl)amino]-2^ 

hydroxypropy 1} -N 5 ,N 5 -dipropylpyridine-3 ,5-dicarboxamide, 

N 3 - {(1 S ,2R)- 1 .(3,5-difluotobenzyl)-2-hydroxy-3 -[(3- 
isopropylbenzyl)amino]propyl}-N 5 ^ 5 -dipropylpyridine-3 5 5-dicarboxamide, 

N^(lS,2R)-l-(3,5-difluorobd^ 
20 ynyl)benzyl]amino}propyl)-5-methyl-N 3 s N 3 -dipropylisophthalamide, 

l-{3-[({(lS,2R)4-(3,5-difluoro^nzyl)^-[(3^thylbenzyl)amm^ 
hydroxypropy 1} amino)carbonyl]-5-methvlbenzoyl} -L-prolinamide, 

N 1 -{(lS s 2R)-l-(3,5^ifluorobenzylV3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 -isopropyl-5-methylisopMhalamide, 
25 N 1 - {( 1 S,2R)-1 -(3,5-difluorobenzyl)-3V(3-ethylbenzyl)amino]-2- 

hyckoxypropyl}-N 3 -ethyl-N 3 ,5-dimethylisophtftalamide, 

^-{(lS^RH-aS^ifluoroben^ 
hydroxypropyl}-N 3 ,5-dimethyl-N 3 -prop-2-ynylisoWhalamide, 

N 1 -{(lS,2R)4^3,5^ifluorobenzyl)-3-[(3-e%lbenzyl)am 
30 hydroxypropyl}-N 3 -isobutyl-5-methylisophthalamide 

N ! -(sec-butyl)-N 3 - {(1 S,2R)- 1 <3,5^ifluoroben^l)-3-[(3-ethylbenzyl)amino]- 
2-hydroxypropyl}-5-methylisophthaIamide, 

N'-butyl-N^OS^RJ-l-aS-d^^ 

hydroxypropyl } -5-methylisophthalamide, 
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N 1 -{(lS,2R)4-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydr^xypropyl} -N 3 ,N 3 -diethyl-5-methylisophthalamide, 

iN'-{(lS,2R)-l-(3,5^ifluoio^^ 
hydroxypropyl } -N 3 ,5-dimethyl-N 3 -propylisophthalamide, 

N^lS^^-l-CS^-difluorobenzyO-S-tCS-ethylbenzyOamino]^- 
hydroxypropj 

N'-butylW-IOS^RH^S^^ 
hydroxypropyl}-Nl5-dimethylisophthalamide, 

N 1 -{(lS,2R)\-(3,5-difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -N 3 -isobutyl-N 3 ,5-dimethylisophthalamide , 

N 1 - {( 1 S,2R)-1 -(3^-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -N 3 -ethyl-5rmethyl-N 3 -propylisophthalamide, 

N^(lS,2RH-(3>dffluorobenzyl)-3^ 
hydroxypropyl} -N 3 -ethyl-N 3 -i\opropyl-5-methylisophthalamide, 

N\NUiallyl-N 3 -{(lS,2I^ 
hydroxypropyl } -5-methy lisophthaWiide, 

3-(azepan-l -ylcarbonyl)-N- m 
ethylbenzyl)amino] -2-hy droxypropyl }V5 -methy lbenzamide 

N- {( 1 S,2R)- 1 -(3,5-difluorobe^ 
hydroxypropyl} -3- [(4-hydroxypiperidin-\ -yl)carbonyl]-5-methylbenzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-Y[(3-ethylbenzyl)amm^ 
hydroxypropyl} -3- [(3-hydroxypiperidin-l -yi)carbonyl]-5-methylbenzamide, 

N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobe^ 
hydroxypropyl } -N 3 ,N 3 -diisopropyl-5-methylisaphthalamide, 

N'-butyl-NMoS^RH-^S-difl^^^ 
hydroxypropyl } -N 1 -ethyl-5 -methylisophthalamide,\ 

^-(cyclopropylmethyl)-^^ 
ethylbenzyl)amino]-2-hydroxypropyl}-5-methyl-N 1 -pn)pylisophthalamide, 

N^yclohexyl-N 3 -^ S,2R)-H^^ 
2-hydroxypropyl } -N 1 ,5-dimethylisophthalamide, 

N^^lS^RVl-CS^-difluorobenzyl^-hydroxy-S^tl 
methylphenyl)cycloprop yl]amino}propyl)-5-methyl-N 3 ,N 3 -d)propylisophthalamide, 
and 
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i N- {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3 -[(3 -ethylbenzyl)amino]-2- 
hydroxypropyl } -3- { [(trifluoromethyl)sulfonyl]amino } benzamide. 

/ 

182\ A method of treatment according to claim 145 where the substituted 
5 amine (X) is Selected from the group consisting of: 

N-{(lS^2R)-l-benzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl}-3- 
methyl-5-(2-prop\lpentanoyl)benzamide, 

N-{(lS,2R)\l-(3,5-difluo^ 
hy droxypropyl } -3 -(2^ethy lpentanoy l)-5 -methy lbenzamide , 
10 N-{(lS,2R)-l-bWyl-3-[(3-ethy^ 
5-(2-propylpentanoyl)benfcamide s 

N- {(1 S,2R)- 1 -benzyl-3-[(3-ethynylbenzyl)amino]-2-hydroxypropyl} -3- 
methyl-5-(2-propylpentanoyl)benzamide 5 

N-{(lS,2R)-l-(3,5-difl^robenzyl)-3-[(3-ethylbenzyl)amin^ 
1 5 hydroxypropyl } -3-(2-ethylbutanwl)-5-methylbenzamide , 

N 1 -{(lS,2R)-l-benzyl-3-[(\-ethylbenzyl)amino]-2-hydroxypropyl}-^ 
propylpentanoyl)isophthalamide, 

N-{(lS,2R)-l-benzyl-3-[(3-ethyibenzyl)amino]-2-hydroxypropyl}-3^ 
ethylpentanoyl)-5-methylbenzamide, 
20 N 1 -{(lS,2R)-l<3,5Kiifluorobenz^)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -5-(2-propylpentanoyl)isopnthalamide, 

N 1 - {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-(2-propylpentanoyl)isophthalamide, 

N-[(l S,2R)-3-[(3-ethylbenzyl)amino]-2^iydroxy- 1 -(4-hydroxybenzyl)propyl> 
25 3-methyl-5-(2-propylpentanoyl)benzamide, 

N-{(lS,2R)-1^3,5-difluorobeii2yl)-2-hydr6xy-3-[(3- 
methoxybenzyl)amino]propyl } -3 -methyl-5 -(2-propVlpentanoyl)benzamide, 

N-{(lS,2R)-l-(3,5^ifluorobenzyl)-3-^^ 
hydroxypropyl}-3-methyl-5-(2-propylpentanoyl)benzamide, 

30 N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl).2-hydroxy-3r {[3-(3- 

pyridinyl)benzyl]amino}propyl)-5-methyl- N 3 ,N 3 -dipropylisophthalamide, 

N!-((l S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {f3-(4- 

pyridinyl)benzyl]amino}propyl)-5-methyl-N3,N 3 -dipropylispphthalamide, 
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f 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxyh(enzyl)amino]propyl}- N3,N3-dipropyl-5-(l-propynyl)isophthalamide, 

n!\(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethyIbenzyl)amino]-2- 
hydroxypropyl}- N^,N3-dipropyl-5-(l-propynyl)isophthalamide, 

N 1 -{(1^2R)-l-(3,5-difluorobenzyl)0-[(3-ethylbenzyl)amino^ 
hydroxypropyl} - N^,N3-dipropyl-5-(2-propynyl)isophthalamide, 

N 1 -{(lS 5 2R\l-(3 ) 5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amincm)ropyl}- N3,N3-dipropyl-5-(2-propynyl)isophthalamide, 

N 1 -{(lS,2R)-l-(Vclohexylmethyl)-2-hydroxy-3-[( 
methoxybenzyl)amino]propyl}-5-methyl- N^N^-dipropylisophthalamide, 

N 1 -[(lS,2R)-3-(ben^lamino)-2-hydroxy-l-(3-thienylmethyO 
methyl- N^jN^-dipropylisophmalamide, 

N 1 -[( 1 S,2R)-2-hydroxy-V[(3-methoxybenzyl)amino]- 1 -(2- 
thienylmethyl)propyl]-5-methyl- N 3 ^-dipropylisophthalamide, 

N 1 - {(1 S)-l -[(1 R)-2-(benzylWino)-l -hydroxyethyl]-3-butynyl} - N 3 ,n3- 
dipropyl- 1 ,3 , 5 -benzenetricarboxamide 

Ni-tClS^R^-hydroxy-S-tCS-i^ethoxybenzyOaminol-l-CS- 
thienylmethy l)propyl] -5-methyl- N 3 ,N 3 -dipropylisophthalamide , 

N 1 -[(1 S,2R)-3-(benzylamino)-2-hy4roxy- 1 -(2-thienylmethyl)propyl]-5- 
methyl- N^N^-dipropylisophthalamide, 

N^IClS^RJ-l^-furylme^l^-hyckWy-S-tCS- 
methoxybenzyl)amino]propyl}-5-methyl- N^N^dipropylisophthalamide, 

Nl-{(lS,2R)-3-(benzylamino)-l-[4-(ben^ 
N 3 ,N3-dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 - {( 1 S,2R)- 1 -(2-furylmethyl)-2-hydroxy-3-k3- 
methoxybenzyl)amino]propyl} -5-methyl- N^jN^-dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3-(benzylamino)- 1 -(cyclohexylmetljyl)-2-hydroxypropyl]-5- 
methyl- N 3 ,N 3 -dipropylisophthalamide , 

N^fClS^RJ^-hydroxy-l^-hydroxybenzyO-S-tci^ 

methoxybenzyl)amino]propyl} -5-methyl- N^N^-dipropylisqphthalamide, 
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N|-[(l S,2R)-3-(benzylamino)-2-hydroxy- 1 -(1 -naphthylmethyl)propyl]- 

N3,N3-dipropyl-l,3,5-benzenetricarboxamide, 

23,5-\rideoxy-3-({3-[(dipropylamino)carbonyl]-5-methylbenzoyl}amino)-5- 
[(S-methoxybeJ^^aminoJ-l-S-phenyl-l^hio-D-erythro-pentitol, 

5 N 1 -[( 1 S,2R)-3 -(benzylamino)- 1 -(3 -furylmethyl)-2-hydroxypropyl] -5 -methyl- 

N^N^-dipropylisophthalamide, 

N 1 -(( 1 S)- 1 - {O R) - 1 -hydroxy-2-[(3 -methoxybenzy l)amino] ethyl } -3 - 

methylbutyl)-5-methylAN3,N3-dipropylisophthalamide, 

N 1 -[(lS J 2R)-3-(b\nzylamino)-l-(4-fluorobenzyl)-^ 
1 0 dipropyl- 1 ,3,5-benzenetricarboxamide, 

Ni^ClS^^^^-flubrobenzyO^-hydroxy-S-fCS- 
methoxybenzyl)amino]propyl }V5-methy 1- -dipropylisophthalamide, 

N 1 -[( 1 S,2R)-3-(benzylan}ino)- 1 -(2-fiirylmethyl)-2-hydroxypropyl] -5-methyl- 
N^N^-dipropylisophthalamide, 
1 5 N 1 -[(1 S,2R)-2-hydroxy-3-[b-methoxybenzyl)amino]-l -(1 ■ 

naphthylmethyl)propyl]-5-methyl- N?,N3-dipropylisophthalamide, 

N 1 -{(lS)-l-[(lR)-2-(benzylai^no)-l-hydroxyethyl]-3-methy^^^ 
dipropyl- 1 ,3 ,5 -benzenetricarboxamide,\ 

Ni-fClS^RJ-l^^CbenzyloxyJbeWll^-hydroxy-S-KS- 
20 methoxybenzyl)amino]propyl } -5-methyl- -dipropy lisophthalamide, 

N 1 -[( 1 S,2R)~3-(benzylamino)-2-hy<^oxy- 1 -(4-hydroxybenzyl)propyl]-5- 
methyl- N^jN^-dipropylisophthalamide, 

^-((lSH-KlRH-hydroxy^ 

5-methyl- N^N^ipropylisophthalamide, 

25 N 1 -(( 1 S)- 1 - {( 1 R)- 1 -hydroxy-2-[(3 -methoxybenzy l)amino]ethyl } -3 -butynyl)- 

N3,N3-dipropyl-l,3 5 5-benzenetricarboxamide, 

5-(benzylamino)-2,3,5-trideoxy-3-({3-[(dipr6pylamino)carbonyl]-5- 
methylbenzoyl } amino)- 1 -S-phenyl- 1 -thio-D-erythro-nentitol, 

N* - {(1 S,2R)-1 -[4-(benzyloxy)benzyl]-2-hydro^-3-[(3- 

30 methoxybenzyl)amino]propyl}- N^jN^-dipropyl-l ,3,5-benzenetricarboxamide, 
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yN 1 -[( 1 S,2R)-3-(benzylamino)-2-hydroxy- 1 -(4-hydroxybenzyl)propyl]-N 3 ,N 3 - 
dipropyM,3,5-benzenetricarboxamide, 

N \\( 1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -( 1 - 
naphthylmethyl)propyl]- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 
5 N 1 - {( 1 V)- 1 -[( 1 R)-2-(benzylamino)- 1 -hydroxyethyl]-3-methylbutyl } -5- 

methyl- N 3 ,N 3 -dWopylisophthalamide, 

N 1 - {(1 S,2RV-1 -(4-fluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } - N 3 ,N 3 -dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 -[(1 S,2R)-3-(ltenzylamino)-l -(3-furylmethyl)-2-hydroxypropyl]-N 3 ,N 3 - 
1 0 dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 -(( 1 S)- 1 - {( 1 R)- 1 -Wdroxy-2-[(3-methoxybenzyl)amino]ethyl} -3- 
methylbutyl)- N 3 ,N 3 -dipropyl\l ,3,5-benzenetricarboxamide, 

N 1 -[(lS,2R)-3-(benzyla^ino)-l-(4-fluorobenzyl)-2-hydroxypropyl]-5-methyl- 
N 3 3 N 3 -dipropylisophthalamide, 

15 N^(lS,2R)-3-(benzylamin<^-l^^ 
dipropyl- 1 ,3 ,5-benzenetricarboxamide 

N 1 - {(1 S s 2R)-2-hydroxy- 1 -(4-hydroxybenzyl)-3-[(3- 
methoxybenzyOaminojpropyll-^^-dipropyl-l^jS-benzenetricarboxamide, 
N 1 -[( 1 S ,2R)-3-(benzylamino)-2-hyqroxy- 1 -( 1 -naphthylmethyl)propyl]-5- 
20 methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(cyclohexylmethyl)-2-Wdroxy-3-[(3- 
methoxybenzyl)amino]propyl}- N 3 ,N 3 -dipropyl- 1 ,3,5-benzenetricarboxamide, 

N 1 -[(lS,2R)-3-(benzylamino)-2-hydroxy\l-(2-thienylmethyl)propyl]-N 3 ,N 3 - 
dipropyl- 1 ,3 ,5-benzenetricarboxamide, 
25 N 1 - {( 1 S,2R)- 1 -(3-furylmethyl)-2-hydroxy-3\[(3- 

methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl- 1 ,3 ,5^benzenetricarboxamide, 

N 1 - {( 1 S,2R)-3-(benzylamino)- 1 -[4-(benzyloxy)^>enzyl]-2-hydroxypropyl} -5- 
methyl- N 3 ,N 3 -dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(2-furylmethyl)-2-hydroxy-3-[(3- 
30 methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyH,3,5-benz^netricarboxamide, 
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N 1 -[( 1 S,2R)-3-(benzylamino)-2-hydroxy- 1 -(3-thienylmethyl)propyl]-N 3 ,N 3 - 
diprop^l- 1 ,3,5-benzenetricarboxamide, 

' 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -(2- 
thienylme\hyl)propyl]- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 
5 N 1 -V 1 S)- 1 -[( 1 R)-2-(benzylamino)- 1 -hydroxyethyl]-3-butynyl } -5-methyl- 

N 3 ,N 3 -dipropYlisophthalamide, 

N 1 -[(1 S£R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -(3- 
thienylmethyl)propyl]- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 
N^IClS^RVl-CcyclohexylmethyO^-hydroxy-S-tCS- 
10 methoxybenzyl)aminoJpropyl}- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 
N 1 -[(lS,2R)-2-Ldroxy-3-[(3-methoxybenzyl)amino]-l-(3- 
thienylmethyl)propyl]-N^,N3-dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -[(1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l -(2- 
thienylmethyl)propyl]- N 3 ,N§-dipropyl-l ,3,5-benzenetricarboxamide, 
15 N 1 -{(lS,2R)-l-(2-furyttnethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl} - N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N^IClS^R^l^-rurylmefhy^^-hydroxy-S-KS- 
methoxybenzyl)amino]propyl}-N3,N3-dipropyl-l,3,5-benzenetricarboxamide, 
N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4-hydroxybenzyl)-3-[(3 - 
20 methoxybenzyl)amino]propyl}- N 3 ,N 3 -«lipropyl-l ,3,5-benzenetricarboxamide, 
N 1 -(( 1 S)- 1 - {( 1 R)- 1 -hydroxy-2-[(3Vmethoxybenzyl)amino]ethyl} -3- 
methylbutyl)- N 3 ,N3-dipropyl-l,3,5-benzenetricarboxamide, 

methoxyberizyl)amino]propyl}-N3,N3-diprop5tl-l,3,5-benzenetricarboxamide, 
25 N 1 -[(lS,2R)-2-hydroxy-3-[(3-memoxybeWl)amino]-l-(l- 

naphthylmethyl)propyl]- N 3 ,N 3 -dipropyl-l ,3,5-benzenetricarboxamide, 

N 1 - {(1 S,2R)-1 -[4-(benzyloxy)benzyl]-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } -N 3 ,N 3 -dipropyl- 1,3, SVbenzenetricarboxamide , 

Nl-{(lS,2R)-2-hyclroxy-l-[3-(hydroxymemyl)benzyl]-3-[(3- 

30 methoxybenzyl)amino]propyl}-5-methyl-N3,N 3 -dipropylisophthalamide, 
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In 1 - {( 1 S,2R)-3-[(3-ethylbenzyl)amino]-2-hydroxy- 1 -[3- 
(hydroxymethyl)benzyl]propyl } -5 -methyl-N-* ,]N[3 -dipropylisophthalamide, 

NV{(lS,2R)-2-hydroxy-l-[3-(hydroxymethyl)benzyl]-3-[(3- 
iodobenzyl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 
5 N 1 - { ( l\,2R)-2-hydroxy- 1 -[4-(hydroxymethyI)benzyI]-3-[(3- 

iodobenzyl)aminWpropyl}-5-methyl-N3,N3-dipropylisophthalamide, 

N 1 - {( 1 S,2R\3-[(3-ethylbenzyl)amino]-2-hydroxy- 1 -[4- 
(hydroxymethyl)benzyl]propyl}-5-methyl-N3,N3 -dipropylisophthalamide, 
N 1 - {( 1 S,2R)-2-h\droxy- 1 -[4-(hydroxymethyl)benzyl]-3-[(3- 
10 methoxybenzyOaminoJprowll-S-methyl-N^jN^ -dipropylisophthalamide, 
N 1 - {( 1 S,2R)- 1 -(3-fludro-5-hydroxybenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-l5-methyl-N3 s N3 -dipropylisophthalamide, 

N 1 -[(lS,2R)-3-[(3-ethylbe^l)amino]-l-(3-fluoro-5-hydroxybe^^ 
hydroxypropylJ-S-methyl-N^jN^-dipropylisophthalamide, 
15 N 1 -{(lS,2R)-l-(3-fluoro-5-hyVoxybenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-methyl-N3\N3-dipropylisophthalamide, 

N 1 -{(lS,2R)-l-[3-(benzyloxy)-5-^orobenzyl]-2-hydroxy-3-[( 
iodobenzyl)amino]propyl}-5-methyl-N3,N^Vdipropylisophthalamide, 

Nl - {(1 S,2R)- 1 -[3-(benzyloxy)-5-fluoWnzyl]-2-hydroxy-3-[(3- 
20 methoxybenzyl)amino]propyl}-5-methyl-N3,Ni,-dipropylisophthalamide, 
N- {( 1 S,2R)- 1 -[4-(benzyloxy)benzyl]-2-h\droxy-3-[(3- 
methoxybenzyl)amino]propyl } -3-[(dipropylamino)sulfonyl]propanamide, 

N 1 - {( 1 S,2R)- 1 -[4-(benzyloxy)benzyl]-2-hyd\oxy-3-[(3- 

methoxyben2yl)amino]propyl}-N^,N^-dipropylpentanediamide, 
25 3-[(dipropylamino)sulfonyl]-N-[(lS,2R)-2-hydrtoy-3-[(3- 
methoxybenzyl)amino]- 1 -( 1 -naphthylmethyl)propyl]propanamide, 

Ni-tClS^RJ^-hydroxy-S-^-methoxybenzyOamiri^-l-Cl- 

naphthylmethyl)propyl]- N^N^-dipropylpentanediamide, 

3-[(dipropylamino)sulfonyl]-N- {(1 S,2R)- 1 -(4-fluorob^nzyl)-2-hydroxy-3-[(3- 
30 methoxybenzyl)amino]propyl}propanamide, 
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\ N 1 - {( 1 S,2R)- 1 -(4-fluorobenzyl)-2-hydroxy-3-[(3 - 
methpxybenzyl)amino]propyl } - N^N^-dipropylpentanediamide, 

s3-[(dipropylamino)sulfonyl]-N-{(lS,2R)-2-hydroxy-l-(4-hydroxybenzyl)-3- 
[(3-metnoxybenzyl)amino]propyl}propanamide, 

5 Nl\f(lS,2R)-2-hydroxy-l-(4-hydroxybenzyl)-3-[(3- 

methoxybenzW)amino]propyl}- N^jN^-dipropylpentanediamide, 

3-[(diprtoylamino)sulfo^ 
methoxybenzyl)an\ino]propyl}propanamide, 

Nl-{(lS 5 2R)\l-(2-furylmethyl)-2-hydroxy-3-[(3- 
1 0 methoxybenzyl)amino mropyl } - N^N^-dipropylpentanediamide, 

3-[(dipropylamin^sulfonyl]-N- {(1 S,2R)- 1 -(2-furylmethyl)-2-hydroxy-3-[(3- 
methoxybenzylJaminoJproWlJpropanamide, 

N 1 - {(1 S,2R)- 1 -(3-fuMniethyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}\N^ J N^-dipropylpentanediamide, 
1 5 3-[(dipropylamino)sulfoiWl]-N-[(l S,2R)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]- 1 -(2-thienVlmethyl)propyl]propanamide, 

N 1 4(lS,2R)-2-hydroxy-3-[(Wethoxybenzyl)amino]-l-(3- 

thienylmethyl)propyl]- N^N^-dipropwpentanediamide, 

3-[(dipropylamino)sulfonyl]-N-KlS,2R)-2-hydroxy-3-[(3- 
20 methoxybenzyl)amino] - 1 -(3 -thienylmethw)propyl]propanamide, 

Ni-tClS^R^-hydroxy-S-tCS-methtoybenzyOaminoJ-l^- 

thienylmethyl)propyl]- ,N^-dipropylpentanediamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hWoxy-3-[(3- 
methoxybenzyl)amino]propyl } -3 - { [(2R)- 1 -ethylj^yrrolidinyl] carbonyl } -5 - 
25 methylbenzamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy 3 -[(3- 
methoxybenzyl)amino]propyl} -3- {[(2S)-1 -ethylpyrroI\dinyl]carbonyl} -5- 
methylbenzamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-K 
30 methoxybenzyl)amino]propyl}-3-[(l^^ 
methylbenzamide, 

N.{(lS 9 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
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methoxybenzyl)amino]propyl}-3-[(l-ethyl-4-m 
m^thylbenzamide, 

Nl-((lS,2S)-l-(3,5-difluorobenzyl)-2-hydroxy-2-{l-[(3- 
metho\ybenzyl)amino]cyclopropyl}ethyl)-5-methyl- N^N^-dipropylisophthalamide, 
-(( 1 S,2S)- 1 -(3 ,5-difluorobenzyl)-2- { 1 -[(3-ethylbenzyl)amino]cyclopropyl } - 
2-hydroxye\hyl)-5-methyl- N^N^-dipropylisophthalamide, 
^ ( 1 R,2RJR)-N 1 - {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)^ino]propyl } -N^ 

(1 R^R^RJVN 1 - {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
10 methoxybenzyl)aminb]propyl}-3-phenyl- N2,N2-dipropyl-l,2- 
cyclopropanedicarboxainide, 

( 1 R^R^R)^ 1 - {01 S,2R)- 1 -(3 ^-difluorobenzyl^-hydroxy-S-KS- 
methoxybenzyOaminofrropYll-S-methyl- N^N^-dipropyl-l^- 
cyclopropanedicarboxamide, 

15 (lR,2R,3S)-NM(lS,2RVl-(3>difluoro^^ 

methoxybenzyl)amino]propyl}-3-njethyl- N^N^-dipropyl-l^- 
cyclopropanedicarboxamide, 

(lR,2R,3S)-N 1 -{(lS,2R)-l-(3A-difluorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-3-phenyl\N^,N2-dipropyl-l 5 2- 
20 cyclopropanedicarboxamide, 

(lR,2R,3S)-N 1 -{(lS J 2R)-l-(3,5-difli)orobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}- N^jN^-dipropyl-l^jS-cyclopropanetricarboxamide, 

(lR,2R3S)-3-(2-amino-2-oxoe%l)-^ 
hydroxy-3-[(3-methoxybenzyl)amino]propyl}- N2^2.dip r0 pyi_i 2- 
25 cyclopropanedicarboxamide, 

( 1 R,2R,3R)-3-(2-amino-2-oxoethyl)-N 1 - {( 1 S,^R)- 1 -(3 ,5-difluorobenzyl)-2- 

hydroxy-3-[(3-methoxybenzyl)amino]propyl} - N^N^-d^propyl- 1 ,2- 
cyclopropanedicarboxamide, 

(lR,2R3S)-N-{(lS 5 2R)-l-(3,5-difluorobenzyl)-2-h^roxy-3-[(3- 
30 methoxybenzyl)amino]propyl } -2-[2-(dipropylamino)-2-oxoe\Jiyl]-3- 
methylcyclopropanecarboxamide, 
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t ( 1 R,2R,3R)-N- {( l S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3 -[(3- 
metho?QYbenzyl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 
methylcvclopropanecarboxamide, 

(lV2R3R)-N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3 
5 methoxyberayl)amino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 
phenylcyclopropanecarboxamide, 

(1 S,2R,^S)-N- {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)araino]propyl}-2-[2-(dipropylamino)-2-oxoethyl]-3- 
phenylcyclopropanecarboxamide, 
10 (lS,2R,3R)-NY{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)aminomropyl}-3-[2-(dipropylamino)-2-oxoethyl]-l,2- 
cyclopropanedicarboxamide, 

(lS,2R3S)-Nl-{(lV2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl } -3 - [2-(dipropylamino)-2-oxoethy 1] -1,2- 
1 5 cyclopropanedicarboxamide , * 

N 1 -{(lS,2R)-l-(3,5-difkiorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}- N^^-dipropyl-S- 
{[(trifluoromethyl)sulfonyl]amino\isophthalamide, 

Nl-{(lS,2R)-l-(3,5-difluoro\enzyl)-3-[(3-ethylbenzyl^ 

20 hydroxypropyl } - N 3 ,N 3 -dipropyl-5 - 

{[(trifluoromethyl)sulfonyl]amino}isophthalamide, 

N 1 - {( 1 S,2R)- 1 -benzyl-3 -[(3 -ethylbenzyl)amino]-2-hydroxypropyl } - N 3 ,N 3 - 
dipropyl-5 - { [(trifluoromethyl)sulfonyl]ammo} isophthalamide, 

Ni-UlS^RH-^S-difluorote 
2 5 hydroxypropyl } -5 - {methyl [(trifluoromethyl)suifonyl] amino } - N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -{(lS,2R)-lK 3 ,5-difluorobenzyl)-2-hydrW-3-[(3- 

methoxybenzyl)amino]propyl}-5-{methyl[(trifluoroi\ethyl)sulfonyl]amino}-N 3 ,N 3 
dipropylisophthalamide, 
30 N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3\[(3- 

methoxybenzyl)amino]propyl}-N 3 ,N 3 -dipropyl-5- 
{propyl[(trifluoromethyl)sulfonyl]amino}isophthalamide, 
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[^{(lS^^-l^S^-difluorobenzylH-hydroxyO-KS- 
methoxyWnzyl)amino]propyl}-5-[(methylsulfonyl)amino]-N3,N3- 
dipropylisophthalamide, 

N 1 - (1(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

5 methoxybenz)mamino]propyl}-5-[(phenylsulfonyl)amino]-N3,N^- 
dipropylisophthalamide, 

N-{(lS,2RM-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
isopropylbenzyl)ami^]propyl}-3-[(dipropylamino)sulfonyl]propanamide, 
N-{(lS ; 2R)-l-^,5-difluorobenzyl)-3-[(3-ethynylbenzyl)amino]-2- 
10 hydroxypropyl}-3-[(diprV»ylamino)sulfonyl]propanamide, 
N-((lS,2R)-l-(3,5-Wuorobenzy^^ 
hydroxypropyl)-3-[(dipropymmino)sulfonyl]propanamide, 

N-(( 1 S,2R)- 1 -(3,5-diflOorobenzyl)-3- { [(2-ethyl- 1 ,3-thiazol-5- 
yl)methyl]amino}-2-hydroxyproWl)-3-[(dipropylamino)sulfonyl]propanamid 
15 N-((lS 5 2R)4-(3 s 5-difluor^enzyl)-2-hydroxy-3-{[(2-isobutyl-l,3-^^ 
yl)methyl]amino}propyl)-3-[(dipropylamino)sulfonyl]propanamide, 

N-((lS,2R)4K3,5-difluorobe^ 
isoxazolyl)methyl]amino}propyl)-3-[(d\propylamino)sulfonyl]propanamide, 
N4(lS,2R)^-[(3-cyclopropylbe^ 
20 hydroxypropyl]-3-[(dipropylamino)sulfon5tl]propanamide, 

N^(l S,2R)-3-[(3-cyclopropylbenzw)^ 
hydroxypropyl]-5-methyl-N3,N3-dipropylisonhthalamide, 

N 1 -(( 1 S ,2R)- 1 .(3 9 5-difluorobenzyl)-2-hVdroxy-3- {[3-( 1 ,3-thiazol-2- 
yl)benzyl]amino}propyl)-5-methyl-N3,N3-dipro^ylisophthalamide, 
25 N 1 -(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 - { [3 -( 1 ,3-oxazol-2- 

yl)benzyl]amino}propyl)-5-me1hyl-N3,N3-dipropylisophthalamide, 

N^(lS,2R)-3-[(3-acetylbenzyl^ 
hydroxypropyl]-5-methyl- N^J^-dipropylisophthalannde, 

Ni-tClS^RJO-KS-acetylbenzyOaminol-l^.S^fluorobe^ 
30 hydroxypropyl]- N^N^-dipropyl-l ,3,5-benzenetricarboxamide, 
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N^lS;2R)^-[(3-acetylbe^ 
hydrox^propyl]-5-(aminosulfonyl)- N^N^-dipropylisophthalamide, 

-[(1 S,2R)-3-[(3-acetylbenzyl)amino]-l -(3,5-difluorobenzyl)-2- 
hydroxyprotoyl]-5-(methylsulfonyl)- N^N^-dipropylisophthalamide, 
5 N 1 4(l^,2R)-3-{[3-(diethylamino)benzyl]amino}-l-(3 ) 5-difluorobenzy^ 
hydroxypropyl]^6-methyl-N3,N3-dipropylisophthalamide, 

N 1 -(( 1 S,2RV 1 -(3,5-difluorobenzyl)-2-hydroxy-3- { [3-(4- 
morpholinyl)benzyl]\mino}propyl)-5-methyl-N3,N3-dipropylisophthalamide, 
N 1 -((1 S,2R)- l\3,5-difluorobenzyl)-2-hydroxy-3- { [3-( 1 - 
10 piperazinyl)benzyl]amina}propyl)-5-m^ 

N 1 -[(1 S,2R)-3- {[3Vaminosulfonyl)benzyl]amino} - 1 -(3,5-difluorobenzyl)-2- 
hydroxypropyl]-5-methyl-N^.N3-dipropylisophthalamide, 
N^lS,2R)-l-(3>difluoro^^ 

[(dimethylamino)sulfonyl]benz^} a 
1 5 dipropylisophthalamide, 

N 1 K(lS,2R)4^3,5-difluorobenzyl)-2-hydroxy-3-{[3-(l- 
piperidinylsulfonyl)benzyl]amm^ 

N 1 -((1 S,2R)-1 -(3,5-difluorobeirzyl)-2-hydroxy-3- {[3- 
(methylsulfonyl)benzyl]amino}pro^ 
20 N 1 -((lS,2R)-l-(3,5-difluorobenzylV2-hydroxy-3-{[3- 
(isopropylsulfonyl)benzyl]amino}pro^ 

N^lS,2R)-3-{[3-(aminocarbonyl^^ 
hydroxypropyl]-5-methyl-N3,N3^ipropylisopnthalamide, 
N 1 -[( 1 S,2R)- 1 -(3,5-difluorobenzyl)-3-( {) 
25 [(dimethylamino)carbonyl]benzyl}amino)-2-hydr^ypropyl]-5-methyl-N3,N3- 
dipropylisophthalamide, 

N 1 -[(lS > 2R)-34(3^yanobenzyl)amino]-l-(3,^ifluorobenzy^ 

hydroxypropyl]-5-methyl-N3,N3^ipropylisophthalamule, 
3-({[(2R,3SM^3>difluoropheny^ 
30 methylbenzoyl}amino)-2-hydroxybutyl]amm^ 
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3-({[(2R3S)^-(3 5 5-difluorophenyl)^-({3-[(dipropylamino)carbonyl]-5- 
methy^benzoyl}amino)-2-hydroxybutyl]amino}methyl)phenyl dimethylcarbamate, 

1 1 -(( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-( 1 - 

propynyl)benzyl]amino}propyl)-5-methy 

5 NiVlS^RJ-l-aS-difluorobe^^^^ 

butynyl)benzyl]amino} propyl)-5-methyl-N3 -dipropylisophthalamide, 

|^ N 1 -(( 1 S^R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3 - { [3-(2- 

propynyl)benzyl ramino} propyl)-5-methyl-N^ -dipropylisophthalamide, ( 

N 1 -(( 1 S,2R)- 1 -(3 ,5 -difluorobenzyl)-2-hydroxy-3 - { [3 -(5-isobutyl-l,3,4- 

10 oxadiazol-2-yl)methvl]amino}propyl)-5-meft^ 

N 1 -(( 1 S,2R)- 1 V3 3 5-difluorobenzyl)-3- { [3-(5-ethyl- 1 ,3,4-oxadiazol-2- 

yl)me thy 1] amino } -2-hyatoxypropyl)-5 -methyl-N^ ,N3-dipropylisophthalamide, 

N^lS^)-l-(3,Wifluoro^^ 

methyl]amino } -2-hydroxypropy 

1 5 n!-((1 S,2R)-1 -(3 s 5-difluorobenzyl)-2-hydroxy-3- {[3-(5-isobutyl-l ,3,4- 

thiadiazol-2-yl) methyl]amino}j>ropyl)-5-methy 

N*-((l S,2R)-1 -(3,5-difl Aobenzyl)-3- {[3 -(3 -ethyl- 1 ,2,4-thiadiazol-5-yl) 

methyl]amino}-2-hydroxypropyl)-5-methyl-N3,N^-dipropylisophthalamide, 

N!-((l S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[3-(3-isobutyl-l ,2,4- 

20 thiadiazol-5-yl) methyl]amino}propyl)t5-methyl-N3,N3 -dipropylisophthalamide, 

N 1 -((lS,2R)-l-(3 9 5-difluorobenLl)-2-hydroxy-3-{[3-(3-isobu^ 

oxadiazol-5-y 1) methyl]amino } propyl)-5-methyl-N3 ,n3 -dipropylisophthalamide, 

n!-((1 S,2R)-l-(3,5-difluorobenzyl)V{[3-(3-ethyl-l ,2,4-oxadiazol-5-yl) 

methyl]amino}-2-hydroxypropyl)-5-methyl-lY > N3^ipropylisophthalamide, 

25 N 1 -((lS,2R)-l-(3,5-difluorobenzyl)-3-{V2-e%l-l,3^ 

yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N^,N3-dipropylisophthalamide, 

n!-((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydrW-3- {[(2-isobutyl-l,3-oxazol-5- 

yl)methyl]amino}propyl)-5-methyl-N3,N3 -dipropylisophthalamide, 

N^lS,2R)-l-(3,5-difluorobenzy^^^ 

30 oxadiazol-2-yl)methyl]amino}propyl)-5-methyl-N3,N3-djpropylisophthalamide, 
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N^CClS^^-l-CS.S-difluorobenzyO^-hydroxy-S-ltCS-isobutyl-l.S^- 
thiadipzol-2-yl)methyl]amino}propyl)-5-methyl-N3,N3-dipropylisophthalamide, 

\N J -((1 S,2R)-l-(3,5-difluorobenzyl)-3- {[(5-ethyl-l ,3,4-thiadiazol-2- 
yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N3,N3-dipropylisophthalamide, 

N^lS^^-l^.S-difluorobenzyO-S^tCS-ethyl-l.S^-oxadiazol^- 
yl)methyl]amino}-2-hydroxypropyl)-5-methyl-N3,N3-dipropylisophthalamide, 
^ U ' NiKClSa^-l-CS.S-difluorobenzyO-S^fCS-ethyl-l^^-oxadiazol-S- 
f\ ^ yl)methyl]amino\2-hydroxypropyl)-5-methyl-N3 .N^-dipropylisophthalamide, 

Ni-^lS^RM-CS.S-difluorobenzyO-S-fKS-ethyl-l^^-thiadiazol-S- 
10 yl)methyl]amino}-2-hVdroxypropyl)-5-methyl-N3,N3-dipropylisophthalamide, 
q N 1 -((1 S,2R)- 1 -(l5-difluorobenzyl)-2-hydroxy-3- { [(3-isobutyl-l ,2,4- 

^ thiadiazol-5-yl)methyl]amino}propyl)-5-methyl-N3,N3-dipropylisophthalamide, 

N 1 -((1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(3-isobutyl-l ,2,4- 
oxadiazol-5-y l)methyl] amino } Vopyl)-5 -methyl-N^ -dipropy lisophthalamide, 
15 N 1 -(( 1 S,2R)- 1 K3,5-diflubrobenzyl)-3- {[(2-ethyl-2H-tetraazol-5- 

yl)methyl]amino}-2-hydroxypropw)-5-m^ 

N^lS,2R)-l-(3,5-difluoro^ 
5-yl)methyl]amino}propyl)-5-methyl-N3 s N3-dipropylisophthalamide, 
N 1 -((1 S,2R)-1 -(3 ,5-difluorobeAl)-3- {[(2-ethyl-4- 
20 pyrimidinyl)methyl]amino}-2-hydroxypro^yl)-5-methyl-N3,N3- 
dipropylisophthalamide, 

N 1 -((1 S,2R)- 1 -(3 s 5-difluorobenzyl)-2-Vdroxy-3- { [(2-isopropyl-4- 
pyrimidinyl)methyl]amino}propyl)-5-me^ 

Nl-((lS,2R)-l-(3,5-difluorobenzyl)-3-{[(^thynyM^ 

25 pyrimidinyl)methyl]amino}-2-hydrox^ 
dipropylisophthalamide, 

N 1 K(lS,2R)-l-(3,5^ifluorobenzyl)-2-hydroxy\3-{[(6-isopropyM 
pyrimidinyl)methyl]amino}propyl)-5-me^ 
N^(lS,2R)-l-(3,5-difluorobei^^ 

30 pyrimidinyl]methyl}amino)-2-hydroxypropyl]-5-methyl-N\N3. 
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dipropylisophthalamide, 

N 1 -[(lS,2R)-l-(3 ) 5-difluorobenzyl)^-({[2-(dimethylamino) 

pyrimrainyl]methyl}amino)-2-hydrox 
dipropylisophthalamide, 

NiVlS^^-l-CS^-difluorobenzyO-S-Cl^^dimethylamino)^- 
pyrimidinyl]methyl } amino)-2-hydroxypropyl]-5-methyl-N3,N3- 
dipropylisophtmdamide, 

N 1 -((lS,2R^-l-(3 ? 5-difluorobenzyl)-2-hydroxy-3-{[(4-isopropyl-2- 
^T|\ pyrimidinyl)methyl]Wino}^^ 

10 N 1 -(( 1 S,2R)- lh ,5 -difluorobenzyl)-3- { [(4-ethyl-2- 

pyrimidiny l)me thy 1] aminp } -2 -hydroxypropy l)-5 -methy 1-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -(( 1 S,2R)-1 -(3 ,5-&fluorobenzyl)-3- {[(5-ethy 1-3- 
pyridazinyl)methyl]amino}-2-l^droxypropyl)-5-methyl-N3,N3- 
1 5 dipropylisophthalamide, 

N 3 ^(lS,2R)-l-(3,5-difluo}obenzyl)-3^ 
hydroxypropyl)-N^,N^-dipropyl-3,>pyridinedicarboxamide, 

N 1 -((lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-{[(5-isopropyl-3- 
pyridazinyl)methyl]amino}propyl)-5-n^ 
20 N 3 K(lS,2R)-l-(3,5-difluorobenAl)-2-hydroxy-3-{[3-(l- 

propynyl)benzyl]amino}propyl)-N^,N5-diWopyl-3,5-pyridinedicarboxam 

N^lS,2RM-(3,5-difluorob^ 
pyridazinyl)methyl] amino } propyl) -5 -methyl-M 3 ? N 3 -dipropylisophthalamide, 
N 3 - {(1 S,2R)- 1 -(S^-difluorobenzylJ-S-ra-ethynylbenzyOamino]^- 
25 hydroxypropyl}- N^NS-dipropyl^S-pyridinedirarboxamide, 
N 1 -(( 1 S,2R)-1 -(3,5-difluorobenzyl)-3- { [(6Whyl-4- 
pyridazinyl)methyl]amino}-2-hydroxypropyl)-5-me^iyl-N 3 ,N 3 - 
dipropylisophthalamide, 

N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy- > 3-[(3- 
30 isopropylbenzyl)amino]propyl}-N5,N5-dipropyl-3,5-pyridinedicarboxamide, 
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N 1 -((1 S,2R)- 1 -(3,5-difluorobenzyl)-3- {[(6-ethyI-2-pyrazinyl)methyl]amino}- 
2-hyqfOxypropyl)-5-methyl-N3,N3-dipropylisophthalamide, 

J 3 -{(lS,2R)-l-(3,5-difluorobei^ 
hydroxyptopyl}-N5,N5-dipropyl-3,5-pyridinedicarboxamide, 
5 N 1 -V 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-3- {[(6-isopropyl-2- 

pyrazinyl)memyl]amino}propyl)-5-methyl-N 3 ,N3-dipropylisophthalamide, 

N 1 -[(lSSR)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(3 J 4 ) 5- 
trifluorobenzy l)prbpyl] -5 -methyl-N 3 ,N 3 -dipropy lisophthalamide, 
Nl-((lS 5 2R)\2-hydroxy-l-(3,4,5-trifluorobenzyl)-3-{[3- 
10 (trifluoromethyl)benzVl]amino}pro^ 

N 1 -(( 1 S,2R)-2-ttvdroxy- 1 -(2,3 ,5,64etrafluorobenzyl)-3- { [3- 
(trifluoromethyl)benzyl]amino}p^ 

N 1 -[(lS,2R)-2-hydWy-3-[(3-methoxybenzyl)amino]-l-(2 5 3,5,6- 
tetrafluorobenzyl)propyl] -5 -methyl-N 3 ,N 3 -dipropylisophthalamide, 
15 N 1 -(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- {[( 1 R,2S)-2-hydroxy-6- 

methoxy-2,3-dihydro-l H-inden^ -yl]amino}propyl)-5-methyl-N3,N 3 - 
dipropylisophthalamide, 

N^lS,2R)-l-(3,5-difluor^ 

methoxy-2,3-dihydro-lH-inden-l-yl]^mino}propyl)-N3,N3^ipropyl-l,3,5- 
20 benzenetricarboxamide, 

N^lS,2R)-l-(3,5-difluorobe^ 
dihydro-lH-inden-l-yl]amino}-2-hydrox^propyl)-5-methyl-N3 9 N3- 
dipropylisophthalamide, 

N^lS,2R)-l-(3,5-difluorobei^^ 
25 dihydro- 1 H-inden- 1 -yljamino } -2-hydroxypropyl)-N3 ,N 3 -dipropyl- 1,3,5- 
benzenetricarboxamide, 

N 1 - {(1 S,2R)-2-hydroxy-l -(1 H-indol-5-ylWthyl)-3-[(3- 
methoxybenzyl)amino]propyl } -S-methyl-N 3 ,N 3 -diWopylisophthalamide, 
Ni-IClS^RJ-S-ICS-ethylbenzyOaminoJ^-hydWy-l-ClH-ind^ 

30 ylmethyl)propyl]-5-methyl-N3,N3-dipropylisophthalan^ide, 

657 



13615.25US 



PATENT 



1 -[( 1 S,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]- 1 -(3- 
methylbenzy^propylJ-S-methyl-N^^^-dipropylisophthalamide, 

Nl\[(lS,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-(3- 
methylbenzyl)propyl]- N^,N^-dipropyl-l ,3,5-benzenetricarboxamide, 
5 N 1 -{(k,2R)-2-hydroxy-3-[(3-methoxybenzyl)amino]-l-[3- 
(trifluoromethyl/benzyl]propyl}-5-meth^ 

Ni-IClS^^^-hydroxy^-^-methoxybenzyOaminoJ-l-P- 
(trifluoromethyl)benWl]propyl}-N^ 

N 1 -[( 1 S,2R)-2 -hydroxy-3-[(3-methoxybenzyl)amino]- 1 -(2- 
10 pyridinylmethyl)propyl]^-methyl-N3,N^-dipropylisophthalamide, 
N 1 -[( 1 S,2R)-2-hy<froxy-3-[(3-methoxybenzyl)amino]-l -(2- 
pyridinylmethyl)propyl]- N AN^-dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N 1 - {( 1 S,2R)- 1 -[3-flu^o-5-(trifluoromethyl)benzyl]-2-hydroxy-3-[(3- 
methoxybenzy l)amino]propy 1 } -5 -methy l-N^ -dipropylisophthalamide, 
15 N 1 - {(1 S,2R)- 1 -[3-fluoro-V(trifluoromethyl)benzyl]-2-hydroxy^ 

methoxybenzy l)amino]propy 1 } -N^ ,N 3 -dipropyl- 1 , 3 , 5 -benzene tricarboxamide, 

N 1 - {( 1 S,2R)-2-hydroxy-3-[(3vmethoxybenzyl)amino]-l -[3- 
(trifluoromethoxy)benzyl]propyl} 

N 1 - {(1 S,2R)-2-hydroxy-3-[(3-mfethoxybenzyl)amino]-l -[3- 
20 (trifluoromethoxy)benzyl]propyl}-N3,N^^ipropyl-13,5-benzenetricarboxara 
N 1 - {(1 S,2R)-2-hydroxy- 1 <3-hydro\ybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N^)N3 -dipropylisophthalamide, 

Ni-iClS^RJ^-hydroxy-l-CS-hydroxyttenzyO^-ttS- 
methoxybenzyl)amino]propyl}- N^N^-dipropylrl ,3,5-benzenetricarboxamide, 
25 Ni^ClS^RJ^-hydroxy-S-KS-methoxybeWOaminol-l^^ 
methylbenzyl)propyl]-5-methyl-N3,N3-dipropylisqphthalamide, 

N^tClS^R^-hydroxy-S-KS-methoxybenzijamino]-!^- 
methylbenzyl)propyl]- N^^N^-dipropyl-l ,3,5-benzenatricarboxamide, 
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N 1 - {( 1 S,2R)-1 -(4-fluoro-3-methylbenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

NM(1 S,2R)-1 -(4-fluoro-3-methylbenzyl)-2-hydroxy-3-[(3- 
methoxybenWl)amino]propyl}-N3,N3-dipropyl-l,3,5-benzenetricarboxamide, 
5 N 1 - {( 1Su2R)- 1 -(4-chlorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)aVino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

N 1 - {( 1 S,2RVl -(4-chlorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}- N^,N3-dipropyl-l,3,5-benzenetricarboxamide, 
N 1 - {( 1 S,2R)-2-lWdroxy- 1 -(3-methoxybenzyl)-3-[(3- 
1 0 methoxybenzyl)amino]propyl } -5-methyl-N3 .N^ -dipropylisophthalamide, 
n!-{(1 S,2R)-2-hydroxy-l -(3-methoxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl}V .N^-dipropyl- 1 ,3 ,5 -benzenetricarboxamide, 

N 1 -{(lS,2R)-2-hydroxy-V(4-methoxybenzyl)-3-[(3- 
methoxybenzyl)amino]propyl } -5-methyl-N3 .N^ -dipropylisophthalamide, 
15 N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4Anethoxybenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}-N3,N3\dipropyl-l,3,5-benzenetricarboxamide, 

N 1 -{(lS,2R)-l-(3-chloro-5-fluordbenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N?,N3-dipropylisophthalamide, 
Nl-{(lS,2R)-l-(3-chloro-5-fluoroberizyl)-2-hydroxy-3-[(3- 
20 methoxybenzyl)amino]propyl} -N^ .N^-dipropyJ- 1 ,3.5-benzenetricarboxamide, 
N 1 -{(lS,2R)-l-(4-chloro-3-fluorober^R-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-5-methyl-N^,N3 -dipropylisophthalamide, 

N 1 - {( 1 S,2R)- 1 -(4-chloro-3-fluorobenzyl)-2*ydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -N-^N^-dipropyl- 1 ,3,5Vbenzenetricarboxamide, 
25 N 1 -{(lS,2R)-l-(3,5-dichlorobenzyl)-2-hydroxy\3-[(3- 

methoxybenzyl)amino]propyl}-5-methyl-N3,N3-dipropy«sophthalamide, 

N 1 -{(lS,2R)-l-(3,5-dichlorobenzyl)-2-hydroxy-3- 
methoxybenzyl)amino]pit)pyl}-N3,N3-dipropyl-l,3,5-ben2Bnetricarboxamide, 
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1 1 - {( 1 S,2R)- 1 -[4-(dimethylamino)benzyl]-2-hydroxy-3-[(3- 
methoxybenzy^aminoJpropylJ-S-methyl-N^jN^-dipropylisophthalamide, 

N 1 \f ( 1 S,2R)- 1 -[4-(dimethylamino)benzyl]-2-hydroxy-3-[(3 - 
methoxyben^OaminolpropylJ-N^^^-dipropyl-l^^-benzenetricarboxamide, 
5 N 1 - {( 1 S&R)- 1 -(3-chlorobenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)anrmo]propyl } -5 -methy l-N^ -dipropylisophthalamide, 

N 1 - {(1 S,2R) V(3-chlorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]Vopy 1 } -5 -methy 1-tsP JS[3 -dipropylisophthalamide , 
N 1 - {( 1 S,2R)- 1 -(5\fluorobenzyl)-2-hydroxy-3-[(3- 
10 methoxybenzyOaminolprowll-S-methyl-N^jN^-dipropylisophthalamide, 
N 1 - {(1 S,2R)-1 -(3-flu\robenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}A^ 5 N3-dipropyl^^ 

N 1 - {( 1 S,2R)-2-hydroxy- Wisopropylbenzyl)-3-[(3- 
methoxybenzy l)amino]propyl } -5 -methyl-N^ -dipropylisophthalamide , 
15 N 1 - {( 1 S,2R)-2-hydroxy- 1 -(4^opropylbenzyl)-3-[(3- 

methoxybenzyl)amino]propyl}- N^^NAdipropyl-l^^-benzenetricarboxamide, 
N 1 - {(1 S 5 2R)-2-hydroxy-3-[(3-mddioxybenzyl)amino]-l -[(6-methoxy-2- 
pyridinyl)methyl]propyl}-5-methyl-N3,N3\dipropylisophthalamide, 

N 1 - {(1 S,2R)-2-hydroxy-3-[(3-methoVybenzyl)amino]- 1 -[(6-methoxy-2- 
20 pyridinyl)methyl]propyl } -N^ ^N^-dipropyl- 1 ,3^-benzenetricarboxamide, 

N 1 - {(1 S,2R)-2-hydroxy-3-[(3-methoxybbnzyl)amino]-l -[(5-methyl-2- 
pyridinyl)methyl]propyl}-5-methyl-N3,N3-diproiwlisophthalamide, 

N 1 - {( 1 S,2R)-2-hydroxy-3-[(3-methoxyben^Vl)amino]-l -[(5-methyl-2- 
pyridinylJmethylJpropylJ-N^jN^-dipropyl-l^sS-benzfenetricarboxamide, 
25 N* - {( 1 S,2R)-1 -(3-fluoro^-methylbenzyl)-2-hyVoxy-3-[(3- 

methoxybenzy^aminoJpropylJ-S-methyl-N^jN^-dipropylisophthalamide, 

N 1 - {( 1 S,2R)-1 -(3-fluoro-4-methylbenzyl)-2-hydroV3-[(3- 
methoxybenzyl)amino]propyl}-N3,N3-dipropyl-13 9 5-benzenetricarboxamide, 
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1 - {( 1 S,2R)- 1 -(3-fluoro-4-methoxybenzyl)-2-hydroxy-3-[(3- 
methoxyl^nzyl)amino]propyl}-5-methyl-N3,N3-dipropylisophthalamide, 

N 1 \(1 S,2R)- 1 -(3-fluoro-4-methoxybenzyl)-2-hydroxy-3-[(3- 
methoxybenzVl)amino]propyl } 

N 1 - [( 1 S)2R)-2-hydroxy- 3 - [(3 -methoxybenzy l)amino] - 1 -(2-me thoxy-5 - 
methylbenzyl)prowl]-5-methyl-N^,N3-dipropylisophthalamide s 

N 1 -[(1 S,2R)\2-hydroxy-3-[(3-methoxybenzyl)amino]-l -(2-methoxy-5- 
methy lbenzyl)propyl] -Vf3 -dipropy 1- 1 ,3 , 5 -benzenetricarboxamide, 
^ N 1 -[(lS,2R)-2-h\droxy-3-[(3-methoxybenzyl)amino]-l^ 
10 ylmethy^propylJ-S-methylrN^jN^-dipropylisophthalamide, 

n!-[(1 S 9 2R)-2-hydrdxy-3-[(3-methoxybenzyl)amino]-l -(1 ,3-thiazol-2- 
ylmethyl)propyl]-N3,N3-diprOTyl-l,3,5-benzenetricarboxamide, 
N 1 -{(lS,2R)-14(5<hloA-24hienyl)methyl]-2-hydroxy^ 
methoxybenzyl)amino]propyl}-5-W 
15 NM(lS,2R)-l-[(5-chloro-2W 

methoxybenzyl)amino]propyl} -N^ ,N ^-dipropyl- 1 ,3 ,5-benzenetricarboxamide, 

N-{(lS;2R)4-(3>difluorobe^ 
hy droxypropyl } -4-hydroxy-3 -( 1 -pyrroliainylcarbonyl)benzamide , 

N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)\3-[(3-ethylbenzyl)amino]-2- 
20 hydroxypropyl}-5-methyl-2-[(methylsulfonyl)amino]-13-thiazok 
N-{(lS,2R)-H3,5-difluorobe^ 
hydroxypropyl}-2-[(methylsulfonyl)amino]-l,^oxazole-4-carboxamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3Aethylbenzyl)am 
hydroxypropyl}-2-[(propylsulfonyl)am 
25 N-{(lS,2R)-l-(3,5-difluo^ 

methoxybenzyl)amino]propyl}^-hydroxy-3-(l-pyrrolidinylcarbonyl)ben^ 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy^3 -[(3- 
methoxybenzyl)amino]propyl}-2-[(propylsulfonyl)aminp]-l,3-th^ 
carboxamide, 

30 N-{(lS,2R)-l-benzyl-3-[(3-ethylbenzyl)amino]-2-f^droxypropyl^ 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 
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lN-(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3- { [ 1 -(3-ethylphenyl)cyclopropyl]amino } - 
2-hydroW3ropyl)-2-[(methylsulfonyl)amino]-l^-oxazole-4-carboxamide, 

N-(< 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3- { [ 1 -(3-ethylphenyl)- 1 - 
methylethyl]^nino}-2-hydroxypropyl)-4-hydroxy-3-(l- 
5 pyrrolidinylcarftonyl)benzamide, 

N-(( 1 S,2R*- 1 -(3 ,5-difluorobenzyl)-3- { [ 1 -(3-ethylphenyl)- 1 - 
me thylethyl] amino }^2 -hydroxypro^ 
carboxamide, 

N- {( 1 S,2R)- 1 -b^nzyl-2-hydroxy-3-[(3-methoxybenzyl)amino]propyl} -2- 
10 [(methylsulfony^aminoJ-VS-oxazole^-carboxamide, 

N-(( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3- { [ 1 -(3-ethylphenyl)- 1 - 
methylethyl]amino}-2-hydroxypropyl)-5-methyl-2-[(methylsulfonyl)amino]-l,3- 
oxazole-4-carboxamide, 

N-((l S,2R)- 1 -(3,5-difluor^benzyl)-3- {[ 1 -(3-ethylphenyl)cyclopropyl]amino} - 
1 5 2-hydroxypropyl)-4-hydroxy-3-(l -Wrolidinylcarbonyl)benzamide s 

N- {( 1 S,2R)- 1 -(3,5-difluorob Wl)-3-[(3-ethynylbenzyl)amino]-2- 
hydroxypropyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenz^l)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl} -2-[(methyl^ulfonyl)amino]-l ,3-oxazole-4- 
20 carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-K3-ethynylbenzyl)amino]-2- 
hydroxypropyl} -5-methyl-2-[(methylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydtoxy-3-[(3- 
methoxybenzyl)amino]propyl}-4-hydroxy-3-(l-piHeridinylcarbonyl)benzamide, 
25 N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroL-3-[(3- 

iodobenzyl)amino]propyl } -4-[(methylsulfonyl)amincw - 1 ,3 -oxazole-2-carboxamide , 

N- {( 1 S,2R)- 1 -benzyl-2-hydroxy-3-[(3-iodoberi^yl)amino]propyl } -2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-pG- 
30 iodobenzyl)amino]propyl}-5-methyl-4-[(methylsulfonyl)ani}ino]-l,3-oxazole-2- 
carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)dmino]-^ 
hydroxypropy 1 } -4-hydroxy-3 -( 1 -piperidinylcarbonyl)benzamide 
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I-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxyOTopyl}^-[(methylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 

N- {W S,2R)- 1 -benzyl-2-hydroxy-3-[(3-iodobenzyl)amino]propyl } -5-methyl-2- 
[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide 5 
5 N-{(lS,^)-l<3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amin^ 
hy droxypropy 1 } -5 -methy 1-4- [(m^ 

N-{(lS J 2R)-l\3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}^-hydraxy-3-(4-rnorpholinylcarbonyl)benzamide, 

N-{(lS,2R)-l-(3,^difluorobenzyl)-34(3-ethylbenzyl)amino]-2- 
10 hydroxypropyl}^-[(ethylsmfonyl)am 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl} -5-m\thyl-2-[(methylsulfonyl)amino]- 1 ,3-oxazole-4- 
carboxamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluoroBenzyl)-2-hydroxy-3-[(3- 
15 iodobenzyl)amino]propyl}^-[(ethylsalfonyl)amino]-l 5 3-oxazole-2-carboxa 

N-{(lS,2R)-l-(3,5-difluorobenW 
hydroxypropyl}^-hydroxy-3-(4-morpholinylcarbonyl)benzamide, 

N- {(1 S,2R)-1 -(3,5-difluorobenzyl)\2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}^-[(propylsulfonVl)amino]-13-oxazole-2-carboxamide s 
20 N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-lWdroxy-3-[(3- 

methoxybenzyl)amino]propyl}-5-methyl-2-[(m^hylsulfonyl)amino]-13-oxazole-4- 
carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroky-3-[(3- 
iodobenzyl)amino]propyl}^-[(methylsulfc^ 
25 N- {(1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydroxy-V[(3- 

methoxybenzyl)amino]propyl} -4-hydroxy-3-(l -piperazmylcarbonyl)benzamide, 

N-{(lS,2R)-l-(3>difluoroben^ 
hydroxypropyl}^-[(methylsulfonyl)amino]-13-thiazole-2^arboxamide, 

N-{(lS,2R)-l<3,5-difluorobenzyl)-3-[(3-ethylbenzylV 
30 hydroxypropyl}-5-methyl-2-[(methylsulfo^ 

N-{(lS,2R)-l-(3,5Kiifluorobenzy^^^ 
hydroxypropyl}-2-[(methylsulfonyl)amino]^^ 

N-{(lS,2R)-l-(3,5^ifluorobenzyl^ 

hy droxypropy 1 } -4-hydroxy-3 -( 1 -piperazinylcarbonyl)benzamide, 
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yN-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-methyl-2-[(methylsulfonyl)amino]-l,3-oxazole-5-carboxamide, 

n\{( 1 S.2R)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropVl } -2-[(methylsulfonyl)amino]- 1 ,3-oxazole-4,5-dicarboxamide, 

N-{(lS^2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)aminb]propyl}-2-[(methylsulfonyl)amino]-l,3-oxazole-5-carboxamide, 

N^IClS^^-l^S.S-difluorobenzyO-S-KS-ethylbenzyOamino]^- 

hydroxypropyl}-4-hjMroxy-N3-methylisophthalamide, 

N-{(lS,2R)-l-C8,5-difluorobenzyl)-2-hydroxy-3-[(3- 
10 iodobenzyl)amino]propy\}-4-methyl-2-[(methylsulfonyl)amino]-l,3-oxazole-5- 
carboxamide, 

N-{(lS,2R)-l-(3,5-dlfluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(ethylsulfonyl)araino]-l,3-oxazole-4-carboxamide, 
N-{(lS,2R)-l-(3,5-diflueffobenzyl)-2-hydroxy-3-[(3- 
1 5 iodobenzyl)amino]propyl} -5-[(methylsulfonyl)amino]-l ,3-oxazole-2-carboxamide, 

N 1 - {(1 S.2R)- 1 -(3,5-difluordbenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl } -4-hyd»pxy-N3 -methylisophthalamide, 

N-{(lS,2R)-l-(3,5-difluorobenzVl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-4-methyl-5-[(i^iethylsulfonyl)amino]-l,3-oxazole-2- 
20 carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2\hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}-2-[(ethylsulfoWl)amino]-l,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(S-ethylbenzyl)amino]-2- 
hydroxypropyl}-4-methyl-5-[(methylsulfonyl)aniino]-l,3-oxazole-2-carboxamide, 

25 N^fClS^RVl^.S-difluorobenzyO^-hydVoxy-S-^- 

methoxybenzyl)amino]propyl } -N^ -ethyl-4-hydroxyisophthalamide, 

N-{(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethyJbenzyl)amino]-2- 

hydroxypropyl}-5-[(methylsulfonyl)amino]-l,3-oxazole-2-carboxamide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3V[(3- 
30 iodobenzyl)amino]propyl}-2-[(ethylsulfonyl)amino]-l,3Wazole-4-carboxamide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbeniwl)amino]-2- 

hydroxypropyI}-5-[(methylsulfonyl)amino]-3-isoxazolecarB|pxamide, 
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^-{(lS^-l^S^-difluorobenzylVS-KS-ethylbenzyOamino]^- 

hy droxyroropyl } -N^ -ethyl-4-hydroxyisophthalamide, 

N\[(lS 5 2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-[(methylsulfonyl)amino]-3-isoxazolecarboxamide, 
5 N-{(lV2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 

iodobenzyl)ammo]propyl}-2-[(propylsulfonyl)amino]-13-oxazole-4-carboxamide 5 

^{(lS^RJ-l^^-difluorobenzyl^-hydroxy-S-tCS- 
iodobenzyl)amino]OTopyl}-3-[(methylsulfonyl)amino]-5-isoxazolecarboxamide, 

N 1 - {( 1 S,2R)- M3 ,5-difluorobenzyl)-2-hydroxy-3 -[(3- 

10 iodobenzyl)amino]prop3d}-N3-ethyl-4-hydroxyisophthalamide, 

N- {( 1 S,2R)- 1 -(3 Adifluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(methyreulfonyl)amino]-5-isoxazolecarboxamide, 

N-{(lS 5 2R)-l-(3,5-dffluorobenzyl)-2-hydroxy-3-[(3- 
methoxybenzyl)amino]propyl}^2-[(propylsulfonyl)amino]-l,3-oxazole^- 
15 carboxamide, 

N- {( 1 S ,2R)- 1 -(3,5-difluor)s)benzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-5-(hydr^ymethyl)-2-[(methylsulfonyl)amino]- 
oxazole-4-carboxamide, 

N 3 -(cyclopropylmethyl)-N 1 - {(Y S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3- 
20 [(3-iodobenzyl)amino]propyl}^-hydroxyisophthalamide, 

5-cyclopropyl-N-{(lS,2R)-l-(3,5^ifluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-2-[(methylsulfo^ 

N-{(lS,2R)-H3,5-difluorobei^ 
hydroxypropyl } -2-[(propylsulfonyl)amino] - 1 ,3 -oxazole-4-carboxamide, 
25 N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-h^roxy-3-[(3- 

iodobenzyl)amino]propyl } -5-isopropyl-2-[(methJ(lsulfonyl)amino]- 1 ,3 -oxazole-4- 
carboxamide, 

N 3 -(cyclopropylmethyl^^ 
ethylbenzyl)amino]-2-hydroxypropyl}^-hydroxyisophthalamide, 
30 N-[( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-2-hydroxy-3\(isopentylamino)propyl]-2- 

[(methylsulfonyl)amino]- 1 ,3-oxazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobe^ 
hydroxypropyl}-5-methyl-2-[(propylsulfonyl)amino]-13<>xVzole-4-carboxamide, 
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^[(lS,2R)-3-(cyclopropylamino)-l-(3,5-difluorobenzyl)-2-hydroxypropyl]-2- 
[(methylWlfonyl)amino]-l s 3-oxazole-4-carboxamide, 

N-U 1 S,2R)-3-[(3-ethylbenzyl)amino]-2-hydroxy- 1 ~(4-hydroxybenzyl)propyl]- 
2-[(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

5 NM(l\2R)-l-(3>difluorobe^ 

hydroxypropyl } -4\hydroxy-N3-isobutylisophthalamide, 

2- { [(cycloprW)ylmethyl)sulfonyl]amino} -N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)- 
3-[(3-ethylbenzyl)ammo]-24lydroxy^^ 

N 1 - {(1 S,2R)-1 -(V5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

10 hydroxypropyl}-4-hydroxyr N^-isobutyl-N^-methylisophthalamide, 

N-{(1S,2R)- 1 -(3 ,5-difluorobenzyl)-3 -[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -2-[(isobutylsulfonyl)amino]- 1 ,3 -oxazole-4-carboxamide, 

N 3 -(cyclopropylmethyl)^ 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3- 
ethylbenzyl)amino]-24iydroxyproWl}^ 
15 N- {( 1 S,2R)- 1 -(3 ,5-difluorobfenzyl)-2-hydroxy-3-[(3- 

methoxybenzyl)amino]propyl}-2-[(is^butylsulfonyl)amino]-l,3-oxazole-4- 
carboxamide, 

N 1 -{(lS,2R)-l<3,5-difluoroben4a)-3-[(3-ethylbenzyl)amino]-^^ 

hydroxypropyl}^-hydroxy-N3-methyl-N3V)ropylisophthalamide, 
20 N- {(1 S,2R)-1 -(3,5-difluorobenzyl)-2\hydroxy-3-[(3- 

iodobenzyl)amino]propyl}-2-[(isobutylsulfonw)amino]-13-oxazole-4-carboxamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-h\droxy-3-[(3- 

methoxybenzyl)amino]propyl}^-hydroxy-N3-m^yl-N3-propylisophthalamide, 
N- {( 1 S,2R)- 1 -(3,5-difluorobenzyl)-2-hydro\y-3-[(3- 
25 iodobenzyl)amino]propyl}-2-[(phenylsulfony^ 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-2-hydroxy\3-[(3- 

methoxybenzyl)amino]propyl}-N3^thyM-hydroxy-N3-bropylisophthalam 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[ra- 
iodobenzyl)amino]propyl} -2- { [(4-methylphenyl)sulfonyl]arijino} -1 ,3-oxazole-4- 
30 carboxamide, 

N M(l S,2R)- 1 -(3 ,5-difluorote 

hydroxypropyl}-N3-ethyl-4-hydroxy-N3-propylisophthalamide, 
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^N- {( 1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxw)ropyl}-2-{[(4-methylphenyl)sulfonyl]amino}-l,3-oxazole-4-carboxamide, 

N\{(lS ) 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[(phenylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

5 Ni^ck^RJ-l-CS^-difluorobenzyO-S-KS-ethylbenzyOamino]^- 
hydroxypropylJ^l-hydroxy-N^, N^-dipropylisophthalamide, 

N-{(lS,2RM-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-2-[methyl(methylsulfonyl)amino]-l,3-oxazole-4-carboxamide, 

N 1 - {( 1 S,2R)- l\3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
1 0 methoxybenzyl)amino]propyl} -4-hydroxy-N^, N^-dipropylisophthalamide, 

N-{(lS,2R)-l-(3,5-kifluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-2\[methyl(methylsulfonyl)amino]-l,3-oxazole-4- 
carboxamide, 

N 1 -{(lS,2R)-l-(3,5-difli)orobenzyl)-2-hydroxy-3-[(3- 
1 5 iodobenzyl)amino]propyl} -4-hydroxy-N3, N-^-dipropylisophthalamide, 
N-{(lS,2R)-l-(3,5-difluorobenzyl)-2-hydroxy-3-[(3- 
iodobenzyl)amino]propyl}-2-[(methyWlfonyl)amino]-l,3-thiazole-4-carboxamide, 

N-{(lS,2R)-l-(3,5-difluorobeniyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl} -2-[(methylsulfonyl)amino]- 1 ,3-thiazole-4-carboxamide, 
20 N 1 -{(lS,2R)-l-(3,5-difluorobenzyV3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(methylsulfonyl)amino]\N 3 ,N 3 -dipropylisophthalamide, 

N 1 - {(1 S,2R)-1 -(3,5-difluorobenzyl)-3\[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-5-[(ethylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
N'-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(Vethylbenzyl)amino]-2- 
25 hydroxypropyl}-N 3 ,N 3 ^ipropyl-5-[(propylsulfonyl)amino]isophthalamide, 
N 1 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3^\hylbenzyl)amino]-2- 
hydroxypropyl}-5-[(isopropylsulfonyl)amino]-N 3 ,N\dipropylisophthalamide, 

N'-{(1 S,2R)-1 -(3,5-difluorobenzyl)-3-[(3-ethyibenzyl)amino]-2- 
hydroxypropyl}-5-[(isobutylsulfonyl)amino]-N 3 ,N 3 ^ipVopylisophthalamide, 
30 N'-{(lS^R)-l-(3,5^ifluorobenzyl)-3-[(3^thylWhzyl)amino]-2- 

hydroxypropyl}-N 3 ,N 3 ^ipropyl-5-[(thien-2-yIsulfonyl)amino]isophthalamide, 

N'-{(lS^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyi)amino]-2- 
hydroxypropyl}-5-[(2-fiirylsulfonyl)amino]-N 3 ,N 3 -dipropylis^)hthalamide, 
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Tl -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2^ 
hydroxyptopyl}-N 3 ,N 3 -dipropyl-5-[0^ 
N 1 - V 1 S,2R)- 1 -(3 ,5-difluo^ 
hydroxypropw}-5-[(l,3-oxazol-5-ylsulfonyl)amino]^^ 

N , -{(l^R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)am^^^^ 
hydroxypropyl}-5V(l,3-oxazol-4-ylsulfonyl)amm^ 

N'-KlS^RR-^S-difluorobe^ 
hydroxypropy 1 } -N 3 ,N\lipropy 1-5 - [( 1 ,3 - thiazol-4-y 1 sul fony l)amino] i sophthalamide, 

N , -{(lS ) 2R)-l-(^-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl } -5- { [( 1 -meijiyl- 1 H-imidazol-4-yl)sulfonyl]amino} -N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3 J 5-difkorobenzyl)-34(3-ethylbenzyl)amin^ 
hydroxypropyl}-5-[(phenylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide 5 

5- { [(5-cyanopyridin-2-yl)§ulfonyl]amino} -N 1 - {( 1 S ,2R)- 1 -(3,5- 
difluorobenzyl)-3-[(3-ethylbenzyl)a^ino]-2-hydroxypropyl}-N 3 ,N 3 - 
dipropylisophthalamide, 

N 1 -{(lS,2R)-l-(3 s 5-difluorobeiWl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-N 3 ,N 3 -dipropyl-5-({[5-^fluoromethyl)pyridin-2- 
yl]sulfonyl}amino)isophthalamide, 

^{(lS^RJ-l-CS^-difluorobenzyO-VtCS-ethylbenzyOamino]^- 
hydroxypropy 1 } -3 - { [( 1 -methyl- 1 H-imidazol Wy l)sulfonyl] amino } benzamide , 

N-{(lS,2R)-l-(3 9 5-difluorobenzyl)-3-K3^thylbenzyl)amino]-2- 
hy droxypropyl } -3 -( { [ 5 -(trifluoromethyl)pyridin-2-yl] sulfonyl } amino)benzamide, 

3- {[(5-cyanopyridin-2-yl)sulfonyl]aminoVN- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)- 
3- [(3 -ethylbenzyl)amino]-2-hydroxypropyl } benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-etkylbenzyl)a^ 
hydroxypropyl}-3-[(phenylsulfonyl)amino]benzamide, 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 
hydroxypropyl}-3-[(methylsulfonyl)amino]benzamide,\ 

N-{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbe\zyl)amino]-2- 
hydroxypropyl}-3-[(ethylsulfonyl)amino]benzamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluorobenzyl)-3-[(3-ethylbenz>^amino]-2- 
hy droxypropyl } -3 -[(propylsulfony l)amino]benzamide, 
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t{(lS 5 2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxyprcmyl}-3-[(isobutylsulfonyl)amino]benzamide, 

N-{(\s,2R)-l-(3,5-difluoroben2yl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyW-3-[(isopropylsulfonyl)arnino]benzamide, 

5 N- {( 1 S,2fe)- 1 -(3,5-difluorobenzyl)-3-[(3-ethylbenzyl)amino]-2- 

hydroxypropyl}-3^[(l-ethylpropyl)sulfonyl]amino}benzamide } 

3-[(cyclohexylsulfonyl)amino]-N-{(lS,2R)-l-(3,5-difluoroben 

ethy lbenzy l)amino] -2-nydroxypropy 1 } benzamide, 

N-{(lS,2R)-l-(3,Vdifluorobenzyl)-3-[(3-ethylbenzyl)am 

1 0 hydroxypropy 1 } -3 - { [( 1 -proWlbutyl)sulfonyl]amino } benzamide, 

N-{(lS,2R)-l-(3,5-diWoroben^ 

hydroxypropyl } -3-[(thien-2-ylsUlfonyl)amino]benzamide, 

N-{(lS,2R)-l-(3,5-difluo\^ 

hydroxypropyl}-3-[(2-furylsulfonyJ)amino]benzamide, 

15 N-{(lS,2RH-(3,5-difluorot^^ 

hydroxypropyl } -3 - [(i soxazol- 5 -ylsulibnyl)amino]benzamide, 

N-{(1 S,2R)-l-(3,5-difluorobe^ 

hydroxypropyl}-3-[(isoxazol-3-ylsulfonyl)amino]benzamide, 

N- {(1 S,2R)- 1 -(3 ,5-difluorobenzyl)V3-[(3-ethylbenzyl)amino]-2- 

20 hydroxypropyl} -3-[(3-furylsulfonyl)amino]Denzamide s 

N-{(lS,2R)-l<3,5-difluorobenzyl)-3-\(3-ethylbenzy0 

hydroxypropyl}-3-[(thien-3-ylsulfonyl)amino]Denzamide, 

N- {(1 S,2R)- 1 -(3,5^iifluorobenzyl)-3-[(3\ethylbenzyl)amino]-2- 

hydroxypropyl}-3-[(l,3-thiazoM-ylsulfonyl)aminp]benzamide, 

25 N-{(lS,2R)-l<3,5^fifluoroto 

hydroxypropyl}-3-[(13-thiazol-5-ylsulfonyl)amino]Qenzamide, 

N- {( 1 S,2R)-1 -(3 ,5-difluoroben^^ 

hydroxypropyl } -3-[( 1 ,3-thiazol-2-ylsulfonyl)amino]berWnide, 

N^OS^RJ-l-^S-difluorobenzyl^^iydro^ 

30 N 3 ,N 3 ^ipropyl-5-{[(trifluoromethyl)sulfo^ 

N4(lS,2R)-3-amino4-(3,5^ifluorobe^ 

dipropyl-5- {[(trifluoromethyl)sulfonyl]amino} isophthalamide 

N 1 -[(lS,2R)-3-amino-l-(3,5-difluorobenzyl)-2-hydrox^propyl]-5- 

[(methylsulfonyl)amino]-N 3 ,N 3 -dipropylisophthalamide, 
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N 1 -[( 1 S,2R)- 1 -(3 ,5 -difluorobenzyl)-2-hydroxy-3 -(isopentylamino)propyl] -5 - 
[(methylsulfonyl)aiTiino]-N 3 ,N 3 -dipropylisophthalamide, 

N\tert-butyl)-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3-[(3-ethylben^ 
2-hydroxypropyI}isophthalamide, 

N 1 -(tert\utyl)-N 3 -{(lS,2R)-l-(3,5-difluorobenzyl)-3 
2-hydroxypropyl}\5-methylisophthalamide, 

5-bromo-N'\tert-butyl)^^ 
ethylbenzyl)amino]-2^iydroxypropyl}isophthalamide 5 

34ert-butoxy-N-VlS,2R)4-(3,5-difluorobenzyl)-3-[(3-ethylben^ 
hy droxypropyl } benzamidV, 

3-tert-butoxy-N- {( 1 S,2R^ 
hydroxypropyl } -5-methy lbe^zamide , 

N-{(lS,2R)-l-(3 J 5-difl\iorobenzyl)-3-[(3-ethylbenzyl) 
hydroxypropyl}-3-{[(trifluoroirothyl)sulfonyl]amino}benzamide, 

N- {( 1 S,2R)- 1 -(3 ,5-difluofobenzyl)-3 -[(3-ethylbenzyl)amino]-2- 
hy droxypropyl} -3-(trifluoromethoW)benzamide, and 

N- {( 1 S,2R)- 1 -(3 ,5-difluorob\nzyl)-3-[(3-ethylbenzyl)amino 
hydroxypropyl}-3-methyl-5-(trifluor(methoxy)benzamide. 

183. A pharmaceutical composition whi^h comprises a substituted amine of formula 
(X) 

OH 



)pH NH 



N bn INn 

y \ /\\ / \ (X) 

n CH \ C X f 



/\ 
R 1 R 2 F 



where R\ is: 

(I) Ci-Ce alkyl, optionally substituted With one, two or three 
substituents selected from the group consisting of Ci-C3^alkyl, C1-C7 alkyl (optionally 
substituted with C1-C3 alkyl and C1-C3 alkoxy), -F, -CI, -Br, -I, -OH, 

-SH, -CeN, -CF 3 , C1-C3 alkoxy, -NRi- a Ri- b where Ri_a and Ri_ b are -H or C|-C 6 alkyl, 
and -OC=0 NRi. a Ri4, where Ri_ a and R^are as defined abov^, 

(II) -CH 2 -S(O) 0 -2-(C r C 6 alkyl), 
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(III) -CH 2 -CH 2 -S(0)o-2-(CrC6 alkyl), 

(IV) C2-C6 alkenyl with one or two double bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -ClAoH, -SH, -CsN, -CF 3 , C,-C 3 alkoxy, and -NRi. a R]. b where R,_ a and Ri_ b are - 

5 H or C i-O^ alkyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, tw<\or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -CsN, -Cr\, C1-C3 alkoxy, and -NR,_ a Ri- b where R Ua and Ri_ b are -H or Ci-C 6 
alkyl, 

10 (VI)\-(CH 2 ) n r(Ri-aryi) where nj is zero or one and where Ri- ary i is 

phenyl, 1-naphthyl, 2-naphthyl and indanyl, indenyl, dihydronaphthalyl, or tetralinyl 
optionally substituted \/ith one, two, three, or four of the following substituents on 
the aryl ring: 

(A\Ci-C6 alkyl optionally substituted with one, two or three 
15 substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, and -NRi. a Ri_ b where % a and Ri_ b are as defined above, -CsN, -CF 3 , C1-C3 
alkoxy, 

(B) C2-CX alkenyl with one or two double bonds, optionally 
substituted with one, two or threasubstituents selected from the group consisting of 

20 -F, -CI, -OH, -SH, -CsN, -CF 3 , Ci\C 3 alkoxy, and -NR^R^ where Ri_a and Ri_ b are - 
H or Ci-C 6 alkyl, * 

(C) C2-C6alkyfayl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NR U R^ where Ri_ a and R^are - 

25 H or Ci-C 6 alkyl, 

(D) -F, CI, -Br or -I,\ 

(F) -C1-C6 alkoxy optionally substituted with one, two, or three 

of: -F, 

(G) -NRn-2Rn-3 where R\j. 2 and Rn-3 are as defined below, 
30 (H) -OH, 

(I) -CsN, 

(J) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of -F, -CI, -OH, -SH, -CsN, 
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-CF3, C1-C3 alkoxy, and -NR|. a R|.b where Ri- a and Rub are -H or C1-C6 alkyl, 
\ (K)-CO-(C,-C 4 alkyl), 

(L) -S02-NRi- a R|.b where Ri. a and Rub are as defined above, 
(M) -CO-NR]. a Ri.b where Ri. a and Ri^are as defined above, or 
(N) -S0 2 -(C,-C 4 alkyl), 
(Wl) -(CH2) n r(Ri-heteroaryi) where vi\ is as defined above and where 
Ri-heteroaryi is selected from the group consisting of: 
pyridinyl, 
pyrimidinyl, 
10 quinolinyl, 

behzothienyl, 
indolyl, 
indotinyl, 
ptyidaVinyl, 
1 5 pyrazinVl, 

isoindol} 
isoquinol) 
quinazolin) 
quinoxalinyl\ 

20 phthalazinyl, 

imidazolyl, 
isoxazolyl, 
pyrazolyl, 
oxazolyl, 

25 thiazolyl, 

indolizinyl, 

indazolyl, 

benzothiazolyl, 

benzimidazolyl, 
30 benzofuranyl, 

furanyl, 

thienyl, 

pyrrolyl, 

oxadiazolyl, 
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thiadiazolyl, 
triazolyl, 
tetrazolyl, 
oxazolopyridinyl, 
imidazopyridinyl, 
isothiazolyl, 
naphthyridinyl, 
cinnolinyl, 
carbazolyl, 

10 \ beta-carbolinyl, 

isochromanyl, 
cfuromanyl, 

tetrahydroisoquinolinyl, 
isoindolinyl, 

1 5 isobenzbtetrahydrofuranyl, 

isobenzoretrahydrothienyl, 
isobenzothrenyl, 
benzoxazolyl\ 
pyridopyridinyfl 

20 benzotetrahydrofhranyl, 

benzotetrahydrothi^nyl, 
purinyl, 
benzodioxolyl, 
triazinyl, 

25 phenoxazinyl, 

phenothiazinyl, 
pteridinyl, 
benzothiazolyl, 
imidazopyridinyl, 

30 imidazothiazolyl, 

dihydrobenzisoxazinyl, 

benzisoxazinyl, 

benzoxazinyl, 

dihydrobenzisothiazinyl, 
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20 



25 



30 



benzopyranyl, 

benzothiopyranyl, 

coumarinyl, 

isocoumarinyl, 

chromonyl, 

chromanonyl, and 

pyridinyl-N-oxide 

tetrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroisoquinolinonyl 

dihydrocoumarinyl 

lihydroisocoumarinyl 

isoindolinonyl 

benzodioxanyl 

benzWazolinonyl 

pyrrolyl N-oxide, 

pyrimidiiiyl N-oxide, 

pyridazinyi N-oxide, 

pyrazinyl NWide, 

quinolinyl N-oxide, 

indolyl N-oxide 

indolinyl N-oxid^ 

isoquinolyl N-oxid^ 

quinazolinyl N-oxide\ 

quinoxalinyl N-oxide, 1 

phthalazinyl N-oxide, 

imidazolyl N-oxide, 

isoxazolyl N-oxide, 

oxazolyl N-oxide, 

thiazolyl N-oxide, 

indolizinyl N-oxide, 

indazolyl N-oxide, 

benzothiazolyl N-oxide, 
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benzimidazolyl N-oxide, 
pyrrolyl N-oxide, 
oxadiazolyl N-oxide, 
thiadiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyl N-oxide, 
benzothiopyranyl S-oxide, 
benzothiopyranyl S,S-dioxide, 

where the Ri-heteroaryi group is bonded to -(CH2) n r by any ring 
10 atom of the parent Ri-heteroaryi group substituted by hydrogen such that the new bond to 
the Ri-heteroaryi group replaces the hydrogen atom and its bond, where heteroaryl is 
optionally substitute^ with one, two, three, or four: 

\(1) CpCe alkyl optionally substituted with one, two or three 
substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
1 5 -SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi. a Ri-b where Ri- a and Ri_b are as defined 
above, 

(2) 02-^6 alkenyl with one or two double bonds, optionally 
substituted with one, two or thr^e substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C\-C 3 alkoxy, and -NRi_ a Ri_b where Ri_ a and Ri_ b are 

20 -H or Ci-C 6 alkyl, 

(3) C2-C 6 alkyWl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri. b where Ri_ a and R^are 
-H orCi-C 6 alkyl, 

25 (4) -F, CI, -Br or -I, 

(6) -Ci-Ce alkoxy optionally substituted with one, two, or three 

of: -F, 

(7) -NRn-2Rn-3 where Rw-^and Rn-3 are as defined below, 

(8) -OH, 

30 (9) -C=N, 

(10) C3-C7 cycloalkyl, optionally substituted with one, two or 
three substituents selected from the group consisting ofVF, -CI, -OH, -SH, -C^N, 
-CF3, C1-C3 alkoxy, -NRj^Ri^, where Ri_a and R^are -It or Ci-Ca alkyl, 
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(11) -C0-(C|-C 4 alkyl), 

(12) -S02-NRi. a Ri-b where Ri_ a and Ri_ b are as defined above, 

(13) -CO-NRi- a Ri.b where R|. a and Ru b are as defined above, or 

(14) -S02-(C]-C4 alkyl), with the proviso that when ni is zero 
Ri-heteroaryi is^ot bonded to the carbon chain by nitrogen, or 

(VIII) -(CH2)ni-(Ri-heterocycie) where ni is as defined above and 

Ri-heterocycie is selected from the group consisting of: 

morpholinyl, 

thiomorpholinyl, 

liomorpholinyl S-oxide, 

tmpmorpholinyl S,S-dioxide, 

piperazinyl, 

homopiperazinyl, 

pyrrolidinyl, 

pyrrolinyr 

tetrahydrop^anyl, 

piperidinyl, 

tetrahydrofuran> 

tetrahydrothienyl, 

homopiperidinyl, 

homomorpholinyl, 

homothiomorpholinyl, 1 

homothiomorpholinyl S,^-dioxide, and 

oxazolidinonyl, 

dihydropyrazolyl 

dihydropyrrolyl 

dihydropyrazinyl 

dihydropyridinyl 

dihydropyrimidinyl 

dihydrofliryl 

dihydropyranyl 

tetrahydrothienyl S-oxide 

tetrahydrothienyl S,S-dioxide 

homothiomorpholinyl S-oxide 
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. where the Ri-h e terocycie group is bonded by any atom of the 

pa\ent Ri-heterocycie group substituted by hydrogen such that the new bond to the 
Ri-het^ocycie group replaces the hydrogen atom and its bond, where heterocycle is 
optionally substituted with one, two, three, or four: 

(1) Ci-Ce alkyl optionally substituted with one, two or 
three substitu&nts selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -C=N\-CF 3 , C1-C3 alkoxy, and -NRi_ a Ri-b where Ri. a and Rj^are as 
defined above, 

(2) C2-C6 alkenyl with one or two double bonds, 
10 optionally substituted wkh one, two or three substituents selected from the group 

consisting of -F, -CI, -Oh\sH, -C^N, -CF 3j Q-C3 alkoxy, and -NRi_ a Ri_ b where 
Ri_a and Rub are -H or Ci-Ce^lkyl, 

(X) C2-C6 alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents selected from the group 
15 consisting of -F, -CI, -OH, -SH, -C^N, -CF 3s C1-C3 alkoxy, and -NRi_ a Ri-b where 
Ru and R|.bare -H or Q-Ce alkyl, 

(4) -F,Cl-Bror-I, 

(5) Ci-C 6 \lkoxy, 

(6) -Ci-Ce alkoxy optionally substituted with one, two, 



20 or three of -F, 
below, 



(7) -NRN-2RN-3V^ ere and Rno are as defined 



(8) -OH, 

(9) -feN, 

25 (10) C 3 -C7 cycloalkjto, optionally substituted with one, 

two or three substituents selected from the group consisting of -F, -CI, -OH, -SH, 
-C=N, -CF 3 , C1-C3 alkoxy, and -NRi. a Ri_b where Ri_ a \and Ri^are -H or C1-C6 alkyl, 

(11) -CO-(CrC 4 alkyl), 

(12) -S02-NRi_ a Ri-b wher\j Rj^ and Ri_ b are as defined 

30 above, 

(13) -CO-NRi. a Ri.b where and Ri.bare as defined 

above, 

(14) -S0 2 -(Ci-C 4 alkyl), or 



677 



13615.25U 



PATENT 



^5 



(15) =0, with the proviso that when ni is zero 
K\-heterocyci e is not bonded to the carbon chain by nitrogen; 
where R2 is: 

(I) -H, 

(II) Ci-Ce alkyl, optionally substituted with one, two or three 
substituerits selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N,^£F 3 , C1-C3 alkoxy, and -NRi_ a Ri_ b where Ri. a and Ri_ b are as defined 
above, 

(IN) -(CH 2 )o-4-R2-l Where R 2 -l is Ri-ary] Or Rj-heteroaryl where Ri-aryl and 

10 R, -heteroaryi are as defined above; 

(IV) CVCa alkenyl with one or two double bonds, optionally 
substituted with one, twp or three substituents selected from the group consisting of 
-F, -CI, -OH, -SH, -C=N,\CF 3 , C1-C3 alkoxy, and -NRj. a Ri-b where R Ka and Ri_ b are 
H or C,-C 6 alkyl, -F, -CI, -Op, -SH, -C=N, -CF 3 , C r C 3 alkoxy, and -NR|. a Ri. b where 

1 5 Ri_a and R\. h are -H or CpCe ^Ikyl, 

(V) C2-C6 alkynyl with one or two triple bonds, optionally substituted 
with one, two or three substituents selected from the group consisting of -F, -CI, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alkoxy, an\| -NRt_ a Ri- b where Ri_ a and Ri- b are -H or Ci-Ce 
alkyl, or 

20 (VI) -(CH 2 )<m- C 3 -C7 c^fcloalkyl, optionally substituted with one, two 

or three substituents selected from the gkoup consisting of -F, -CI, -OH, -SH, -C=N, 
-CF 3 , Ci-C 3 alkoxy, and -NRi_ a Ri_ b where^R^ and Ri_ b are -H or CpCe alkyl; 
where R 3 is: 
(I)-H, 

25 (II) Ci-Ce alkyl, optionally substituted with one, two or three 

substituents selected from the group consistingW C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , Ci-C 3 alkoxy, and -NRi. a Ri- b yhere Ri_ a and Ri_ b are as defined 
above, 

(III) -(CH 2 )(m-R2-i where R 2 -i is Ri.\ryi or Ri-heteroaryi where Ri_ aryl and 
30 Ri-heteroaryi are as defined above; 

(IV) C 2 -C6 alkenyl with one or two doVible bonds, 

(V) C 2 -C6 alkynyl with one or two triple bonds, or 
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^ (VI) -(CH 2 )o-4- C3-C7 cycloalkyl, optionally substituted with one, two 

or three substituents selected from the group consisting of -F, -CI, -OH, -SH, -ON, 
-CF3}^Cj-C3 alkoxy, and -NR|_ a Ri_b where Ri_ a and R^are -H or C\-C$ alkyl, 
and wtare R2 and R3 are taken together with the carbon to which they are attached to 
form a cVbocycle of three, four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group consisting of -0-, 
-S-, -SO2-, and -NR N -2-, where Rn-2 is as defined below; 
where is: 

(I)Y.n-i-Xn- where Xn is selected from the group consisting of: 
10 \ (A) -CO-, 

(B) -SO2-, 

(Q) -(CR'R")i-6 where R' and R" are the same or different and 

are -H or C1-C4 alkyl, 

(D) -Cp-(CR'R")i-6-X N -i where Xn-i is selected from the group 
15 consisting of -O-, -S- and -NR\- and where R' and R" are as defined above, and 

(E) a single bond; 
where Rn-i\s selected from the group consisting of: 

(A) RN-aryi wWe R]sj-aryi is phenyl, 1-naphthyl, 2-naphthyl, 
tetralinyl, indanyl, dihydronaphthyl or 6,7,8,9-tetrahydro-5H-benzo[a]cycloheptenyl, 
20 optionally substituted with one, two onthree of the following substituents which can 
be the same or different and are: 

(1) Ci-Ce alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, 
-OH, -SH, -C=N, -CF3, C1-C3 alkoxy, and -T^Ri_ a Ri-b where Ri_ a and Ri-bare as 

25 defined above, 

(2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or 

(5) -CO-OH, 
30 (6) -C^N, 

(7) -(CH 2 )o^-CO-NR N -2R^3 where R N -2 and R N -3 are the 
same or different and are selected from the group consisting of: 

(a)-H, 
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(b) -CrCe alkyl optionally substituted with one 
^ubstitutent selected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -Ci-Ce alkyl optionally substituted with one 



to thredv-F, -CI, -Br, or -I, 



10 



bonds, 



one triple bond, 



15 



above, 

20 double bonds), 

three triple bonds), 

25 above, 

defined above, 
defined above, 



(d) -C3-C7 cycloalkyl, 

(e) -(Ci-C 2 alkyl)-(C3-C7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(C,-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chain with one double bond and 

(j) -Ri-aryi where Ri-aryi is as defined above, and 
(k) -Ri-heteroaryi where Ri-heteroaryi is as defined 

(8\-(CH 2 ) 0 -4-CO-(Ci-Ci2 alkyl), 

(9) \cH 2 WCO-(C 2 -Ci2 alkenyl with one, two or three 

(10) -(CH 2 )o^-CO-(C 2 -Ci 2 alkynyl with one, two or 

(11) KCH 2 V4-CO-(C 3 -C 7 cycloalkyl), 

(12) -(CH 2 )o\-CO-Ri-aryi where Ri-aryi is as defined 

(13) -(CH^-Op-R, -heteroaryl 

Where Ri heteroaryl IS as 

(14) -(CH 2 )o^-CO-Ki. he terocycle where Ruheterocyde IS as 



30 (15) -(CH 2 )o-4-CO-Rn\4 where Rn^ is selected from the 

group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 

homomorpholinyl, homothiomorpholinyl, homothiomorpholinyl S-oxide, 

homothiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 

optionally substituted with one, two, three, or four of: Ci^Ce alkyl, 
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theygroup consisting of: 



5 above, 
bonds, 
bonds, 

10 



defined above, 
as defined above, 



15 



(16) -(CH2)o^-CO-0-Rn-s where Rn-s is selected from 

(a) Ci-C 6 alkyl, 

(b) -(CH2)o-2-(Ri-aryi) where Ri- ar yi is as defined 

(c) C2-C6 alkenyl containing one or two double 

(d) C2-C6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, and 

(f) -(CH 2 )o-2-(Rl-heteroaryl) where Ri-heteroaryl is as 

, (17) -(CH 2 )o-4-S02-NR n .2Rn-3 where R N _ 2 and R N _ 3 are 
(15 



(CH 2 )o-4-SO-(CrC 8 alkyl), 

(19) V(CH 2 )o^S0 2 .(CrCi2 alkyl), 

(20) -(CH 2 )o-4-S02-(C3-C7 cycloalkyl), 

(21) -(OH 2 )o-4-N(H or R N . 5 )-CO-0-R N -5 where R N . 5 can 
be the same or different and is as defined above, 

20 (22) -(CH 2 )o-4-N(H or R N . 5 )-CO-N(R N . 5 )2, where R N - 5 

can be the same or different and is as defined above, 

(23) -(CH 2 )o^-V-CS-N(R N -5)2, where R N -s can be the 
same or different and is as defined above, 

(24) -(CH 2 )o^-N(-^ or R N . 5 )-CO-R N -2 where R N _ 5 and 
25 Rn-2 can be the same or different and are as defined above, 

(25) -(CH 2 )o-4-NR n . 2 ^n-3 where R N _2 and R N -3 can be the 
same or different and are as defined above, 

(26) -(CH 2 )<m-R]vm whete Rn^ is as defined above, 

(27) -(CH 2 )o^-0-CO-(CiV 6 alkyl), 
30 (28) .(CH 2 )o^O-P(0)-(0%aryi.i)2 where R N -aryi-i is -H 

or C1-C4 alkyl, 

(29) -(CH 2 )o^-0-CO-N(Rn. 5 )2 tyiere R N -s is as defined 

above, 
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(30) -(CH 2 )o-4-0-CS-N(R N . 5 )2 where R N _ 5 is as defined 



(31) -(CH2)o-4-0-(Rn-s)2 where Rn-s is as defined above, 

(32) -(CH 2 )(m-0-( R N . 5 ) 2 -COOH where R N . 5 is as 

5 defined^bove, 

(33) -(CH 2 )o^-S-( Rn-s)2 where Rn-s is as defined above, 

(34) -(CH 2 ) 0 -4-O-(Ci-C 6 alkyl optionally substituted 
with one, two,^hree, four, or five -F), 

(35) C3-C7 cycloalkyl, 
10 \ (36) C 2 -C6 alkenyl with one or two double bonds 

optionally substituted with C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRi. a Ri-bVh ere Ri-a and Ri_bare as defined above, 

(37) C 2 -C6 alkynyl with one or two triple bonds 
optionally substituted wife C r C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 

1 5 alkoxy, or -NRi_ a Ri_ b wher^ Ri_ a and Ri.b are as defined above, 

(38) -(CH 2 ) 0 ^-N(-H or R n _ 5 )-S0 2 -Rn-2 where R N . 5 and 
Rn-2 can be the same or different and are as described above, or 

(39) -(CH 2 )o4- C3-C7 cycloalkyl, 
(B) -RN-hetWy 1 where RN-heteroaryi is selected from the group 



20 consisting of: 



25 



30 



pyridWl, 
pyrimiainyl, 
quinolinyl, 
benzothieifyl, 
indolyl, 
indolinyl, 
pryidazinyl, 
pyrazinyl, 
isoindolyl, 
isoquinolyl, 
quinazolinyl, 
quinoxalinyl, 
phthalazinyl, 
imidazolyl, 
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10 



15 



20 



25 



30 



isoxazolyl, 
pyrazolyl, 
oxazolyl, 
thiazolyl, 
indolizinyl, 
indazolyl, 
benzothiazolyl, 
benzimidazolyl, 
benzofuranyl, 
furanyl, 
thienyl, 
pyrrolyl, 
axadiazolyl, 
tli\adiazolyl, 

triaMyl, 
tetrazblyl, 
oxazolopyridinyl, 
imidazopyridinyl, 
isothiazolj 
naphthyridin^J, 
cinnolinyl, 
carbazolyl, 
beta-carbolinyl, 
isochromanyl, 
chromanyl, 

tetrahydroisoquinolinyl\ 
isoindolinyl, 

isobenzotetrahydrofuranyl, 

isobenzotetrahydrothienyl, 

isobenzothienyl, 

benzoxazolyl, 

pyridopyridinyl, 

benzotetrahydrofuranyl, 

benzotetrahydrothienyl, 
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IB 



purinyl, 
benzodioxolyl, 
triazinyl, 
phenoxazinyl, 
phenothiazinyl, 
pteridinyl, 
benzothiazolyl, 
imidazopyridinyl, 
imidazothiazolyl, 
10 \ dihydrobenzisoxazinyl, 

benzisoxazinyl, 
benzoxazinyl, 
dihydrobenzisothiazinyl, 
benzopyranyl, 

™ 1 5 Wnzothiopyranyl, 

H coumarinyl, 

isocbumarinyl, 

^ chrormmyl, 

ev* chromanpnyl, and 

^ - \ 

*jf 20 pyridinyl-FJ-oxide, 

O tetrahydroqumolinyl 

dihydroquinoliWl 
dihydroquinolinonyl 
dihydroisoquinolinonyl 
25 dihydrocoumarinyl 

dihydroisocoumarinyl\ 
isoindolinonyl 
benzodioxanyl 
benzoxazolinonyl 

30 pyrrolyl N-oxide, 

pyrimidinyl N-oxide, 

pyridazinyl N-oxide, 

pyrazinyl N-oxide, 

quinolinyl N-oxide, 
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indolyl N-oxide, 
indolinyl N-oxide, 
isoquinolyl N-oxide, 
quinazolinyl N-oxide, 
quinoxalinyl N-oxide, 
phthalazinyl N-oxide, 
imidazolyl N-oxide, 
isoxazolyl N-oxide, 
oxazolyl N-oxide, 

10 \ thiazolyl N-oxide, 

indolizinyl N-oxide, 
indazolyl N-oxide, 
benzothiazolyl N-oxide, 
\henzimidazolyl N-oxide, 
15 pVrrolyl N-oxide, 

oxadiazolyl N-oxide, 
thiaaiazolyl N-oxide, 
triazolyl N-oxide, 
tetrazolyj N-oxide, 
20 benzothidpyranyl S-oxide, 

benzothiopVranyl S,S-dioxide, 
where the RfAwroaryi group is bonded by any atom of 
the parent RN-heteroaryi group substituted by hydrogen such that the new bond to the Rn- 
heteroaiyi group replaces the hydrogen atom and\ts bond, where heteroaryl is optionally 
25 substituted with one, two, three, or four of: 

(1) Ci-Ce alkyl, optionally substituted with one, two or 
three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, - 
OH, -SH, -ON, -CF 3 , C1-C3 alkoxy, -NRi_ a Ri_b wh6fe Ru a and Ri^are as defined 
above, 

30 (2) -OH, 

(3) -N0 2 , 

(4) -F, -CI, -Br, or -I 

(5) -CO-OH, 

(6) -ON, 
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(7) -(CH2)o-4-CO-NRn-2Rn-3 where Rn-2 and Rn-3 are the 
sameNpr different and are selected from the group consisting of: 

(a) -H, 

(b) -Ci-Ce alkyl optionally substituted with one 
5 substituted \elected from the group consisting of: 

(i) -OH, and 

(ii) -NH 2 , 

(c) -C1-C6 alkyl optionally substituted with one 



to three -F, -CI, -Br,V-I, 



10 



15 



bonds, 



one triple bond, 




20 above, 

double bonds), 
25 three triple bonds), 

above, 
30 defined above, 
defined above, 



(d) -C3-C7 cycloalkyl, 

(e) -(C,-C 2 alkyl)-(C3-C7 cycloalkyl), 

(f) -(C,-C 6 alkyl)-0-(C,-C 3 alkyl), 

(g) -C2-C6 alkenyl with one or two double 

(h) -C2-C6 alkynyl with one or two triple bonds, 

(i) -Ci-Ce alkyl chain with one double bond and 



j) -Ri-aryi where Ri- a ryi is as defined above, and 

-Rl-heteroaryl Where Ri-heteroaryl is as defined 

(8) -(CH 2 )o\-CO-(CrC 12 alkyl), 

(9) -(CH 2 )o^-yO-(C2-Ci2 alkenyl with one, two or three 

(10) -(CH2)o^-CO-(C2-Ci2 alkynyl with one, two or 

(11) -(CHzWCoVca-C? cycloalkyl), 

(12) -(CH2)o-4-CO-Ri. ary i where Ri-aryi is as defined 

(13) -(CH 2 )o^-CO-R,.h\ where Ri-heteroaryi is as 

(14) -(CH 2 )o^-CO-Ri-heteLycle where Rl-heterocycle IS as ' 

(15) -(CH 2 )<m-CO-Rn-4 where R N ^ is selected from the 



group consisting of morpholinyl, thiomorpholinyl, piperazinyl, piperidinyl, 
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homomorpholinyl, homothiomorpholinyl, homomorpholinyl S-oxide, 
honvpthiomorpholinyl S,S-dioxide, pyrrolinyl and pyrrolidinyl where each group is 
optionally substituted with one, two, three, or four of: Ci-Ce alkyl, 



5 the group consisting of: 

above, 
10 bonds, 
bonds, 

15 defined above, 
as defined above, 




(16) -(CH2)o-4-CO-0-Rn-s where Rn-s is selected from 

(a) Ci-C 6 alkyl, 

(b) -(CH2)o-2-(Ri-aryi) where Ri-aryi is as defined 

(c) C2-C6 alkenyl containing one or two double 

(d) C2-C6 alkynyl containing one or two triple 

(e) C3.C7 cycloalkyl, 

(f) -(CH 2 )o-2-(Rl-heteroaryl) where Rl-heteroaryl is aS 

(17) -(CH2)o^-S02-NRn-2Rn-3 where Rn- 2 and Rn-3 are 



(18) -(CHWSO-(CrC 8 alkyl), 

(19) -(CH 2 )L-S02.(CrCi2 alkyl), 
20 (20) -(CH 2 )o^02-(C 3 -C7 cycloalkyl), 

(21) -(CH 2 )o-4-H(H or R N . 5 )-CO-0-R N -5 where R N - 5 can 
be the same or different and is as defined above 

(22) -(CH 2 )o^-N(H^or R N _ 5 )-CO-N(R N _ 5 ) 2 , where R N . 5 
can be the same or different and is as defined abov^;, 

25 (23) -(CH 2 )o^-N-CS-^(R N .5)2, where R N -s can be the 

same or different and is as defined above, 

(24) -(CH 2 )(m-N(-H or R N _ 5 )-CO-R N -2 where R N _ 5 and 
Rn-2 can be the same or different and are as defined above, 

(25) -(CH 2 )o-4-NRn-2Rn-3 ^here Rn-2 and Rn-3 can be the 
30 same or different and are as defined above, 

(26) -(CH2)(m-Rn-* where RnU is as defined above, 

(27) -(CH 2 ) 0 ^O-CO-(CrC 6 alkyl), 

(28) -(CH 2 )o^-0-P(0)-(OR N ^ryi\)2 where R N -aryi-i is -H 

orC|-C4 alkyl, 
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(29) -(CH 2 )o-4-0-CO-N(R N -5)2 where R N - 5 is as defined 

(30) -(CH 2 )o-4-0-CS-N(R N . 5 )2 where R N -s is as defined 



(31) -(CH 2 )o-4-0-(Rn-5)2 where R N -5 is as defined above, 

(32) -(CH 2 )(m-0-( R N . 5 ) 2 -COOH where R N . 5 is as 



defined abo\ 



(33) -(CH 2 ) 0 -4-S-( Rn-s)2 where Rn-5 is as defined above, 

(34) -(CH 2 ) 0 -4-O-(Ci-C 6 alkyl optionally substituted 
10 with one, two, three\four, or five of: -F), 

(35) C3-C7 cycloalkyl, 

(36) C 2 -C6 alkenyl with one or two double bonds 
optionally substituted with C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C1-C3 
alkoxy, or -NRi_ a Ri-b where^Ri_ a and Ri-bare as defined above, 

15 \37) C 2 -C6 alkynyl with one or two triple bonds 

optionally substituted with C\-C\ alkyl, -F, -CI, -Br, -I, -OH, -SH, -C=N, -CF 3 , C1-C3 
alkoxy, or -NRi_ a Ri_b where Ri. a and Ri-bare as defined above, or 

(38) -(CH 2 )o-4-N(-H or R N -5)-S0 2 -R N -2 where R N _ 5 and 
Rn-2 can be the same or different and \re as described above, or 
20 (39) -(CI^W C3-C7 cycloalkyl, 

(C) RN-aryrW-R N - a X where RN-aryi is defined as above, 

(D) RN-aryl-W-RN-heteXaryl, where Rw-aryl and RN-heteroaryl are as 

defined above, 

(E) RN-aryl-W-RN.^eterocXle, where R N -heterocycle is defined as 

25 Ri-heterocycie, is defined above, 

(F) RN-heteroaiyrW-R N . aryl , wft^re RN-aryi and Rn-heteroaryl are as 

defined above, 

(G) RN-heteroaryl-W-RN-heteroaryU W^iere RN-heteroaryl IS as defined 

above, 

30 (H) RN-heteroaryl-W-RN-l-heterocycle> where RN-l-heterocycle is as 

defined as Ri-heterocycie is as defined above, and where RN-he\roaryi is as defined above, 

(I) RN-heterocycie-W-R N ^ryi s where RN-hete\ocycie is as defined as Ri. 
heterocycie is defined and where RN-aryi are as defined above, 
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(J) RN-heterocycle-W-R N . h eteroaryl, where RN-heterocycle IS aS defined as 

Ri\eterocycie as defined above and RN-heteroaryi are as defined above, and 

(K) RN-heterocycle" W-RN-1-heterocyclej where RN-heterocycle and Rn- 

heteroaryl^re as defined above, 



10 



or 



where W is 
(21) 
(22) 
(23) 
(24) 

(25) 



-(CH2)o-4", 

-O-, 

-S(0)o- 2 -, 

-N(Rn-s)- where Rn-s is as defined above, 
-CO-, 



(II) -CO-(Ci-Cioalkyl) where alkyl is optionally substituted with one, 
two, or three substitutents selected from the group consisting of: 
(A)-W 

15 (B) -c\c 6 alkoxy, 

(C) -Ci-Ge thioalkoxy, 

(D) -CO-OvRn-8 where Rn-8 is -H, Ci-Ce alkyl or -phenyl, 

(E) -CO-NR\_2Rn-3 where Rn-2 and Rn-3 are the same or 
different and are as defined above, 

20 (F) -CO-Rn^ wftere Rn^ is as defined above, 

(G) -SOHQ-Q ; 

(H) -S02-NRN-2RN-3\where R N _ 2 and Rn-3 are the same or 
different and are as defined above, 

(I) -NH-CO-(C,-C 6 alkVl), 
25 (J) -NH-CO-O-Rn-8 where R N -8 is as defined above, 

(K) -NRn-2Rn-3 where R N -2\and Rn-3 are the same or different 
and are as defined above, 

(L) -Rn-4 where Rn^4 is as defied above, 

(M) -0-CO-(C r C 6 alkyl), 
30 (N) -0-CO-NRn-8Rn-8 where Rn-\ are the same or different and 

are as defined above, 

(O) -0-(C,-C 5 alkyl)-COOH, 

(P) -0-(Ci-Ce alkyl optionally substiti^ed with one, two, or 
three of: -F, -CI, -Br, or -I), 
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(Q) -NH-S0 2 -(C 1 -C 6 alkyl) ) and 
(R)-F,or-Cl 

(III) -CO-(CrC6alkyl)-0-(CrC 6 alkyl) where alkyl isoptionally 
substituted wUh one, two, or three substitutents selected from the group consisting of: 
5 \ (A) -OH, 

(B) -Ci-C 6 alkoxy, 

(C) -C\-Ce thioalkoxy, 
) -CO-O-Rn-s where R N _ 8 is -H, C r C 6 alkyl or 

(Ei -CO-NRn-2Rn-3 where Rn-2 and R N _ 3 are the same or 
1 0 different and are as defines above, 

(F) -OQ-Rn^ where Rn^ is as defined above, 

(G) -Sa-(C,-C 8 alkyl), 

(H) -SC>2^NRn-2Rn-3 where Rn-2 and Rn-3 are the same or 
different and are as defined above\ 

1 5 (I) -NH-CO-(Ci-C 6 alkyl), 

(J) -NH-CO-O^Rn-8 where Rn-8 is as defined above, 
(K) -NRn-2Rn-3 Ajiere Rn-2 and Rn-3 are the same or different 
and are as defined above, 

(L) -Rn-4 where Rn^Vs as defined above, 
20 (M) -0-CO-(C r C 6 alftvl), 

(N) -0-CO-NRn-8Rn-8 ^(here the R N -sS are the same or different 
and are as defined above, 

(O) -0-(Ci-C 5 alkyl)-COOH, 

(P) -0-(Ci-C6 alkyl optionally substitued with one, two, or 
25 three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(C!-C 6 alkyl), 

(R) -F, -CI, 

(IV) -CO-(Ci-C 6 alkyl)-S-(C r C 6 alkyl) where alkyl is optionally 
substituted with one, two, or three substitutents selected fr^m the group consisting of: 
30 (A) -OH, 

(B) -C r C 6 alkoxy, 

(C) -C r C 6 thioalkoxy, 

(D) -CO-O-Rn-8 where Rn-8 is as defined 2tbove, 
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\(E) -CO-NR n . 2 Rn-3 where Rn-2 and Rn-3 are the same or 
ifferent and are as defined above, 
\ (F) -CO-Rn^ where Rn^ is as defined above, 

(G) -S0 2 -(C,-C 8 alkyl), 

(H) -SO2-NRN.2RN-3 where Rn-2 and Rn-3 are the same or 
differenf^nd are as defined above, 

(I) -NH-CO-(C,-C 6 alkyl), 

(J) -NH-CO-O-Rn-8 where Rn-8 is as defined above, 
(K) -NRn-2Rn-3 where Rn-2 and Rno are the same or different 
1 0 and are as define^ above, 

(L) -Rn-4 where Rn-4 is as defined above, 
^(M) -0-CO-(Ci-C 6 alkyl), 

i) -0-CO-NRn-8Rn-8 where Rn-8 are the same or different and 

are as defined above, 
1 5 (0)\p-(C,-C 5 alkyl)-COOH, 

(P) -(^-(Ci-Ce alkyl optionally substitued with one, two, or 
three of: -F, -CI, -Br, -I), 

(Q) -NH\S0 2 -(Ci-C 6 alkyl), 

(R) -F, orJCl. 

20 (V) -CO-CH(-(CH2V2-0-RN.lo)-(CH 2 )o-2-RN-aryl/RN-heten>aryl) where R N . 

ary i and RN-heteroaryi are as defined aboye, where Rn-io is selected from the group 
consisting of: 

(A) -H, 

(B) C,-C 6 alkyl, 
25 (C) C3-C7 cycloalky^ 

(D) C2-C6 alkenyl with one double bond, 

(E) C2-C6 alkynyl witlrone triple bond, 

(F) Ri- ar yi where Ri- ary i is^as defined above, and 

(G) RN-heteroaryi where RN-h\eroaryi is as defined above, or 

30 (VI) -CO-(C3-C 8 cycloalkyl) where\alkyl is optionally substituted with 

one or two substitutents selected from the group consisting of: 
(A) -(CH 2 ) 0 _4-OH, 
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(B) -(CH 2 )o-4-C i -C6 alkoxy, 

(C) -(CH 2 ) 0 -4-Ci-C 6 thioalkoxy, 

(D) -(CH 2 )o-4-CO-0-R N .8 where R N _ 8 is -H, C r C 6 alkyl or - 



phenyl/ 



(E) -(CH 2 )o-4-CO-NRn-2Rn-3 where Rn-2 and R N _3 are the same 
or different &pd are as defined above, 

(F) -(CH 2 )o_4-CO-Rn^ where Rn^ is as defined above, 

(G) -(CH 2 ) 0 . 4 -SO 2 -(CrC 8 alkyl), 

(H) -(CH 2 ) 0 _4-SO2-NR n . 2 Rno where R N . 2 and R N -3 are the same 
10 or different and are a$ defined above, 

I) -(CH^o^-NH-CO-CCrCo alkyl), 
(A-NH-CO-O-Rn-8 where R N . 8 is as defined above, 
(K)\(CH 2 )o^-NR n _ 2 Rn-3 where R N - 2 and R N -3 are the same or 
different and are as defined above, 
1 5 (L) -(C^ 2 )q_4-Rn-4 where Rn-4 is as defined above, 

(M) -0-CO-(C,-C 6 alkyl), 

(N) -0-CO\NRn-8Rn-8 where Rn-8 are the same or different and 

are as defined above, 

(O) -0-(C r C 5 ykyl)-COOH, 
20 (P) -0-(Ci-C6 al^cyl optionally substitued with one, two, or 

three of: -F, -CI, -Br, or -I), 

(Q) -NH-S0 2 -(Ci\C 6 alkyl), and 

(R) -F, or -CI, 

where Rc is: 

25 (I)-Ci-Cio alkyl optionally substituted with one, two or three 

substituents selected from the group consisting M C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF3, Ci-Ce alkoxy, -O-phenyl, -NRi\aRi_b where Ri_ a and Ri^are as 
defined above, -OC=0 NRi- a Ri-b where Ri_ a and RVbare as defined above, -S(=0)o-2 
Ri-a where R]. a is as defined above, - NR|. a C=0 NR\ a Ri-b where Ri^ and Ri^are as 

30 defined above, -C=0 NR^Ri-b where R^ and Ri_b arenas defined above, and -S(=0) 2 
NRi- a Ri-b where Ri_ a and R|.bare as defined above, 
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I (II) -(CH2)o-3-(C3-Cg) cycloalkyl where cycloalkyl can be optionally 

substituted with one, two or three substituents selected from the group consisting of 
C!^C 3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -CF 3 , C r C 6 alkoxy, -O-phenyl, -CO- 
OH,\pO-0-(Ci-C 4 alkyl), and -NR|_ a Ri-b where Ri_ a and Ri-bare as defined above, 
(III) -(CRc-xRc- y )(M-Rc-aryi where Rc-x and Rc- y are 
-H, 

C1-C4 alkyl optionally substituted with one or two -OH„ 
C1-C4 alkoxy optionally substituted with one, two, or three of: 



-F, 



-(CH 2 )<m-C 3 -C 7 cycloalkyl, 

-C6 alkenyl containing one or two double bonds, 
-C6 alkynyl contianing one or two triple bonds, 



and where Rc-x and Rc_ y are taken together with the carbon to which they are 
attached to form a carbocycleNpf three, four, five, six, or seven carbon atoms, 
optionally where one carbon atom is replaced by a heteroatom selected from the 
group consisting of -0-, -S-, -SOV, and -NRn-2- and Rc-aryl is the same as RN-aryi; 

(IV) -(CRc- x Rc-y)o-4 ARc-heteroaryl where Rc-heteroaryl is the Same as R N - 

heteroaryi and R^-x and Rc- y are as defined above, 

(V) -(CRc-xRc^o^-Rc-V-^-aryi where Rc-aryi, Rc-x and Rc- y are as 

defined above, 

(VI) -(CRc-xRc-y)o-4-Rc-aryl^C-heteroaryl where Rc-aryl , Rc-heteroaryl, Rc-x and 

Rc-y are as defined above, 

(VII) -(CRc-xRc-y)o^-Rc-heteroaVl"Rc-aryl where Rc-heteroaryl, Rc-aryl, Rc-x 

and Rc-y are as defined above, 

(VIII) -(CRc-xRc-y)o^-Rc-heteroaryl\Rc-heteroaryl where Rc-heteroaryl, Rc-x and 

Rc-y are as defined above, 

(IX) -(CRc-xRc- y )o4-Rc-aryi-Rc-heteroXcie where Rc-aiyi> Rc-x and Rc- y are 
as defined above, and Rc-heterocycie is the same as RN-Heterocycie, 

(X) -(CRc-xRc-y)o-4^Rc-heteroaryl"Rc-hetero^cle where Rc-heteroaryl> Rc-heterocycle, 

Rc-x and Rc- y are as defined above, 

(XI) -(CRc-xRc- y )<M-Rc -heterocycle -Rc-aryl where Rc-heterocycle> Rc-aryl, Rc-3 
and Rc-y are as defined above, 
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(XII) -(CRc-xRc-y)o-4-Rc-heterocycle-Rc -heteroaryl 

Where Rc-heterocycle, Rc- 

heteroaryi, ^C x and Rc_ y are as defined above, 

(XIII) -(CRc-xRc-y)o-4"Rc-heterocycie-Rc-heterocycle where Rc-heterocyc1e> Rc-x 

and Rc- y arenas defined above, 

XIV) -(CRc- x Rc-y)o-4-Rc-heterocycie where Rc-heterocycie> Rc-x and Rc- y are 
as defined above) 

(XV\-[C(Rc-i)(Rc-2)]i-3-CO-N-(R c .3)2 where Rc-i and R02 are the 
same or different and\re selected from the group consisting of: 

(Vh, 

10 (B)V]i-C6 alkyl, optionally substituted with one, two or three 

substituents selected from the^group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -ON, -CF 3 , Ci-Ce alkoxy\-0- phenyl, and -NRi. a R|.b where Ri. a and Ri. b are as 
defined above, 

(C) C2-C6 all&nyl with one or two double bonds, optionally 
15 substituted with one, two or three substituents selected from the group consisting of 

C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -V=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRj-aRi-b where Ri_ a and Ri_b are as definfed above, 

(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituentsXselected from the group consisting of 

20 C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SH, -ON, -OF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_b where Ri_ a and Ri_b are as defined abo\ 

• (E) -(CH 2 ) 1 . 2 -S(O) 0 -2-(C,-C 6 Hlkyl), 

(F) -(CH2)o-4-C3-C7 cycloalkyl\optionally substituted with one, 
two or three substituents selected from the group consisting of C1-C3 alkyl, -F, -CI, 

25 -Br, -I, -OH, -SH, -ON, -CF 3 , d-C 6 alkoxy, -O- pheny\ -NRi. a Ri-b where R x . a and 
Ri_ b are as defined above, 

(G) -(C1-C4 alkyl)-Rc-aryi where Re-aVi is as defined for Ri-aryi, 

(H) -(C1-C4 alkyl)-Rc.heteroaryi where R^heteroaryi is as defined 



above, 
above, 



(I) -(Ci-C4alkyl)-Rc-heterocycie where Rc-heteWy c!e * s as defined 



(J) -Rc-heteroaryi where Rc-heteroaryi is as defined Wve, 
(K) -Rc-heterocycie where Rc-heterocycie is as definedvabove, 
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(M) -(CH 2 )M-Rc-4-(CH 2 )o^-Rc .aryi where Rot is -0-, -S- or 
-NRc-\- where Rc-s is C1-C6 alkyl, and where Rc-aryi is as defined above, 

(N) -(CH2)i-4-Rc-4-(CH 2 )o J »-Rc-hete ro aryi where Rc-4 and Rc- 
heteroaryi are\as defined above, and 

(0) -Rc-aryi where Rc-aryi is as defined above, 
and wftere Rco is the same or different and is: 

(A) -H, 

(B) -Ci-Ca alkyl optionally substituted with one, two or three 
substituents selecte&from the group consisting of C1-C3 alkyl, -F, -CI, -Br, -I, -OH, 
-SH, -C=N, -CF 3 , alkoxy, -O- phenyl, and -NRi- a Ri_b where Ri_ a and Ri. b are as 
defined above, 

22-Ce alkenyl with one or two double bonds, optionally 
substituted with one, two onthree substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -0|H, -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_b where Ri. a and Ri-bare as defined above, 

(D) C2-C6 alkynyl with one or two triple bonds, optionally 
substituted with one, two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OH, -SR -CsN, -CF 3 , Ci-C 6 alkoxy, -O- phenyl, and 
-NRi- a Ri-b where Ri. a and Ri_b are as defined above, 

(E) -(CH2)<m-C 3 -(> cycloalkyl, optionally substituted with one, 
two or three substituents selected from theWoup consisting of C1-C3 alkyl, -F, -CI, 
-Br, -I, -OH, -SH, -C=N, -CF 3 , Ci-C 6 alkox^ -O- phenyl, and -NRi_ a Ri-b where R u 
and Ri-bare as defined above, 

(F) -Rc-aryi where Re-ary\is as defined above, 

(G) -Rc-heteroaryi where Rc-Heteroaryi is as defined above, 

(H) -Rc-heterocyde where Rc-h\terocycie is as defined above, 

(1) -(C1-C4 alkyl)-Rc*-aryi where Rc-aryi is as defined above, 
(J) -(C1-C4 alkyl)-Rc-heteroaryi where Rc-heteroaryi is as defined 



above, or 
above, 
defined above, 



(K) -(C1-C4 alkyl)-Rc-heterr>cycie wtifere Rc-heterocycie is as defined 
(XVI) -CH(Rc. ary 02 where Rc-aryi are the same or different and are as 
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(XVII) -CH(Rc-heteroaryi)2 where Rc-heteroaryi are the same or different and 
e as defined above, 

(XVIII) -CH(Rc-aryl)(Rc-heteroaryl) where R C -aryl and Rc-heteroaryl are as 

defiftgd above, 

(XIX) -cyclopentyl, -cyclohexyl, or -cycloheptyl ring fused to Rc- ary i or 

Rc-heteroarX° r Rc-hetero cycle where Rc-aryl Or Rc-heteroaryt Or Rc-heterocycle are as defined 

above wher\ one carbon of cyclopentyl, cyclohexyl, or -cycloheptyl is optionally 
replaced withYlH, NR N -5, O, or S(=0)o-2 , and where cyclopentyl, cyclohexyl, or 
-cycloheptyl ca\be optionally substituted with one or two -C1-C3 alkyl, -F, -OH, -SH, 
10 -C=N, -CF3, CrC\alkoxy, =0, or -NRi_ a Ri_b where Rj. a and R\.\> are as defined above, 

2-C10 alkenyl containing one or two double bonds optionally 
substituted with one, tVo or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br\l, -OH, -SH, -ON, -CF 3 , C,-C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_b where Ri. a and f^i-bare as defined above, 
1 5 (XXI) C2-CioVlkynyl containing one or two triple bonds optionally 

substituted with one, two or tntee substituents selected from the group consisting of 
C1-C3 alkyl, -F, -CI, -Br, -I, -OHV -SH, -C=N, -CF 3 , C r C 6 alkoxy, -O- phenyl, and 
-NRi_ a Ri_b where Ri_ a and Ri-b are\s defined above, 

(XXI) -(CH2)o-i-CHK^_6-(CH2)o-i -Rc-aryi where Rc- a ryi is as defined 
20 above and Rc-6 is -(CH 2 ) 0 -6-OH, 

(XXII) -(CH2)o.i-CHRc^VCH2)o-i-Rc -heteroaryl where Rc-heteroaryi and Rc-6 
is as defined above, 

(XXIII) -CH(-Rc.aryl Or Rc+ e Voaryl)-CO-0(Ci-C 4 alkyl) Where Rc-aryl 

and Rc-heteroaiyi are as defined above, 
25 (XXTV) -CH(-CH 2 -OH)-CH(-0iH)-phenyl-NO2, 

PCXV) (C,-C 6 alkyl)-0-(C,-C 6 alkyl)-OH, 

(XXVII) -CH2-NH-CH2-CH(-0-CH2-CH3) 2> 

(XXVIII) -H, or 

(XXIX) -(CH 2 )o-6-C(=NR|. a )(NRi_ a R|. b ) where Ri.aahdR!. b are as defined above; 
30 or a pharmaceutically acceptable salt thereof, and one qr more pharmaceutically 
acceptable inert carriers. 
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184. VV method for inhibiting beta-secretase activity, comprising exposing said beta- 
secretase to an effective inhibitory amount of a compound of formula (X) 

OH 



X N CH NH 

v/ \C V \ 

! /\ 

R 1 R 2 R3 



(X) 



5 where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
or a pharmaceutical!^ acceptable salt thereof. 

^ / 

1 85. The method of clainj 1 84, wherein said beta-secretase is exposed to said 
10 compound in vitro. 

186. The method of claim 184^ wherein said beta-secretase is exposed to said 
compound in a cell. 



15 1 87. The method of claim 1 86, whetein said cell is in an animal. 



188. The method of claim 187, whereiAsaid animal is a human. 



1 89. A method for inhibiting cleavage of amyloid precursor protein (APP), in a 
20 reaction mixture, at a site between Met596 and Asp597, numbered for the APP-695 
amino acid isotype; or at a corresponding site of an isotype or mutant thereof, 
comprising exposing said reaction mixture to an Effective inhibitory amount of a 
compound of formula (X) 

OH 



25 



X N CH \ NH 

i /\ 

Ri R2 R3 



where Ri, R2, R3, Rn and Rc are as defined in claim 1 , 
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or\a pharmaceutically acceptable salt thereof. 



190. The method of claim 189, wherein said cleavage site is between Met652 and 
5 Asp653,Wmbered for the APP-751 isotype; between Met 671 and Asp 672, 

numberecMbr the APP-770 isotype; between Leu596 and Asp597 of the APP-695 
Swedish Mutation; between Leu652 and Asp653 of the APP-751 Swedish Mutation; 
or between Leji671 and Asp672 of the APP-770 Swedish Mutation. 

/ 

10 191. The method\pf claim 1 89, wherein said reaction mixture is exposed in vitro. 

/ 

192. The method of ^Jaim 189, wherein said reaction mixture is exposed in a cell. 

193. The method of claito 192, wherein said cell is an animal cell. 
15 \ / 

194. The method of claim l!i3, wherein said cell is a human cell. 



195. A method for inhibiting production of amyloid beta peptide (A beta) in a cell, 
comprising administering to said \f ell an effective inhibitory amount of a compound of 
20 formula (X) 

OH 



^Vj 6h NH 

! /\ 

R<l R2 R3 



Rc 



(X) 



25 



where R !f R 2 , R3, Rn and Rc are as defined m claim 1, 
or a pharmaceutically acceptable salt thereof.\ 

/ . . . 

196. The method of claim 195, wherein said administering is to an animal. 



197. The method of claim 196, wherein said administering is to a human. 
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198w A method for inhibiting the production of beta-amyloid plaque in an animal, 
composing administering to said animal an effective inhibitory amount of a 
compound of formula (X) 

OH 



R N \ 

6h nh 

I /\ 

Ri Ro Ro 



(X) 



where Ri, R 2 , R3, Rn and Rc are as defined in claim 1 , 
or a pharmaceuticals acceptable salt thereof. 



10 199. The method of claim 198, wherein said animal is a human. 



15 



200. A method for treatingW preventing a disease characterized by beta-amyloid 
deposits in the brain comprising administering to a patient an effective therapeutic 
amount of a compound of formula (X) 

OH 



N CH NH 

Y X Xrc 

Ri ^2 ^3 



(X) 



where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
or a pharmaceutically acceptable salt thereof. 



20 

/ 

201. The method of claim 200, wherein said tH^rapeutic amount is in the range of 
from about 0.1 to about 1000 mg/day. 

/ 

25 202. The method of claim 200, wherein said there^peutic amount is in the range of 
from about 15 to about 1500 mg/day. 
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203. T\he method of claim 202, wherein said thereapeutic amount is in the range of 
from ab^ut 1 to about 100 mg/day. 

/ 

5 204. The riWhod of claim 203, wherein said thereapeutic amount is in the range of 
from about 5\(o about 50 mg/day. 

205. The method of claim 200, wherein said disease is Alzheimer's disease. 



A 1 



10 206. The method oftclaim 200, wherein said disease is Mild Cognitive Impairment, 
Down's Syndrome, or\Hereditary Cerebral Hemmorrhage with Amyloidosis of the 
Dutch Type. 

207. A composition composing beta-secretase complexed with a compound of 
15 formula (X) 

OH 



N CH NH 

! /\ 

R-) R2 R3 



(X) 



20 



where Ri, R2, R3, Rn and Rc are as denied in claim 1, 
or a pharmaceutical^ acceptable salt 

208. A method for producing a beta-secret^se complex comprising: exposing beta- 
secretase, in a reaction mixture under conditions suitable for the production of said 
complex, to a compound of formula (X) 

Oh 



N 



CH 



NH 



(X) 



25 



R1 



where R|, R 2) R3, Rn and Rc are as defined in claim 1 , ' 

700 



13615.25US 



or a pharmaceutically acceptable salt thereof. 



PATENT 



209. The mfcthod of claim 208, where said exposing is in vitro. 



/ 



5 210. The method of claim 208, wherein said reaction mixture is a cell. 



10 



211. A kit comprising component parts capable of being assembled, wherein at least 
one component part copiprises, enclosed in a container, a compound of formula (X) 

OH 



X N 6h NH 

I /\ 

Rl ^2 ^3 



where Rj, R2, R3, Rn and Rc are als defined in claim 1, 
or a pharmaceutically acceptable salt thereof. 



(X) 



212. The kit of claim 211, wherein sa\d compound is lyophilized and at least one 
1 5 further component part comprises a diluent. 



20 



213. A kit comprising a plurality of containers, each container comprising one or 
more unit dose of a compound of formula i 

OH 

X. 



~N CH NH 

/\ 

(R 2 R3 



where Rj, R2, R3, Rn and Rc are as defined in claim 
or a pharmaceutically acceptable salt thereof. 



(X) 



214. The kit of claim 213, wherein each container is adapted for oral delivery and 
25 comprises a tablet, gel, or capsule. 
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215. tfhe kit of claim 214, wherein each container is adapted for parenternal delivery 
and comprises a depot product, syringe, ampoule, or vial. 

216. Thept of claim 214, wherein each container is adapted for topical delivery and 
5 comprises a patch, medipad, ointment, or cream. 



217. A kit comprising one or more therapeutic agent selected from the group 
consisting of aA antioxidant, an anti-inflamatory, a gamma secretase inhibitor, a 
neurotrophic agent, an acetylcholinesterase inhibitor, a statin, an A beta peptide, and 
10 an anti-A beta antibody; and 



a compound of formula (X) 



OH 

R N I 

X N CH NH 

! /\ 

Rl ^2 ^3 



(X) 



where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
15 or a pharmaceutically acceptable salt thereof. 



218. A composition comprising\m inert diluent or edible carrier; and 
a compound of formula (X) 

OH 



20 



25 



;n CH NH 

Y X *< 

R1 R2 R 3 



where Ri, R2, R3, Rn and Rc are as defined in claim 1, 
or a pharmaceutically acceptable salt thereof. 



219. The composition of claim 218, wherein said carrier is an oil. 



(X) 
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10. A composition comprising a binder, excipient, disintegrating agent, lubricant, or 
giloant; and 

a compound of formula (X) 

OH 



X N 6h NH 

I / \ 

Ri R2 ^3 



(X) 



where Ri, R2, R3, Rn andi^c are as defined in claim 1, 
or a pharmaceutically acceptable salt thereof. 



221 . A composition comprising a\ompound of formula (X) 

OH 



N 



CH 



.NH 



!\ /\ 

^1 \ ^2 ^3 



/ 



where Ri, R 2 , R3, Rn and Rc are as defined in claim 1\ 
or a pharmaceutically acceptable salt thereof, 
and where the compound is disposed in a cream, ointment,\>r patch. 



(X) 
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